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(57) Abstract: Novel nitrogenous compounds having 
antiviral activities, and antiviral drugs containing the 
/|\ compounds as the active ingredient The compounds 
are representatively those of the general formula (|): (|) 
wherein A 1 and A 2 are each guanidino or a group of 
the general formula (ia); A 3 is a mono- or poly-cyclic 
heteroaromatic ring group containing 1 or 2 heteroatoms; 
B 1 is a single bond or alkylene; R l is hydrogen or alkyl; 
W is C 2 o alkylene, C5-10 cycloalkylene, a Cs-io aromatic 
ring or a Cs. l0 heteroaromatic ring; y is C(=0>; x is 
C(=0)-NH-; n 1 is an integer of 1 to 2; n 2 is an integer of 
2 to 3; and D is a substituent selected from among various 
groups, (ia) 
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2- (3— f ^ K y AO ^A/T ^ K[<ffc-£^) No. 48] 

N a -(4-(W 5 y/-/H-if /U^ ^) 7 5 ; ^ f h^f A0-L-7A"¥— 
(1' S) - (1' - (1--7- 7 7*5; K Kt&Vo No. 49] 

N°-(4-(-C ^ ^^-;>-2-^;Mf ^)7 5 7 ^7 h-f AO-L-T/i^-V 
(l'^-d'-d-T-^^Wai^/^T^ K[^#JNo.50] 

N°-(4-(-f ^ ^V— /U-2— C7^y^/^)T5 / y^vW~:7 h^/^)-L-T^=>- 
4-—^-^^ ->/l^T 5; y^O-iy/UT 5 KMk^4* No. 51] 

N°- (4- (5, 6, 7, 8-7"- h^tKa^/y ^-8— f /UT 5 y y ?vl") ^l/V^ M -L- 
T/U^>- l-t7;?^^^7^ K Cfb^No.52] 

N°-(4-(-r ^ /V-2—lVl-y ^/U) 757^ ?Vl^:/y^ A')-L-7/l'=¥ri;>' 

l-:^:7 * 1-)VT % K Lit&to No. 53] 

(s) -2- (4- (n-2- tr = y /uT 5 y y ^vi^^y-r a>t 5 y )-5-(=^y y >-8->< 

AST 5 y ) 1-1-7 f^7 ^ K [{fr£$J No. 54] 
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(2S) -2- (4- (N-2- t^y AT ^ / * ^A) t7h^f AT 5: J ) -5- ( (8R) -5, 6, 7, 8- 
m No. 55] 

(S) -2- (4- (-T 5 — A-2->f A^ ^A) T ^ J * ^ A) -T?Y4 AT ^ J ) -5- 
(2-f3y/U7^)tf^ (l , S)-(l'-(l-^-7^/V)^^/u)T^ K[fc£^ 
No. 56] 

(s)-2-(4-(-r ^ yy— a-2— r a^ ^a) t s / > ^a) t7 > at ^ / )-5- 

(5, 6, 7, 8-7- h7t Kn^yy >-8-w ;i^7 5: y ) d' S) - d' - d-r -7 v^A) 

xf^)7 5 K No. 57] 

(S)-2- (4-(l-y *vi~f 5: A-2-> < Ap< ^A) T $ / y ^A) -T7 h 4 AT 
-;y)-5-(N-2-t°3y/l,7 5y)^|[l (l'R)-(l , -(l-t7f;l')xf;l,)7^ K 
[f fc£*4& No. 58] 

(S) -2- (4- (-f 5 A-2— f Ap< ^ A) 7^/y ^ A) t7K AT ^ / ) -5- 

(5, 6, 7, 8-t" h 7 1 Kp^yyy-8-f;u7^y)^ ci'io-d'- (1-^7 ^a) 

:x^A)T5: K Wb^No. 59] 

(s) -2- (4- (n-2- t° 3 y at ^ a) y-r at 5 y ) -5- (n-2- t° =1 y at 

5 / ) ^ l-t7^WW5K No. 60] 

(s) -2- (4- (n-2- tr = y at 5: y ) y ^ a-< ^y-r at 5 / ) -4- (n-2- t e =r y at 
5 y ) y^u^pi f;i/7 5: K [fc-g-^ No. 61] 

(S) -2- (4- (N-2- fc° = y AT 5 / ) y ^ A^ ^ y*^ AT 5 7 ) -3- (N-2- 1° = y AT 
^)7"p t°^->-^ 1-7" ~7 $ f;U7 ^ K Wfrfr* No. 62] 

(s)-2-(4-(N-2-t: o =i y at f/i/)^yy^;>7 ^ j )-5-(N-2-t°=i y at 

K l-t7^U^f^7iK No. 63] 

(2S) -2- (4- ( (5, 6, 7, h7t Ko^r/y 2/-8--T A) 7^yy ^ A) -< > V 4 

AT 5 > )-5-((5, 6, 7, 8-T b7t Ka^/y ^-8— T A) T 5 / ) 

* ^AT 5 K Ut^m No. 64] 

(2S)-2-(4-(N-2-t°= y AT $ J * ^M-O^-C^T $ 7) -5- ((5, 6, 7,8-7" h 

7 1 Kb y >-8-^^)7 5y)ff^ \--T7* tvwt 5: K Ut-km 

No. 65] 
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<S)-2-(4-(3-tf = y^7^ y ^f^^y^^T; y ) -5- (3- fc° = V A-T 5! 
/ ) 1-^ 7 * U lo* f-l^T % K M No. 66] 

(S) -2- (4- (N-2- fc° = y ;U7 5 y y ^vW -« >- V-f A'T ?/)-5- (N-2- fc° = V A-T 
^)t$S3-(n-^h^i/)rn f/UT ? K Wk^tt No. 67] 

(s) -2- (4- (n-2- t° = y a-t ^ y y ^y-r a-t *y)-5- (n-2- t° = y ^7 

5 y ) 7f7t Kn 7^7 y ;V7 5 K Uk&Vo No. 68] 

(S) -2- (4- (N-2- t°ny A-T 5 J y >- j/^f A-T 5/)-5- (N-2- faU^T 

? y ) 7 =c t K7V 5 K Wfc^fc No. 69] 

(S)-2-(4-(N-2-t°=i V A'T % y y f^'O/'f A-T ^ y )-5-(N-2-t°=3 y /UT 

$ y ) 2- (3-4 > K y A-) ^;VT ^ K Dffc£>«5 No. 70] 

(s) -2- (4- (n-2- t:° = y ;u7 ^ y y ^a-) y >f a-t 5: y ) -5- (n-2- t° = y a-t 

(2S)-2-(4-(N-2-t°=« y A'T ^ y y q-M^^/jAST $ y )-5-(N-2-t°= y /l^ 
T^y)^^ (l'S)-l' -(2-^-7^/u)T^y7Jyw#=i/U7a^^/i'T5 K lit 
&m No. 72] 

(s)-2-(4-(N-2-t°=i y a^t ^ y y ^AO^^-i/^r at 5 y )-5-(N-2-t o = y ^7 

? y ^^tr^T 5 y-O-^/UT ^ F Uk&m No. 73] 

(s)-2-(4-(N-2-t°= y )vt % y y ^vW^o-yy a^t 5 y )-5-(N-2-t°= y a^t 

5: S)^&m 4-(N-(l, 2, 3, 4-fh7tKn-l, 4-^*M=/V-7^.7i?> 
6— f A^-N-^A-T ^ y ) y^-jUT ^ K C-fb^ No. 74] 

(s)-2-(4-(N-2-t°=t y /ut 5: y y ^a^^o- w a-t 5 y )-5- (N-2-t°= y a-t 

^ y ) ££gfe 2, 4, 6- h y ^ o n 7 x^Wt K7 K Wfr£4fc No. 75] 

(s)-2-(4-(N-2-t°= y a^t 5 y y ^AO^^-y^ a^t 5 y.)-5-(N-2-f=» y ^7 

^ y ) *mfifc 2-t°= y A-T 5 K Ut&to No. 76] 

(s) -2- (4- (n-2- t° =1 y a-t ^ y y ^vw) ^i^y^ a^t ^ y ) -5- (n-2- t° = y a^t 
5 y ) -gMm 2- (n, N-iy^^/ur 5 y ) ^^t ^ k Dfb-a^ No. 77] 
(s) -2- (4- (n-2- t° 3 y a-t 5 y y ^vu) ^ y >r a*t ^ y ) -5- (n-2- t° = y a^t 

^ y ) 3-^E-A^ y >-W AO fcV^T 5 K Mt&b No. 78] 
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(S) -2- (4- (N-2- ]) ;\,7 ^ ^ ,VT ^)-5- (N-2- faV/WJ 

5: y ) ^M-m 2- (N, N-y ^7 5 J ) ^/VT ^ K Mfrg-fcl No. 79] 

(S) -2- (4- (N-2- fc"=i y /V-7 57^ ^VU) ^/-Y;U7?y)-5- (N-2- fc° =» D /U7 
5 7 ) $938? 4- (2, 4-i^-t-T 5 3i y ^ v-) -ff-AsT ^ K Mfc-g-fc No. 80] 

(S) -2- (4- (N-2- t°ny^7?yy ^Vl/) -< > V 4 f\sT $y)-5- (N-2- 1° = y ;U7 
S / ) -g&m 3-7^7*0 tV^T 5 K Ut&to No. 81] 

(S)-2-(4-(N-2-t°=« V >VT 5 y y f;W)^^n/7 5 y )-5-(N-2-h°=« ]) jVT 
^ y ) 5-4 ^?z/-;V7 5 K Lit&m No. 82] 

(2S) -2- (2- (N-2- 1 8 = ]} )VT 5 y y ^/U) t° V ^-5— T /usjf r ^ y - 
5-(5,6,7,,8-^ h^t Kp^yuy-8-^;w)7^ytft (l'S)-l'-(l-t7f 
/U) ?-=5->VT 5 K Hk^Mfe No. 83] 

(2s)-2-(2-(N-2-t Q = y ;u7 ^ y y ^/W tr y ^>-5-- r ^/u^ao t ^ y - 
5- ( (i-y %. ?V—jv-2-4 )v) y t/P7 5 y ) r ^ y -^m^ d' s) -r - (1- 

-f7?->V)^>V7 % K [ffc#*4fe No. 84] 

(2S) -2- (4- (N-2- h° =i y /U7 5: y y ^-/V) t7W^7;y -5- (5, 6, 7, 8-r h 
7k K d y y i/-8-^ t ^ y (1* s) -r - (1--*- 7 ^jvt % K 

No. 85] 

N°-(4-(N-2-t°=i y/i.T5 y y^/W^^y-r/^-L-T/p^^^- (l'S)-l'-(l- 
(2S)-2-(4-((l-y ^vWf *^y-;W2- f/Mf^)7>; y>f^)t7 h-T/W 

t 5 y -5- ( (i-y ? ^v-/w2--r /uy ^/u) 7?y) i£@£ (1* s) -r - (1- 

7 7 ^JV) =n <5-}V7 ? K No. 87] 

(2s) -2- (2- (n-2- t° = y ^7 ^ y y ?vu) t° y >-5--< tva s^tf-sio) t ^ y -5- 
(N-y 5vu t° a — /w2— r /i^y 3vu) 7?y w^Bfc (r s) -r - (1-7 7 t-ao ^^vu 

7$ K Ht^lfe No. 88] 

N°-(4-(N-(i-y ^vwr ^ ^y-;v-2-^^) y ^7 ? y y ^vp) -1-7:7 * uis 

89] 
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N a -(2-(N-2-fc°= y fVT 5/^ t* ]} i/l/-S-s( )Vt) ;Utf—jV)-L-T 

> a 1 s)-i' -{i-ry^;v)^^-/vr s K [<k^No.9o] 

(2S)-2-(4-(N-2-t°= y 5 J y f-M^^S^M T 5 /-5-(5, 6, 7, 8-7" h 
7kKn^ yy-S-^/^T^/tfi (l'S)-l'-(l-^-7^)^^T$ K 
Wfr^fc No. 91] 

(2S) -2- (4- (N-2- 1° = y A-T 5: 7 ^ ^vV-) t7h^/V)7^-5- (5, 6, 7, 8-^ h 

7tKo^y >-8--r /v)7^;y -^^^ 2- (3--r >- K y a) ^f-'/ur k \ay& 

m No. 92] 

N a -4-(N-2-t°3 y /wr ^ a-) y-r yu-N 0 -— hDj/^-y (1' s)-r - 

(l-t7f/W)x^7 5 'KMb-a-ffc No. 93] 

(2R)-2-(4-(N-(^ ^ ?V—>V-2-4 /V* f/W)7^ J * f^^y^^)7$ 
y -5- (5, 6, 7, 8-X h^tKn^yy ^-8— T /W) T ^ J ^mfc (V S) -1' - (1-7" 7 
5vW) a^A-T ^ K Wk#«5 No. 94] 

n°-4-(n-2-(-< ^ yy— a-2-^t A-y ^-/v) t 5: y y ^/u)^<^^^/v-l-t/^ 

(2s)-2-((i-y^w ^^y— f/vy^/^r^ y yf/^^y/^^75 
y -5- (5, 6, 7, 8-r h^tKta^yy ^)7^y WSlK 1-7-7 * u>y ^ 

1^>-T^ K[<b^No.96] 

N a -(4- ( (n- (i-y $ ^y— A-2-^r A-y ^vu) t 5 y ) y ^a) t7^^- 

l-7JA-3tf=A)- L-TA3*— > (l'S)-l , -(l-'7-7^/W)ai^/bT^ KHfc-^l&No. 
97] 

N a -(4-((-r ^/-/v-2-^/^f /u)7>;y)^f /u)t7? i^-i-tja^k^ 

A^L-TA^ix (l'S)-N-y^A-N-(l' -(1-77^x^)7? K[{frg*4& 
NO. 98] 

N e -(4-(N-2-t°3 !J /W7 ^ 7 ^ f ^) t7 h^/U)-L-T/W=¥=-^ (l'S)-l'-(l- 
•TZ7f-jV)^;VT^ h'Ut&yoNO. 99] 

N°-(4-(N-2-t°=i y at 5 y y v-as)*)-?? u>--i-#a^— /u)-l-ta3t— >- 

D-3- (1-7- 7 ^ A) T=7=-^ y ^A-^^^A[{fc-g^No. 100] 

N°-(4-(N-2-t°= y /W7 5 y y ^-M-)-?* U' i'- 1- # A- ri? = A) -L-7 A* = >- 
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H-(l-t7f^)77-> Ut&to No. 101] 

(2S) -2- (8-2- 1°= y /l/T 5 y y ^/W^ / V Is-S-X/l'tf-fr) 7 5 y -5- (5, 6, 7, 
8-fF7k Kn#/!J>-8->f^)7?y^g! (1' S)-l' -(l-t7 f/P)xf;U7 
5 KWt^ttNo. 102] 

n°-(4-((-t s: A'^aOt $ y)y5vu-)-?- 7* 1/^-1-77/^= 

L-7 >- N-y ^-/U-l-T" 7 J-)VT 5 K Wfrg^ No. 103] 

(2S)-2-(4-(2- 1° V vvu) 7$y^ * U^-l-^/V^^^) 7^/-5- 

(5, 6, 7, 8-^ f7t Kn^yy V-8— T/W) 7^ l-T^^/U^ *7UT 5 K 

No. 104] 

(2S) -2- (4- (N-2- fc° =i V >VT 5 V y "7" 7 * U ^-1-77 /Uatfs AO 7 5/-5- 
((8S)-5, 6, 7, 8-r F7tKD^r/y ^-8— T M 757 l-*-7*7U* ^ 

75 KMk-a-feNo. 105] 

(2S)-2-(4-«N->T $>7*— /^-2-^/Py f/U)7 5 y y ^ao^^tVA'T 5 7- 
5-(5,6,7,8-x t Kn^yyy-8-</U)7^SfSl (l , S)-l , -(l-t7f 
AO a^A'T 5 K Mfrg"4fe No. 106] 

(2S)-2-(4-((N-l-y ^A~f 5 A-2— ( A-y ?vi0 7 5/7 f-J>V)-oy>( 
^7^-5-(5,6 1 7,8-f h7t Ko3f-yi;y-8-^^)7 5ytft (l'S)-l'- 
(l-t7^/U)x^7S K WfrfrttNa. 107] 

(2S)-2-(4-(2-t°=i y /U7 5 y y ^AO-^W A-5-(-f 5 A~2->T AO 7 

Wm®e (l'S)-l'-(l-t7f/l')x^7>; KHfr&*Nd.l08] 

(2s)-2-(4-2-t°=« y /W7 5 y y ^ao-o-tv A-5-(t° y ^^-2— r ao 7 5; y 

W» (1' S) -1* - (1-7- 7 ^A0 ol^A-7 5 K Hbg-Gb No. 109] 

(S)-2-(4-((N->T 5 yy-/l-2-^^^f;>)7 5 ;>f;v)^yy^;u)7 5 y- 
5- (4, 5-v>k Ko>f $^/-;WW;l/)7$y tf» (l'S)-l'- (1-7-7^)31 
^7 5 KMk-fr* No. 110] 

(s)-2-(4-((n-^ 5 ^y-;i-2-^/i/^ f^)75 y y f/u)-<y^/u)75 y- 
5-(t°y $ v ? >-2--ryu)7^y^m^ (i's)-r -(1-7-7^^)01^/^7 5 KMt-a- 
4&N0. 111] 
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(s) -2- (4- ( (n— r 5 ¥ y— a-2— < Ay j-jv) 7^;;^ ^ a) y-r a) t ^ y - 

5- (3, 4, 5, 6-7- h^t Knt°y $^y-2->f^)7^tfi (1* S)-l' -(l-^T 7 
/V) zz.*5->VT K KMb-S-tt No. 112] 
(S) -2- (4- (N-2- fc° = y ;vr ^ y y ^ A) ^< > y A-)7$y -5- (4, 5- v 5 1 Kn-f 

5 ^/-;W2-^/w)7 5 y (1* S)-l' -(1-^T^A) x^7 ^ KMb£"& 
No. 113] 

(s) -2- (4- (n-2- t° 3 y ao t 5 y y ^- a) ^y/^^)7^ y-5-(t°y $ ^-2- 

(l'S)-l*-(l-t7Wxf/l/7 5: KHb-frfcNo.114] 
(S) -2- (4- (N-2- t° 3 y AT 5 y y f- A) >- y>f A) T 5 y -5- (3, 4, 5, 6-r h =7 
t K c t° y v^-2-f^)7 5/t^ (l'S)-l'-(l-t7f^)xf/U7^ K 
Mb^No.115] 

(s) -2- (4- (2- t? 3 y at 5: y y ^ a) -< > y-r a) -5- (2- 1° 3 y at $ y ) 

m 1* - (l-t- 7 ^A) ^AT ^ K [fb^to No. 116] 

(s) -2- (4- (2- 1° = y at $ y y ^ a) ^ y-r a) -5- (2- 1° 3 y at 5 y ) ^ . 

6 n-Kf^7 5 K Mb-a-^No. 117] 

(s) -2- (4- (2- 1° y at y y ^ a) 'O- yv a) -5- (2- t° = y at ^ y ) w<c 

& 3,5-^M) 7/^b y f^y^7 5: K [<b^4* No. 118] 

(s) -2- (4- (2- 1° 3 y at ^ y y ^ a) y y a) -5- (2- tr 3 y at ^ y ) 

m (+)-ft K07 Ifxf/VT ^ K Clb^No. 119] 

(s)-2-(4-(2-t°3 y at ^ y y ^A)^oyVA)-5-(2-f = y AT 

m 2, 3-v 5 ^ ci n^<>v?AT 5: K Mb^*5No. 120] 

(s) -2- (4- (2- tr =i y at ^ y y ^ a) y>< a) -5- (2- t Q = y at 5 y ) 
^ 2-^-y^AT5: K Uk&Vo No. 121] 
(s) -2- (4- (2- 1* = y at ^ y y ^ a) > y >r a) -5- (2- tr = y at ^ y ) 

m 3- (3— T > K y A)-2-^n fc°AT ^ K iit^m No. 122] 

(s) -2- (4- (2- tr 3 y at 5: y y ^ a) y-r a) -5- (2- 1° 3 y at 5 y ) 

& 2,2-^7x^xf/1.7? K [fb^ No. 123] 

(s) -2- (4- (2- tf 3 y at 5 y y ^- a) y a) -5-(2-t°n y at 5; y)^ 
& 4-t-7fy^>^nA^^7 5 K Uk&m No. 124] 



36 



WO 01/79168 



PCT/JP01/03123 



(S) -2- (4- (2- fc° = V AsT ^ J * <?tV) sOyH /V) -5- (2- t'^y jVT 5 J ) 
m 2, 4-i?f a D-<y^7 5 K Dfbfr* No. 125] 

(S) -2- (4- (2- 1° = ]} A*T 5 y y fvW) ^ ✓ ^ /W) -5- (2- fc° = y fVT ^ J ) ^ 
K^Xk Ky^TS K Wb£"4fc No. 126] 

(s) -2- (4- (2- 1° => y 5: y y ^;v) -<i//^( ;v) -5- (2- 1° = y /i^t 5: y ) 

K 3-^ u n^Oi^/WT 5: K Dfb^No. 127] 

(S) -2- (4- (2- 1" = y /1/7 5: y y fvl-) y* >( /U) -5- (2- 1° = V ;VT K J ) ^ 
& 2- (4-7 h^rv^^-AO^/UT^ K Wb^4» No. 128] 

(s) -2- (4- (2- 1° = y /ur ^ y 7 ^/i-) > yV /u) -5- (2- t° = y at 5: y ) 

K (4- (4-y fvW7 ^ i/) 7.x -AT 5 K Hb^l* No. 129] 

(s) -2- (4- (2- 1° = y /u7 ^ y y ^ a) yv a) -5- (2- tr = y ^7 ^ y ) ^ 

m l-(l,2,3,4-fh7k Knt.7W7$ K No. 130] 

*3&WfcmiEfb^;£;fcf« 

0 flcfi 1 kg SfctK 0.1 500mg % ^^U<(i 1 

lOOmg Sri|aI*fctt«:IaItc:^tfClfi:4-rSii:36ST?#* 0 S4^il^Pfi4^ 

ltiz. ^77jjy^^y!>A, *Ay. fut. T'^^hy^ x 
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■tUT, lWft»««t«»C*»WO0t9-f/l'^5W*' 0.1 frh 500mg % #£U<te 1 
36»fe 100mg-g-^T$^-5r.i:dSM^UV\ 

m&m i ; (s) -2- (4- (n-2- t° g y ;±r ^< > ;±t § / ) -5- ( u 
$ y>/~^-2-^^^ ^)t$ \-±2j? u^*^^t?l k u^tm 

No. 1] <P»if 

Hjfeffll 1-1 : ^ gv^ 4-(N-Boc-N-2-fc a =» y ZJkl&MM&V&aM 
VI-l)<P^fi£ 

rfT|£(D 2-t 0 =y^T^>- 1.08g & DMF22. 5ml l;L$gfi? U h U x^;U7 5 ^ 
1.55ml St^Px. 0° C (C?££PL7io - <E>$g#E«P ^-t-T^/US^ ;Vt£*— Y 
2. 52ml £ DMF7. 5ml iZ^MVkMm^ 10 ^"ClTLfc, IflCWL, 2 R$|K] 

-<-(30g. ^D^)ffliU SSHfettff 1. 71g &'&fto 

^(D?-b 1. 199g THF6ml {C$gfl?U TkiUfb^- h y !7A(60%^7^ 
4fc)46. lmg fcg&SSiirfco MX* 15 #raat#Lfc&temjKtf>.?« ^ -4-^n^pt 
7/l^<>y=.— h 241mg SriDx-M-e^fel:: 2 BlfflJSt^Lfc. SMTt, 1 
mol/1 ^tK^-C pH 2r 5~7 t U a&*§bfc„ ^ on*;^ 40ml Sr*Px.7K^ 

/uA/ftifti^/u=io/i)jcj:o-c»fiib, mm<Dlk&!& 2.21g I 
T#fc„ 
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MS (Fab, pos. ) : m/z=357 [M+l] + 
'H-NMR (500MHz, CDCI3) 5 =1. 45 (9H, s) , 3. 91 (3H, s) , 4. 47 (1H, brs) , 4. 52 (1H, brs) , 
4. 60 (2H, s) , 7. 17 (1H, dd, J=7. 6, 4. 1Hz) , 7. 2-7. 4 (3H, m) , 7. 65 (1H, t, J=7. 6Hz) , 8. 5 
2(1H, d,J=4. 1Hz). 

mmm 1-2 : 4-(N-Boc-N-2-t o =i y jvt ^ j * ^vwsE&ggKjfra-fe vh-q<p 

^160»J 1-1 -V%t>i%tcik&go 200. 6mg td^ — /V 2ml,THF2ml, 1 mol/1 tK 
BKfc-*- h y ?A7k^2ml SriDx. % ^jfi-C 1 Bit^Lfc„ S/»T#, 
*U 7K 5ml ^Dx.fc 0 1 mol/1 ±&^7k*gf££}&TU pH=3 t bfc 0 #f 

tB Lfc^^ B 5 r <b id «k o -c^ieo^-a^ 123. 2m g t u 

MS(Fab, pos. ) :m/z=343[M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 35andl. 54 (9H, brs) , 4. 41 (1H, brs) , 4. 51 (2H, s) , 
4. 58 (1H, brs) , 7. 2-7. 4 (4H, m) , 7. 77 (1H, td. J=7. 6, 1. 8Hz) , 8. 52 (1H, dd, J=4. 9, 1. 
7Hz), 12.9QH, s). 

MMM 1-3 : N tt -4-(N-Boc-N-2-fc°=i V )VJ_ ^VU)^OyW/U-N*-Cbz-L- 

1--7-7 ^ uis* f-jVT $ K(Jfc£»<fe XI-1) 
H5|S£ON°-Fmoc-N*-Cbz-L-^-/U=^>' 3. OOg $r DMF60ml U HOBt 1.24 

g, WSCI M.mi& 1.77g x l-t7^U>^f/U7$>' 1.48ml ^rJli^D^L^i&T* 

13 Btp^^ufc sj^T^g^^u mm&fwTi-wis^izmm^. 1 

mol/1 Ig^TK^^PxttttSb^, WaS^^P^TK^ h V ?J»*&mX* 
gfe^L/to ^£@*U 4.44g £#m6#,@#:<t LT#fc 0 rtb£r DMF 

150ml lz.m»\*s ^xf^7^ 10ml §r*D^L, 6 I^WSli^Lfeo 

U St$#^T?«lt, m#4.2lg£r#mefe@#i:LT# 

fc 0 DMF140ml (C^L, WSCI mSt& 1. 77g % 1-2 T'#^ttfc{b^ 

^2.i0g§r*n^ N M-e 21.5 i^MaH^L^. Kj£i&T&* »ift&e*u 

£r v- y # ^w^7 7^o^F ^7 7^- (500g, ? p n -fc/VJ*/ $ J — ;U=40/1- 
i5/i)»cJ:o-ctt®lU MU<Dik&m 4.25g£&e6¥@#iCTJ»fc. 
MS (FAB, Pos. ) : m/z=730 [M+l] + 



39 



WO 01/79168 



PCT/JP01/03123 



'H-NMR (500MHz, DMSO-de) : 8 = 1. 31andi: 38 (9H, 2s) , 1. 44-1. 54 (2H, ra) , 1. 73-1. 
77 (2H, m) , 2. 89-3. 03 (2H, m) , 4. 40 (1H, brs) , 4. 47-4. 51 (3H, m) , 4. 56 (1H, brs) , 4. 7 
5 (2H, d, J=5. 7Hz) , 4. 98 (2H, s) , 7. 20-7. 37 (9H, m) , 7. 45-7. 47 (2H, m) , 7. 51-7. 54 (2H, 
m) , 7. 76-7. 80 (1H, m) , 7. 83-7. 85 (1H, m) , 7. 86 (2H, d, J=8. 3Hz) , 7. 94-7. 95 (2H, m) , 8. 
05-8. 06 (1H, m) , 8. 46 (1H, d, J=8. 1Hz) , 8. 50-8. 52 (2H, m) . 

MMM 1-4 : N c -4-(N-Boc-N-2-fc°=i V ;±T f ;P)^y/^;WL-t;W^f 

1-3 X*'&hthtLik^tfa 4.25g £y*y— /U 100ml {d$#?U 10%Pd-C 
4.25g Sran*.. «£EOTk*#IB5[T"C 4. 5 ^M8t# U^Lo SJfclfcTgL -fc?>r h 
»ifit?ttiKS:e* LT#fc£g?g& ~> U # 7A^n7h^77^- (200g, ^ 
n ct */^/^ * / -/W=12/l-4/l) tCT«^ U 8HB0>ffr&4& 2. 22g(64. 0%) £ & 
fe&Si LT #;/!:. 

MS (FAB, Pos. ) : m/z=596 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 = 1. 31andl. 38 (9H, 2s) , 1. 59-1. 64 (2H, m) , 1. 76-1. 
88 (2H, ra) , 2. 75-2. 79 (2H, ra) , 4. 40 (1H, s) , 4. 49 (2H, brs) , 4. 52-4. 57 (2H, m) , 4. 77 (2 
H, d, J=5. 4Hz) , 7. 21-7. 23 (1H, m) , 7. 26-7. 36 (3H, m) , 7. 46-7. 47 (2H, m) , 7. 49-7. 56 (2 
H, m) , 7. 77-7. 80 (1H, m) , 7. 84-7. 86 (1H, m) , .7. 90 (2H. d, J=8. 3Hz) , 7. 94-7. 96 (1H, m) , 
8. 05-8. 07 (1H, m) , 8. 52 (1H, m) , 8. 56 (1H, m) , 8. 60 (1H, t, J=5. 6Hz) . 

l-5 : (S) -2- (4- (N-Boc-N-2- a V ;VT ^M^O^^fM- 5-(( 

Hffiftl 1-4 "C#f>ttfc<b^ 60. Omg ^r^TK^ * 7 — 2. 2ml \Z.m& U 2— f 
/l^/MS^T/l^t: K 10.2mg ^tTlUt' 1 B#P^&#Lfc„ $£M 

•7^-7- h V VJ* 7. 6mg fctlO*., mm.\Z.X 1. 5 ^g|#U7to RlStt«r»BbT» 
fc^jf5rv'y7j7 t ^7J7A7n-7 1*^7:7* — (6g, ^ DD *M/^^;-/v 
=20/1-9/1) ICTififM U mm<Dit^m 46. 7mg £ £ LT#fc. 

MS (FAB, Pos. ) : m/z= 676 [M+l] + 
J H-NMR (500MHz, CDClj) : 8 =1. 45andl. 47 (9H, 2s) , 1. 92-2. 22 (4H, m) , 2. 66-2. 
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74 (2H, m), 3. 71-3. 81 (2H,m), 4. 46-4. 55 (2H, m) , 4. 57 (2H, brs) , 4.68(1H, d, J= 
4.5Hz), 4.72-4.75 (lH.m), 4. 82-4. 86 (1H, m), 4. 99-5. 03 (1H, m), 6.88 (2H,s),6 
. 99 (2H, s) , 7. 18-7. 26 (3H, m) , 7. 29-7. 31 (1H, m) , 7. 40-7. 53 (4H, ra) , 7. 63-7. 69 
(3H,m), 7. 80-7. 81 (1H, m) , 7. 85-7. 86 (1H, m) f 7. 86-7. 88 (1H, m) , 8. 00-8. 02 (1H, 
m), 8.12 (lH.brs), 8. 52 (1H, brs). 

mmm is ] (s) -2- (4- (n-2- m° =» y ;vr $ j * ±M ^ > ;±r $ y ) -5- ( u 
$ /u^i tks) smm j-;vt ^ viw&m n q . 

"m&m 1-5 •V&bjntzit&y!) 45.0mg £7*/ — 0.9ml }Cjggt x 4 mol/1 
^/^^•■^^^ 0.9ml &DUz_, ^j&JCT 4.5 B#Hg£l# Lfc„ S^^^ 

^/-yu=l/l){CT*Si^bfc^, w<D<b^^ 1 mol/1 ^tK^ 1.5ml 

ufc^^Tic^^b, mtz<mt£-vo<Dmmm. 35. 3m g uT#fc e 

MS (FAB, Pos. ) : m/z= 576 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : $ =1. 75-1. 91 (4H, m) , 3. 07-3. 17 (2H, m) , 4. 30 (4H, brs) , 
4. 48 (2H, brs) , 4. 55-4. 59 (1H, m) , 4. 59 (2H, d, J=4. 9Hz) , 7. 44-7. 47 (3H, m) , 7. 52-7. 5 
7 (3H, m) , 7. 66 (2H, d, J=8. 6Hz) , 7. 72 (2H, brs) , 7. 83-7. 96 (3H, m) , 8. 00 (2H, d, J= 
8. 5Hz) , 8. 05-8. 07 (1H, m) , 8. 65-8. 73 (3H, m) , 9. 84 (2H, brs) , 10. 10 (1H, brs) . 

MM® 2 : (S)-2-(4-(N-2-fc°=i V )VT % / * ^M^si/ j ?VT ^ 7 )-5-((fc° 
No. 2] (D^f& 

^tfeffl 2-1 : (S) -2- (-4- (N-Boc-N-2- 1° J VjUT ^ ; ;^)^y//f^)-5-(( 
b°P— /W2-^A^ ^;V)T 5 7 ) l-t7^uy^W^ K(^b-^^> 

XHI-2)OMj£ 

1-4 X-mbtltzit^ 82. 4mg St&StM * 7 — /V- 1. 6ml izfeffi. U fc°ct 
-yi^-^A-tf^v-TA^fc K 14.5mg iSrAO^TMT* 15 mmmWVtio 
@5feLfc^, * ./ — /H. 6ml £#D;iT O'Cl^SPLfco ^V>T*7k^^^ 

h^A 10.5mg SrflQ*:, ^?fi(CT 2 B#P^#Lfc 0 Sit^^^UT#^ 
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SljgSrv-y Jj tf/vjjy J*? d-v h 7 (10g, * n n^/l^A/^ ^ J —jv 
=8/1) ICtHl U mU<Dik&to 55. 6mg £ fife^ t bT#fc„ 
MS(FAB,Pos. ) :m/z= 675[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 44andl. 47 (9H, 2s) , 1. 57-2. 00 (4H, m) , 2. 70-2. 78 (2H, 
m) , 3; 66-3. 81 (2H, m) , 4. 45-4. 49 (2H, m) , 4. 57 (2H, brs) , 4. 74-4. 75 (1H, m) , 4. 83-4. 

87 (1H, m) , 4. 99-5. 02 (1H, m) , 4! 99-5. 02 (1H, m) , 6. 00 (1H, brs) , 6. 05-6. 07 (1H, m) , 
6. 67 (1H, brs) , 7. 17-7. 24 (3H, m) , 7. 28-7. 36 (3H, m) , 7. 41-7. 54 (5H, m) , 7. 64-7. 68 ( 

3H, m) , 7. 80-8. 82 (1H, m) , 7. 87-7. 88 (1H, m) , 7. 98 (1H, ra) , 8. 01-8. 03 (1H, m) , 8. 52- 

8.53 (lH,m). 

MMM 2-2 : (S)-2-(4-(N-2-b°3 V ±T * I * tJklr^L^LiJkZ. § I )-5- 
((fc°a-/U-2-^/U^/lQT$ 1-1-7* U is* K Ut±& 

No. 2] (D^f& 

m$Sffl 2-1 -Vmhtltc^^O 55.6mg J— ;V l. lml fd^flf U 4 mol/l 

Jftift/^^-lJ-i^Sffi 1.1ml $rAPX., "mmz-X 3.5 BtF^^bfCo KJE&tt*-*JRI 

/l~l/l)-t£THfi4U;fc:tL i^b^^ 1 mol/l l&^TK^ 1.1ml 
tfUfc&fcTK&es&U mU(Dit^(Om.Wtm. 49.8mg ^gfeS^tLTffco 

MS (FAB, Pos. ) :m/z= 575[M+l] + 
l H-NMR (500MHz, DMSO-dg) : 6 =1. 70-1. 91 (4H, m) , 2. 83-2. 86 (2H, m) , 4. 04-4. 06 (2H, 
m) , 4. 29 (4H, m) , 4. 52-4. 56 (1H, m) , 4. 75-4. 77 (2H, d, J=4: 9Hz) , 6. 01-6. 02 (1H, m) , 
6. 17-6. 18 (1H, m) , 6. 81-6. 83 (1H, m) , 7. 44-7. 49 (3H, m) , 7. 52-5. 58 (3H, m) , 7. 
66-7.68(2H,m), 7. 84-8. 07 (6H, m) , 8. 65-8. 73 (3H, ra) , 9.20 (lH.brs), 9.91(1H, 
brs), 11.08(1H, s). 

mmm 3 : (s)-2-(4-(n-2-e o =* v jgsr ^ / * s ti^ir5^L±ikZ. % l )-5-(Q- 

[fc£^No.3] (Dmm 

mmm 3-1 ; (s) -2- (4- (n-boc-n-2- t° 3 y ±r § I * ^vW^^^/W-s-ai- 
* ±M_ % £Vr^=gzd! T^y) \-r?$ ^vu-t ^ Kfb 
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-£4fe(XIII-3)<P£-j& 

nmm 1-4 •v&i&vfcit&yo ioom g a> 2mi tc$g«?u 

/U-2-- T 5: ?V—A,%fri£**/7ASf\L K 20. 3mg ^*Px.T^T* 5 NPW!*#Ufc 0 
^jft«rW* MtM 9 J —A* 2ml £A0;tT <fC\0§n UfCo ^^T'TK^b 

h V *>J* 12.7mg SriOX., 3 B#M«#Lfc.. SM$:iltT 

#fc»v^y*W7^^n-7 h^77^- (10 g> i?DP*;^^y- ^ 

=12/l)lCT**KL, «1E<&fl:^4&77.4ing&efe@#fcLT»fc. 
MS(FAB,Pos. ) :m/z= 690[M+l] + 

'H-NMR "(500MHz, DMSO-cU : 5 =1. 31andl. 38 (9H, 2s), 1. 43-1. 52 (2H, m), 1. 74-1. 81 
(2H, ra) , 3. 38 (3H, s) , 4. 40 (1H, m) , 4. 45-4. 56 (6H, m) , 4. 74-4. 47 (2H, m) , 5. 23 (1H, m) 

, 6. 71-6. 75 (2H, ra) , 7. 01-7. 07 (2H, ra) , 7. 22-7. 46 (4H, m) , 7. 51-7. 55 (2H, m) , 7. 76-7. 

80 (1H, m) , 7. 83-7. 88 (3H, m) , 7. 93-7. 95 (1H, m) , 8. 05-8. 07 (1H, m) , 8. 50-8. 56 (3H 

, ra). 

m&m 3-2 : (S)-2-(4-(N-2-t:° J ]} JVT $ J * ^;U)^y'/>f^7 ^ /)-5- 

( (i-^ 5vi^ $ yv—>v-2—< ^-M T^y) ffj \-±y 9\sls* gvkZ ^ 
K[^4»No.3] q>tfc 

3-1 X^bfhtzit^m 75.9mg )\> 1.5ml ^«?L, 4 mol/1 

^/^^^^ l.5ml Sr^Px., tiaict9i*IHI!l^tfc, RliStt^flMeu 
nbtltzmWi&i/}) XtfjVjj^J*? D-7h/77^-(10g,^Dn*;l/A/>^y 
— ;u=l/l)lctfllL/:f, wO{b^5r 1 raol/1 1. 5ml KL*gA¥Lfc 

^{CtK£@:£U ^le^'fk^O^m 19.6mg £6#,@#<b Ltifc, 
. MS(FAB, Pos. ) :m/z= 590[M+1] + 

l H-NMR (500MHz, DMSO-dg) : 8 =1. 77-1. 91 (4H, m) , 3. 09-3. 17 (2H, m) , 3. 95 (3H, s) 
, 4. 29(4H,br), 4. 52-4. 59 (3H, m) , 4. 76-4. 77 (2H, ra) , 7.44-7.48 (3H,m), 7.52- 
7. 57(3H,m), 7. 65-7. 67 (2H, m) , 7. 71-7. 74 (2H, m) , 7. 83-8. 08 (6H, m) , 8.65-8.66 
(lH,m), 8. 70-8.75(2H,m), 9. 88 (lH.br), 10.09 (lH.br). 
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mmm 4 : (s) -2- (4-^-2-^=1 v jvt $ j y ^2klrS>^LJkZ L2±±ziid. 

No. 4](DMm: 

mMM 4-1 : 2-(4-(N-Boc-N-2-fc°=i V )VT $ / * ^M^^y-t M-5-(U $ 

^y-/u-4-^yuy ^aot $ y)^m@g i-t7^uy^w-; K(fc£-#> 

XI 1 1-4) (P^fifc 

mt&M 1-4 -C^bfc^^l lOOmg Sr&iTRy * / — 2ml tJlj&tfU 4(5)-- f 
^^^^i/T^t K 17.7mg ^DX.T^MT* 5 B#P^tS#Lfc 0 ^ 
£©*Lfcm. liTM^y-^ 2ml ^jJPit 0 < Clc:?^JL/c: o &^-e7Kif?te*?. 
m-T hVZJ* 12.7mg ^D^., ^i&l-T 3 tifffiffi&VtZo SJ&f&^^S LT#fc 
Xtf/l-X o-x' F^77^- (lOg, ^ n ptfiyl^/y * / — ;V 

=3/l)lutHS!L ) ^ia^k^86.6mg$re^@i*:^ LT#fc 0 

MS (FAB, Pos. ) : m/z= 676 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 31andl. 38 (9H, 2s) , 1. 51-1. 55 (2H, m) , 1. 77-1. 
81(2H,m), 2.64-2.65(2H,m),. 3. 32(2H,m), 3.65 (2H,br), 4.40-4.56 (5H,m), 4 
. 75-4. 76(2H,m), 7. 20-7. 35 (4H, m) , 7. 44-7. 55 (5H, m) , 7.76-7.80 (lH,m), 7.83 
-7. 88 (3H, m) , 7. 91-7. 95 (1H, m) , 8. 05-8. 07 (1H, m) , . 8. 52 (1H, d, J=4. 1Hz) , 8. 5 
6 (2H,br). 

mi&®\ 4-2 : (S)-2-(4-(N-2-t°3 ]) ;VT gV^j>^MlZ ^ I )-5- 

{{4 5 ^V-/w-4-^/l^?vU.)T$ y)^glfe \-r7* u>*^;VT^ KlXb^ 
m No. 4] O-a-fifc 

mfem 4-1 X-mhtltiit^ 84.6rog 3t & / — As 1.7ml lc;}$8?U 4 mol/1 
i^/i^^lJ-^M 1.7ml £#P;L, 9 BfrlBHfHsLfc. SJC«Sr*«U 

'&hfrtzMf&mi**sy *W7A^ n-v h^7 7-C-(7g, ■9xiu*A,J»/* 
^y— /U=l/l)t^T*t*iU^x 1 mol/1 ttflfe*ffi9K 1. 7ml tejgfi? 

Lfc^KlTk&g^U flnB^jb-B^to^jftifett 52.8mg lyC^fc. 

MS (FAB, Pos. ) : m/z= 576 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 74-1. 91 (5H, m) , 2. 95 (2H, br) , 4. 25-4. 30 (6H, 
m), 4. 54-4. 19(3H,m), 4.76-4.77 (2H, d, J=5.6Hz), 7. 45-7. 48 (3H, m) , 7. 49-7. 
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60 (4H, m) , 7. 66-7. 68 (2H, m) , 7. 82-8. 08 (7H, m) , 8. 65-8. 76 (3H, m) , 9. 14 (1H, m) , 
9. 82-9.92(2H,m). 

MMM 5 : (S)-2-(4-(N-2-fc° =» V /UT $ J * f;l/)^y/^/l/7 5 /)-5-((l- 
Hjfeffi] 5-1 : (S)-2-(4-(N-Boc-N-2-fc° J ]) ;VT $ J * ±M^S^J± ^)~5-((l- 

^ ^vu p — )V-1-4 gyp) T $ y ) 1-7" 7^UW gv^T ^ 

(XHI-5)g>-£j& 

Hi 1-4 T'^LTc^^I lOOmg &«S7M*/-A- 2ml lC*gtf?U 1-;*^ 
/u-2-t°n-7^^/^-Jt>i/T^t K 20. 4 m 1 ZtiUZ-X^UX* 13. 5 »1^#Lfc 0 
2&8t£©5fe Lfc^, #tK^ * y — /V 2ml ?r*p^T or^£p Lfc e <Sfcl^-C7Kiif{b 
*£fif-?- h y 9 A 12.7mg ^*P^l n ISIIT 3 mmm&lstc 0 ^j£f&£r^SLT 
Xffjvjj^J*? p-v — (lOg, ^ oo*;^?;-^ 

=8/1) ICT^II U mtZCDik&ty 38. 3mg(33. 1%) & SfeH^i: UT#fc 0 

MS (FAB, Pos. ) : m/z= 576 [M+l] + 

'H-NMR (500MHz, DMSO-cQ : 5 =1. 31andl. 38 (9H, 2s) , 1. 49-1. 55 (2H, m) , 1. 73-1. 
91(2H,m), 3.54(3H,s), 3.64(2H,br), 4. 36-4. 56 (4H, m) , 4.71-4.80 (2H,m), 5. 
86-5. 89 (2H, ra) , 6. 62 (1H, br) , 7. 29-7. 35 (4H, m) , 7. 44-7. 55 (4H, m) , 7. 76-7. 80 
(lH.m), 7.83-7.88(4H,m), 7. 94-7. 96 (1H, m), 8. 06-8. 07 (1H, m), 8.50-8.54 (3 
H,m). 

Hjfeffil 5-2 : (S)-2-(4-(N-2-fc° J V >VT ^ 7 * ^ fVT $ 7 )-5- 

((l-^^/^b°P~/w-2-^^y f/v)7 ^ 1-1-7 ? is >*^;i>T K K 

5-1 X-mh^fzit^ 36.3mg £7 9 ;—tV 1ml lC*£#?U 4 mol/1 i& 

m/^^^mm imi &an*. % tsct 2 n#p B m#Lfc 0 

tltz&B.&iyy *^7^^ P-v h^77^^ (5g, i7 DD/t/^/^^;-/U 
=3/l)lC-C*tMU7c^, Z.<D\\L&m* 1 mol/1 i£@?zk*g?£ 1ml {C^Lfc^CTk 
$r@5feb, ^IE^k-^#»(D^^ 41. lmg *U&mWk UT#fc 0 
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MS (FAB, Pos. ) : m/z=589 [M+l] + 

'H-NMR (500MHz, DMSO-dg): 5=1. 73-1. 88 (4H,m), 2.91(2H,m), 3.65(3H, s), 4.0 
7-4.09(2H,m), 4. 29(4H,br), 4.53-4.57 (lH,ra), 4.76 (2H, d, J=5. 8Hz) , 5.97-5 
.99(lH,m), 6.23-6.24(lH,m), 6. 78(lH,m), 7.44-7.45 (3H,m), 7.46-7.59 
(5H,m), 7.67(2H,d, J=8. 3Hz), 7. 84-8. 08 (6H, in) , 8. 65-8. 75 (3H, m) , 9.08 (lH, m), 
9.93(lH,br). 

mmm e (s) -2- (4- (n-2- e° =» y ?vr % y y ±m ^^v* frr ^ y ) -5- ( (1- 
y gvw^x^ $ yy—jv-2-^< >\>* ^/v) tll/J gvkz 

5 K [fc^No.6] 

MMM 6-1 : 2-(4-(N-Boc-N-2-t:°=i V ;VT $ J y ^/^)-<^^^^)-5-((l-^ 
fMv^ ^ ^-/-/W2-^ /i-y 5vu) T ^ y ) ^-^i^ i—T yzisis* ^-;^T 5 
K(^4» XIH-6)<P£-jfe 

1-4 Lfcftfr* 50. 3mg £«&7Ky * / —A- 1ml U 1-y ^ 

^-2-*^ $ 5: 16. lmg ^*Px.T^ifiT* 1. 5 ^ 

^&©£Lfc&, ^TK^^y-zHml^^lM^D^TOr^iPb^. & 
V^TkfiiHt;* h V V A 14. 2mg £AD;t, MlCt 0. 5 Rfc 

mzm*fe\-,xmtzmm&'>v ^^>vu=7j^^ h^^-r— (2. 5 g , i?on*^ 

A/y ^ y — /L-15/1) iZTmW: U mU<Dik&ya 31. 3mg £ <b LT#fc 

MS (FAB, Pos. ) : m/z=740 [M+l] + 

1 H-NMR(500MHz, CDC1 3 ) : 6 =1. 43andl. 44 (9H, 2s) , 1. 52-1. 63 (1H, m) , 1. 65-1. 78 
(1H, m) , 1. 89-2. 01 (2H, m) , 2. 68-2. 83 (2H, m) , 3. 58 (3H, s) , 3. 75 (1H, d, J=14. 6Hz) , 
3. 81 (1H, d, J=14. 6Hz) , 4. 41and4. 44 (2H, 2s) , 4. 52and4. 55 (2H, 2s) 4. 69-4. 75 
(1H, m) , 4. 85 (1H, dd, J=14. 6, 5. 1Hz) , 4. 98 (1H, dd, J=14. 6, 5. 6Hz) , 7. 10-7. 35 (7H) , 
7. 36 (1H, d, J=6. 6Hz) , 7. 43-7. 51 (2H, m) , 7. 52-7. 60 (lH r m) , 7. 69-7. 78 (7H, m) , 7. 80- 
7. 83 (1H, m) , 7. 99-8. 01 (1H, m) , 8. 53 (1H, ddd, J=4. 9, 2. 0, 1. 0Hz) . 

6-2 : (S)-2-(4-(N-2-t:° J ]) ;\<>T K / y gvjdrj>^L±Z § <L )~5- 

(d-y ^/i"<>x^ $ ^y~/w-2->r/wy ^-/u)t$ y)^m@? \-r-?9 i^y^ 
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MM®] 6-1 "C# btl*Lit&® 28. 7mg * y — 0. 3ml {Z.feffl'L, 4 mol/1 

^/^^•^^^ o. 5mi zm*., ifiict 2. 5 mr^mwvti. Rfcm&mm 

m 19. Omg $rgfcj£fe@#: t LT#fc. 

MS (FAB, Pos. ) : m/z=640 [M+l] + 
^-NMR (500MHz, DMSO-^) : 6 =1. 79-1. 96 (4H, m) , 3. 12-3. 22 (2H, m) , 3. 99 (3H, s) , 4. 32 
(4H, brs) , 4. 53-4. 62 (1H, m) , 4. 67 (2H, s) , 4. 77 (1H, d, J=5. 6Hz) , 7. 41-7. 62 (8H, m) , 
7. 68 (2H, d, J=7. 8Hz) , 7. 69 (1H, d, J=7. 6Hz) , 7. 78 (1H, d, J=7. 8Hz) , 7. 80-7. 89 (2H, m) , 

7. 94-7. 97 (2H, m) , 8. 00 (2H, d, J=7. 8Hz) , 8. 07 (1H, d, J=7. 8Hz) , 8. 68 (1H, d, J=4. 2Hz) , 

8. 74 (1H, d, J=8. 5Hz) , 8. 75-8. 78 (1H, m) , 10. 10 (4H, brs) . 

7 : (S) -2- (4-^-2-^:3 jJ;W7$/^ ^)^^/^ JVT % / )-5-((=fr 

j y >-2-^f /u* r^y) \z±z 3v^t ^ k ut&m 

No. 7] O^-fift 

7-1 : 2-(4-(N-Boc-N-2-t:° J V >VT ^ / M-5-((*r J 

V ^-2-^ tV^^MT% /)^&m l-t7^l/y^f;i.7g Kjjbj^ XIII-7) 

HiS^I 1-4 X'iarfSZ IstLibfr® 50. 3mg * 7 —A- 1ml t^fl? U 2-=¥ / 

!) V7;^t K 15,8mg &m?LXmUT* 1. 5 R#B,m# Lfc. 

MtM * y lml &tff1& 1 m^TLX (f0,\O§l$ bfc. ^"CTMHb* !7lf 
-T h V V ^ 14. 2rag £flD;i, tfltCT 0. 5 mmtikW Lfc. 

^^y^^yA^ h^77^f-(2. 5g, ^ xxxx-frhsJ*/ * 9 J —As 
=15/1) ^T»3HU mncOib&yi) 12. 9mg %MJffe?W&£ bT#fc. 
MS (FAB, Pos. ) :m/z= 737[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 42 (9H, s) , 1. 61-1. 73 (1H, m) , 1. 73-1. 83 (1H, m) , 1. 7 
9-1. 89 (1H, m) , 2. 16-2. 22 (1H, m) , 2. 68-2. 77 (1H, m) , 2. 78-2. 84 (1H, m) , 3. 74 (1H, d, 
J=15. 1Hz) , 3. 79 (1H, d, J=15. 1Hz) , 4. 37and4. 38 (2H, 2s) , 4. 46and4. 50 (2H, 2s) , 
4. 77-4. 81 (1H, ra), 4. 88 (1H, dd, J=14. 5, 5. 2Hz), 4. 94 (1H, dd, J=14. 5, 5. 4Hz), 7. 00- 
7. 20 (4H, m) , 7. 21-7. 28 (?H, m) , 7. 30 (1H, d, J=6. 6Hz) , 7. 43-7. 49 (3H, m) , 7. 57-7. 66 
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(4H, m) , 7. 69 (1H, d, J=8. 3Hz) , 7. 73 (1H, d, J=7. 8Hz) , 7. 77-7. 82 (1H, m) , 7. 86 (1H, 
d, J=8. 3Hz) , 7. 97 (1H, d, J=8. 1Hz) , 8. 00-8. 02 (1H, m) , 8. 38-8. 44 (1H, m) , 8. 53 (1H, 
ddd, J=4. 9, 2. 0, 1. OHz) . 

mmm 7-2 ; (s)-2-(4-(N-2-b°=» v ;vr % 1 * ±j^y^clAj^ZA ;)-$- 
( / v ^-2-4 f-M 7-;y) \-r? ^ k ut^-m 

No. 7] (D^-fife 

7-1 T*# btltcik&M 10. 6rag <£r ^ * / —A* O. 2ml L, 4 mol/1 

^^/^^•^^^ 0.2ml ^P^L, ML^T 1.5l^rajt^Ufe. Ri&m&&i& 

mm. 10. 7mg £$Jt&@#i: LTifc. . 

MS (FAB, Pos. ) : m/z=637 [M+l] + 
'H-NMR (500MHz, DMS0-d 6 ) : <5 =1. 79-1. 97 (4H, m) , 3. 07-3. 15 (2H, m) , 4. 31 (4H, 
brs) , 4. 49-4. 56 (2H, m) , 4. 57-4. 65 (1H, m) , 4. 77 (1H, d, J=5. 6Hz) , 7. 42-7. 58 
(5H, m) , 7. 64-7. 75 (5H, m) , 7. 82-7. 89 (2H, m) , 7. 93-7. 98 (2H, m) , 8. 01 (2H, d, 
J=8. 1Hz) , 8. 03-8. 10 (3H, m) , 8. 48 (1H, d, J=8. 5Hz) , 8. 68 (1H, d, J=4. 9Hz). , 8. 
74-8. 76 (2H, m) , 9. 54 (2H, brs) , 10. 05 (2H, brs) . 

MMM 8 : (2S)-2-,(4-(N-2-b°=i V J±T ^> 7 ^—/UTir^vU) TJiSj. 
-5-(5,6,7,8-r f7b Kn^y ]) y-8-^;V)7^ J l-t7 # Uls 

jvtx k [fts-s-fe no. 8] (pmm. 

HTlgO 4-7'D^E-y ^=L;\s%tm 505. Omg & * $ J — 5ml *5£t^ h 7 

t Kd77> 5ml izm» L?c 0 n om&WZ 2mol/l h V * f;^> y /W-^T ✓ ^ 
^v-^^-y-^^l.Slml^TbfCo «T**T&1 B^KifctfU BH»«r»»0 

oi/i mm. i moi/i tkk^t- h v *atK}§?&. t&fn^fok"?**** u 

-f — (25g,^=¥l^Wg^^^5/l)lCj;oT£EfcU mf5.Oik&V0 447. 7mg £ 
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MS (FAB, Pos. ) : m/z=243, 245 [M+l]* 

'H-NMR (500MHz, CDC1 3 ) : 6 =3. 63 (2H, s) , 3. 70 (3H, s) , 4. 49 (2H, s) , 7. 25-7. 28 (2H 
,m),7.34-7.38(2H,m). 

MMm 8-2:* =f- f V 4-(N-2-fc°=» V Jl^T * J * 7 ^—tVgmUt&m V-l) 

mi5<^> 2-f3!) >VT % 1/ 92. 9mg £ DMF 2ml KJ&» U VVJ* 56. 5mg 

%toz.tz 0 r«flcHtei 8-i x^htit^it^-m 100. 8mg Sriox-T^M-c 1 

B#im«#bfc. s^if, mmi,]&m.&i? ^o^ju^mm^ito zn&mm 
u «7K«KK^-hy ^at'^l^o stttsr«ffie*u, a&srv-y* 

^7^^nvf^77^(5. 5g, n a tJvI^/^ * / — 15/1) "CUES U 

«iB«>{k^4* 73. 2m g &m&m#i®b vxntz. a 

MS (FAB, Pos. ) : m/z=27 1 [M+l ] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 85 (2H, brs) , 3. 62 (2H, s) , 3. 69 (3H, s) , 3. 83 (2H, s) , 
3. 92 (2H, s) , 7. 15-7. 18 (1H, m) , 7. 23-7. 27 (3H, m) , 7. 30-7. 36 (3H, m) , 7. 64 (1H, td, J= 
7. 6, 1. 7Hz), 8. 56 (1H, ddd, J=5. 1, 1. 7, 1. 0Hz). 

mm.m s-z ; * ^ 4 - (n-boc-n-2- t^y ;±t gvw} z ^ =^BEife utjt 

m VI-2) (D-g-fifc 

Hffiftl 8-2 X*nb*ltzit&m 66. 5mg £ DMF 1. 3ml h i> ^5vUT 5 

^ 41. 5/x 1 S.t>*^-t-^^U-^^/W-J?^— h 84. 8/z 1 ^D^T^iST* 1 B#i?J1lg# 

(2. 5g, ^ n n i o TMSi U mt&(Dit^ 86. 2mg £ LT# 

MS (FAB, Pos. ) : m/z=371 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6=1. 42andl. 49 (9H, 2s) , 3. 61 (2H, s) , 3. 70 (3H, s) , 4. 38 
, 4. 47, 4. 48and4. 57 (4H, 4s) , 7. 16-7. 39 (6H, m) , 7. 65 (1H, td, J=7. 6, 1. 7Hz) , 8. 53 (1 
H,d, J=4.4Hz). 

mi&m 8-4: 4-(N-Boc-N-2-fc a =t v >vt t-m -7^~^mm < Ak&m VII- 
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8-3 TfW&tbfcflrfrtb 83. 2mg & THFO. 8ml RTf* * J As 0. 8ml \Z.WR 
U l*fe*MMk«^- h y 0.8ml *jDx.tlffl-C 35 #W*#Lfc. S 

j£^t&, *s«t&e*u mwmz&mi,rz 0 1 moi/i s^tK^^ad 

pH£3~4 i: LfCo tt&VtcmW:®*: ? n o^Atttffl U fafWttfckT* 
Sfc*fN 4g7K«te^MJ ^^-ceitfc, *&&£@i:U ^ftiitSr^iD 

mUCDik&Vo 78. 7mg Sr^fe»^«5^ lt#t, 
MS (FAB, Pos. ) : m/z=357 [M+l] + 

■H-NMR (500MHz, CDC1 3 ) : 5 =1. 42andl. 49 (9H, 2s) , 3. 63 (2H, s) , 4. 45, 4. 53and4. 55 
(4H, 4s) , 7. 14-7. 28 (6H, m) , 7. 71 (1H, td, J=7. 6, 1. 7Hz) , 8. 58 (1H, d, J=4. 4Hz) . 
HjifeF!l8-5:N <> -Fmoc-N g -Cbz-L-^-/^^> l-t7»U^^^7$ h*«t& 

m IX-1) o-a-fife 

miSO N a -Fmoc-N , -Cbz-L-^-/u=^-> 501. 8mg & DMFlOml Uligfl? U HOBt 177 
.8mg, WSCI 311. 4mg. l-t7^U»^7?y 0. 165ral ^MxM^V 

12 mmmwi^tzo BLfofeT'&mm&m&v, ^^n^Mu 1 

mol/l Wft*»«^JP*.i*tbUfc*, 1 mol/l TKm-fb^hy !7A7k*£ 

^T-gfe^U^Co »«E4r«5feU, WMVit&M 620mg LT#fc 0 
MS (FAB, Pos. ) :m/z=628 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 35-1. 57 (2H, m) , 1. 39 (9H, s) , 1. 68-1. 95 (2H, m) , 2. 
96-3. 07 (2H, m) , 4. 17 (2H, d, J=6. 1Hz) , 4. 48 (1H, td,.J=8. 3, 5. 1Hz) , 4. 75 (2H, d, J=5. 6 
Hz) , 4. 98 (2H, s) , 7. 23-7: 39 (8H, m) , 7. 40-7. 51 (3H, m) , 7. 51-7. 59 (2H, m) , 7. 80-7. 
92 (3H, m) , 7. 92-7. 98 (1H, m) , 8. 01-8. 06 (1H, m) , 8. 43 (1H, d, J= 7. 8Hz) , 8. 51 (1H, t, 
J=5.6Hz). 

: N 6 -Cbz-L-^-/^^>- l-t7^U^W$ K(ftS-£4» X-l) <P 

HJS0!l 8-5 •Vfthtltiilk&Qo 122. 8mg & DMF 2. 6ml tej&A?U i/^frT 5 > 
0.26ml ^ImXTZ-mM.-Q 2 B#IWJ*#i Ufc.. S/E*£T^> ^^WSM^^tzM^ 

M&nmv. m%d.<D{t-&® 133. 5mg 

MS (FAB, Pos. ) : m/z=406[M+l] + 

Hiifeffil 8-7:N a -4-(N-Boc-N-2-h°=i U ;V>7 5 ,/ ;< f^)?!^^^'^ 
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bz-L-^/W- ^ *5-;\>T % K UtSm XI-2) <D&f& 

mi&W 8-6 X*'&bfltz.ft&® 133. 5mg £ DMF 1.36ml l^gt, WSCI 
54.6mg % HOBt 28. 2mg x 8-4 X^hthtzit^ 68. Omg £*D;i^ ^iST? 17 

oi/i ^tk^, i moi/i *.mti- h v vj»*mm, Rxjpm^aik^x^i, 

7J±?m-v yy^yj— (3. 5g> $ n a^/UA/pi ^y— 7W=25/l)tdJ;oT*t®lU, 
^ISO-fb-B-^ 112. 3mg ^e&Hft:^ bT#fc 0 
MS (FAB, Pos. ) : m/z=744 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 2-1. 5 (2H, m) , 1. 30andl. 40 (9H, 2s) , 1. 50-1. 57 
(1H, m) , 1. 63-1. 70 (1H, m) , 2. 94-2. 98 (2H, m) , 3. 47 (2H, s) , 4. 28-4. 32 (1H, m) , 4. 35, 
4. 38, 4. 42and4. 46 (4H, 4s) , 4. 71 (1H, dd, J=15. 2, 5. 9Hz) , 4. 76 (1H, dd, J=15. 2, 5. 9Hz 
) , 4. 99 (2H, s) , 7. 13-7. 21 (5H, m) , 7. 25-7. 39 (7H, m) , 7. 40-7. 44 (2H, m) , 7. 50-7. 55 (2 
H, m) , 7. 77 (1H, td„ J=7. 8, 2. 0Hz) , 7. 82-7. 86 (1H, m) , 7. 91-7. 96 (1H, m) , 8. 01-8. 04 
(1H, m) , 8. 30-8. 33 (1H, m) , 8. 49-8. 55 (2H, m) . 

HjfeffJ 8-8 : (2S)-2-(4-(N-Boc-N-2-b <> =» U ;VT ^ 7 y 7 zc —/UT-fr^ 

A-QT^ y-5-(5, 6, 7, 8-^ hjM Kg *r J V >-8-^/U)T $ 7 l-j-^^U 
"f-J^T % K (jfrj^ XI 1 1-8) O^fife 
HIM 8-7 X^hfltLit-^m 34.9mg 3: v^*^ (=8/2) *&Fj£ 1.75ml 
U 10%^° 7 v>£ 37. 9mg £2JD;i. ^^Tkfjf^ffl^T-C 2. 5 B#fM] 

^ufc 0 s^7t, mmz-t?^ hm^xoxm^v. ffizTxmmzm 

* t fc,. ^ tt <Sr ^ ^ / — /l- 0. 6ml ^ ^ U . Journal of Medicinal 
Chemistry , vol. 20, No. 10, ppl351-1354(l977) iZ.td,ffi£tlZ>Jj&:X&f$. Lfc 5, 6, 7, 
8-7" h^t Kcdf-yy ^-8-^-^ 13.6mg SU 5 , itMfc^T / * 
6mg SrJq*., pH Sr 4 5 ^Mbfc« ^UX 2 Br«D}f#U SJ&iS&T 

mfe&UV *V c ;i'JJ7J±?u-? (3g, ^nc^/u 

A/y ^y-zl^lO/Dt^fcoT^U, ^fB(D<b^ 21.4mg £6£iW&<b LT 

MS (FAB, Pos. ) : m/z=741 [M+l] + 
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'H-NMR (500MHz, DMSO-cU : 8 -1. 30andl. 40 (9H, 2s) , 1. 48-1. 80 (6H, m) , 1. 90-2. 
00 (1H, m) , 2. 05-2. 15 (1H, m) , 2. 70-3. 00 (4H, ra) , 3. 48 (2H, s) , 4. 0-4. 2 (1H, br) , 4. 30- 
4. 52 (5H, m) , 4. 69-4. 80 (2H, m) , 7. 14-7. 24 (5H, m) , 7. 27-7. 30 (2H, m) , 7. 41-7. 45 (2H, 
m) , 7. 51-7. 55 (2H, m) , 7. 58-7. 63 (2H, m) , 7. 77 (1H, td, J=7. 6, 1. 7Hz) , 7. 83-7. 86 (1H, 
m) , 7. 92-7. 96 (1H, m) , 8. 02-8. 05 (1H, m) , 8. 38 (1H, d, J=6. 1Hz) , 8. 44 (1H, brs) , 8. 51 ( 
1H, d, J=4. 9Hz) , 8. 57 (1H, t, J=5. 6Hz) . 

MM&l 8-9: (2S)-2-((4-(N-2-t: 0 J V ;VT § J * ^/U) 7 ji^/UT-fr^/U) T $ 
;)-5-(5,6,7.8-TF7b KD^;!)y-8->f;W)7$y l-^-^u^y 

8-8 18.0mg 0.2ml IZf&MV, 4 mol/1 

ittife/^^^^SriP^T, £»"C 1.5 B#flB«H*Lfci RJ^Jl*T«, 
U ^^v-y^^/^^^^n-r h^97>f — (l.Og, ^bd*;^/^;- 
/l-/7K=7/3/0.5)(Cj:oTmMb7io r*Lt^ttffift7K»»^AD^.-C»«L, tK"C*» 
RtfHft:*:^— 9vHfci*U fftaofb^lbottlfett 14.4mg £ B^MWt LT# 

MS (FAB, Pos. ) : m/z=641 [M+l] + 

'H-NMR (500MHz, DMSO-cU : 8 =1. 55-1. 82 (5H, ra) , 1. 82-1. 93 (1H, m) , 1. 97-2. 02 (1 
H, m) , 2. 24-2. 32 (1H, m) , 2. 78-2. 83 (2H, m) , 2. 85-2. 97 (1H, m) , 3. 01-3. 13 (1H, m) , 3. 
55 (H, d,J=14. 7Hz),3.58(lH, d, J=14.7Hz), 4.20(2H, s), 4. 29 (2H, s) , 4. 29-4. 40 ( 
2H, m) , 4. 68-4. 78 (2H, m) , 7. 32 (2H, d, J=8. 1Hz) , 7. 37-7. 40 (4H, m) , 7. 52-7. 57 (3H, 
ra) , 7. 68 (1H, d, J=7. 8Hz) , 7. 84 (1H, d, J=7. 6Hz) , 7. 90 (1H, td, J=7. 6, 1. 7Hz) , 7. 92 
(1H, d, J=8. 1Hz) , 8. 03-8. 07 (1H, m) , 8. 47-8. 53 (2H, m) , 8. 64-8. 69 (2H, ra) , 9. 12 (2 
H,brs),9. 72 (2H, brs). 

HflEflU 9 : (2S)-2-(4-(2-(N-2-fc°=i V J>VT ^lE^J^S^AJ^lZA lz$Z 

(5,6,7,8-^ kp»; v i^zdJklZAM £MM i=±z* k>L£±/kZ 

gHEflJ 9-1 : ^ gvv 4-^f p j^gvk^jSM CjfciL^ IV-2) 
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rfrJlSO 4-yo^xf;^,|f^ 997. 9mg * * ? J 30ml \Z.m$ bfc 0 - <D 
femtpiZ. WSCI m&1& 1. 2527g, HOBt 598. 5mg SrAtl;! 60X)T- 24 B#F*1Jf # Lfc 0 S 
J&feT&s U ^o^l«lf:i 1 mol/1 ttlfe* 1 mol/1 

t&<Oit^-m 829. 5mg Sr&feSffct LT#fc 0 
MS (FAB, Pos. ) :m/z=243, 245 [M+l] + 

l H-NMR (60MHz, CDC1 3 ) : 8 =3. 0-3. 5 (2H, m) , 3. 5-3. 9 (2H, m) , 3. 91 (3H, s) , 7. 1-7. 
4(2H,m), 7.8-8. l(2H,m). 

m^mm 9-2 : * gvu 4-(2-(2-fc o =» v >\<t ^y)=^^M^M^m(^m v-2)<o 

TfTlSCD 2-f = U JVT ^ > 0. 625ml h^znv 15ml U ^-fy7*n fcVl^ 

cn^/VT ^ ^ 0. 715ml *DUx_fc 0 w©JgiRf {JllUfiGil 9-1 T*#^*Lfcfb^ 499. 
7mg £#D;tT80trT?2 BHjjt^Lfc, KAo^^D;^ rtt«r||R© 

tk. «a?p^7K-csfe#b, *i7K««^hy i7Ax-«;«ib^o «3a*»Ee*u, 

aM->U*W7A^ b-v — (25g, ^ b b^/I^A/^ ^ y — yu= 

25/1) TflKK U mU<Dik&!fa 400. lmg «r^6IA^4fe £ fC»fc. 
MS (FAB, Pos. ) : m/z=271 [M+l] + 

^-NMR (500MHz, CDC1 3 ) ': 6 =2. 88-2. 97 (4H, m) , 3: 91 (3H, s) , 3. 93 (2H, s) , 7. 16 (1H 
, ddd, J=7. 6, 4. 9, 1. 2Hz) , 7. 24-7. 30 (3H, m) , 7. 63 (1H, td, J=7. 6, 1. 7Hz) , 8. 54 (1H, d 
dd, J= 4.9, 1.7, 1.0Hz). 

mmm 9-3:* 4-(2-(N-Boc-N-2-t:°=i V )VT $ 7 
VI-3) <P£-fifc 

9-2 X*'&hfrtzik-&yt 59. 5mg £ DMF 1. 2ral Kfgffi b y ^fvUT ^ 

^ 30. 9n 1 st^-t-^/u^TJA-^— h 50. 5 m 1 &iiaz.xm.m.-? 100 afloat 

- (3g, ^ b b */uA/^ix^i/i) Cio T*f^ U WlBflMb&tt 60. 6mg 
MS (FAB, Pos. ) :m/z=371 [M+l]* 
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^-NMR (500MHz, CDC1 3 ) : 8 =1. 40andl. 46 (9H, 2s), 2. 85and2. 93 (2H, 2t, J=7. 4Hz), 
3. 48and3. 56 (2H, 2t, J=7. 4Hz) , 3. 90 (3H, s) , 4. 43and4. 54 (2H, 2s) , 7. 16-7. 24 (2H, 
m) , 7. 26 (2H, brs) , 7. 64 (1H, td, J=7. 8, 1. 7Hz) , 7. 94 (2H, d, 8. 5Hz) , 8. 53 (1H, ddd, J 
=4. 9, 1. 7, 1.0Hz). 

mmm 9-4 ; 4- (2- (n-boc-2- g ny^7-;y) ^gS^) VII-3) <D 

MJ&W 9-3 X^bfrtzlkG-yo 446. lmg £• THF4. 5ml RXf* * J —fr 4. 5ml {Z.m 
m U 1 mol/1 h- y ^^7K^ 4. 5ml tr^JD^T^T* 5 BSWJfcfli Vtc 0 

u m&*izmmvfz 0 zztz 1 moi/i ^tk^^ 

*Qx., pH 3r 3~4 i: UfCo £tl^bfc?lW&£r^ nn^AtftaiU 'tefP^tok 

9 m^(Dit^m 432. 2mg £r £ tt#fc 0 

MS (FAB, Pos. ) : m/z=357 [M+l] + 

^-NMR (500MHz, CDC1 3 ) : 8 =1. 26andl. 32 (9H, 2s) , 2. 82-2. 90 (2H, m) , 3. 43-3. 53 ( 
2H, m) , 4. 39and4. 44 (2H, 2s) , 7. 20 (1H, d, J=7. 9Hz) , 7. 24-7. 35 (3H, m) , 7. 76 (1H, td, 
J-7. 6, 1. 8Hz) , 7. 86 (2H, d, J=8. 1Hz) , 8. 51 (1H, brs) , 12. 85 (1H, brs) . 

Hjfeffll 9-5:N"-4-(2-(N-Boc-N-2-b:'=r V JVT % /WN*-Cbz 
-Irlrfr—T-ls \-1"7#\s^*<f-AsT^ YiVc^m XI-3)Q-^fifc 

HJ£#I 8-6 X'&biltclk&yo 200mg £r DMF 4ml iZfeMV, WSCI ffiMM. 92. 4mg s 
HOBt 48. 3mg. MMM 9-4 X''&b1XTz.tt&® 114. 9mg &ffi.X 17 f%mM& 

SMTt, mm&mix^ ^^do^I«L, 1 mol/1 Mfaki&iK 

, i moi/i Tkmt-fhv Rxfma-kmjkxm&istio mmm^m^ 

-74 — (15g, * y — A-30/1) «fc o 9K U WBflM&S* 187. 

6mg£6fe@ft:£ bT#fc 0 
MS (FAB, Pos. ) :m/z=744[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6 =1. 26andl. 36 (9H, 2s) , 1. 39-1. 60 (2H, m) , 1. 68-1. 
85 (2H, m) , 2. 80-2. 90 (2H, m) , 2. 92-3. 06 (2H, m) , 3. 38-3. 53 (2H, m) , 4. 38and4. 42 (2H, 
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2s) , 4. 47-4. 52 (1H, m) , 4. 75 (2H, d, J=5. 9Hz) , 4. 98 (2H, s) , 7. 19 (1H, d, J=8. 1Hz) , 7. 
23-7. 38 (9H, m) , 7. 43-7. 49 (1H, m) , 7. 50-7. 56 (1H, m) , 7. 77 (1H, t, J=7. 8Hz) , 7. 84 (2H 
, d, J=8. 1Hz) , 7. 92-7. 95 (1H, m) , 8. 03-8. 06 (1H, m) , 8. 41 (1H, br) , 8. 51 (2H, brs) . 

HJifegH 9-6:N°-4-(2-(N-Boc-N-2-t°=i V ;VT $ 7 ) Jc^/^^O-y^^-N'-L- 
*;V^ls \-1-7*\sls**3-;VT^ K (4t&fo XH-2) <£>^5fc 

rnmm 9-5 -zntbtitcit&m 76. omg (=8/2) jkr smi K*ga? u 

10%^°7 WJ*-*— #1/ 78. 9mg SrAO;^ "M***#ffl$RTT 4. 5 mmntWV 
m&Dfc&yo 63. 7rag i: L-C#fc 0 

IliiSfiil 9-7: (2S)-2-(4-(2-(N-2-g:a U /UT S y ^^vfcQ^ W^/WT $ y )-5-( 
5, 6, 7, 8-7- b^bKn^yy ^-8-^ ;u) T $ y ) \-Ty * u^y ±AS7 

5 K [fc^#)No.9] <P-£fifc 

Hi&#J 9-6 -C#^tLfcfb^^J 28. 9rog £y * y — /U 0. 6ral W8#U 5, 6, 7, 8- 
TF7.tK^;!j ^-S-;^ 14. Omg i^MKc^T y * ?iif "T" h y *? J* 

7. lmg'SriP^ f^T? P H £ 4 ttifiWWSEUfco 2 Bt^Jf^U SJft^T 

V>^y-;l-10/l)HJ;oT*llU 21.2mg£6fefe#t^£ ITifc. 

ZWk&yo 8.4mg §ry^y— 0.2ml ld*£8?U 4 mol/1 m/i?**-*^ 
0.2ml Sr^T. 75 #fiBH*#l,fc. TOTt, *£j££@3rU 

> V # ftV'h 7^^ovh^77>f-(0.5g, ^DD JjvUA/y y — /U/7K=7/3 

«r^~7Vi'i5fc# U ^IBO-fk^Ojgmm 5. 6mg £• £: LT^fco 

MS (FAB, Pos. ) :m/z=641 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 62-1. 94 (6H, m), 1. 95-2. 01 (1H, m), 2. 25^2. 35 (1 
H, m) , 2. 78-2. 82 (2H, m) , 2. 95-3. 02 (1H, m) , 3. 05-3. 18 (3H, m) , 3. 44 (2H, t, J=7. 0Hz) , 
4. 38 (2H, t, J=5. 4Hz) , 4. 42 (1H, m) , 4. 51-4. 61 (1H, m) , 4. 76 (2H, d, J=5. 6Hz) , 7. 35-7. 
38 (2H, m) , 7. 44-7. 47 (2H, m) , 7. 48-7. 60 (3H, m) , 7. 66 (1H, d, J=7. 6Hz) , 7. 80-7. 84 (1H 
, m) , 7. 85-7. 99 (4H, m) , 8. 02-8. 05 (1H, m) , 8. 41-8. 44 (1H, m) , 8. 59 (1H, d, J=8. 1Hz) , 8 
. 62-8. 73 (2H, ra) , 9. 10 (2H, br) , 9. 53 (2H, br) .' 
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Hfijjgj 10 : (S) -2- (4- (2- (N-2- tf g y /UT ^ Z ) J-fv^) ^ > ^d! I ^ ) ~5- 
(N-2-t 8 n y /l^T ^ / ) 1-^-7 9 W^jt TvUT 5 K No. 10] Ol 

it 

HjfeglJ 10-1: (S)-2-(4-(N-Boc-2-tfa U ;l/7$ /xf;u)^y/>f/v)7$ /- 

5-(2-t°3 y/^r$ i^tZ^Ji^i±^Z-§ Kilb^xnizgio^ 

mfi^l 9-6 X^btltzit&yo 25. Omg&t? S —A- 0. 6ml Idigfl? U 2- If P v 5 
^T/i^rt K 4.6/zl ^Px., ifif2 BIBJjl^Ufc, Stftf&TSU ftim 
bXSttflfebfcf&Kast***^— /I' 0.6ml &JD;t, OtSfc^bTklRte* frS*"*- 
h V VJ± 9.2mg IrJPiTllBT 1. 5 P#HH*#bfc. Rjfci&T^ i£gg£@3rU 
^^U*W7^^o-7 hi^^^-f — (3g, 9 uvfc/UJ*/* 9 y — /^=10 
/l) Id <fc o Tfcfil U 15. 4mg £r S fe$&J|K4* i: b X #fc„ 

'H-NMR (500MHz, DMSO-dg) : 6=1. 26andl. 36 (9H, 2s) , 1. 40-1. 60 (2H, m) , 1. 71-1. 84 
(2H, m) , 2. 40-2. 60 (2H, m) , 2. 89-2. 91 (2H, m) , 3. 18-3. 51 (2H, m) , 3. 73 (2H, s) , 4. 39 
and4. 42 (2H, 2s) , 4. 48 (1H, dd, J=14. 2, 8. 5Hz) , 4. 73 (1H, dd, J=15. 4, 5. 4Hz) , 4. 76 (1 
H, dd, J=15. 4, 5. 4Hz) , 7. 18-7. 32 (5H, m) , 7. 37 (1H, d, J=7. 8Hz) , 7. 43-7. 47 (2H, m) , 7 
. 50-7. 55 (2H, m) , 7. 70 (1H, td, 7. 5, 1. 7Hz) , 7. 76 (1H, t, J= 7. 5Hz) , 7. 83 (2H, d, J=8 
. 1Hz) , 7. 82-7. 85 (1H, m) , 7. 92-7. 95 (1H. m) , 8. 04-8. 07 (1H, m) , 8. 45 (1H, ddd, J=4. 9 
,1. 7, 1.0), 8. 51(3H,brs). 

HjfeffiJ 10-2 : (S) -2- (4- (2- (N-2- b^U tVT 5 I ) xf/>) ^ > ^ A-T $ / ) - 
5-(N-2-t°3y;l,7^y)f$^ l-t7^U>yf;W7$ K Lt£j^ No. 10] CO 

10-1 X'&htltLik'kVo 13. 9mg £^ * / — A 0. 28ml izmffi U 4 mol/1 
ttM/^*^^ 0. 28ml &fia%.x. x M-C 75 #M 6 ^^#b/c 0 SJESHT^s" 
£ S * b , £ y 7J y ;vt> 7 ^ * o h ^ 7 7 << - (0. 5g, 9 n n * ^ A 

TK-C^Rt^Hflc^ai-^/vjJfc^b, ^fB<D{b^«bOm®?m 13.8mg 
MS (FAB, Pos. ) :m/z=60l[M+l] + 
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J H-NMR (500MHz, DMSO-dg) : 5 =1. 68-1. 92 (4H, m) , 2. 96-3. 03 (2H, m) , 3. 07-3. 15 (2H, 
m) , 3. 20-3. 28 (2H, m) , 4. 29 (2H, t, J=5. 6Hz) , 4. 38 (2H, t, J=5. 6Hz) , 4. 52-4. 58 (1H, 
m) , 4. 76 (2H, J=5. 6Hz) , 7. 37 (1H, d, J=8. 3Hz) , 7. 43-7. 49 (4H, m) , 7. 52-7. 57 (3H, m) , 

7. 59 (1H, d, J=8. 1Hz) , 7. 83-7. 86 (1H, m) , 7, 88-7. 96 (5H, m) , 8. 05-8. 08 (1H, m) , 8. 59 
-8. 63 (1H, m) , 8. 65-8. 70 (1H, m) , 9. 33 (2H, brs) , 9. 59 (2H, brs) . 

MMm 11 : (S)-2-(5-(N-2-t:° g y ;±T ^ ±M Z 2 ¥l2zd2k*2}d£~M 
T$ 7-5- (5.6,7, 8-x h7b Kn=fr7 V y-8-^f;U)7^f ft \-1r? 9 \s> 

&m v-3) <D<&m. 

rfrflSO 5-^ n P 7 ^/W-2-7 ^ ^/I^^^^/I^^tvU 100. 6mg 3r DMF 
2. Oral {£*t#?U #*®?;*7 •) ? J» 75. lmg. 2 - tfra.JJ /UT 5: ^ 0. 167ml *J0^ £ 

■cgfe^bfco ti7K«EBE^hy ^At»ftj»u i§l&£r@*u a*^->y*^* 

=7^9 o^r (4.5g, ^ D P * / — A-=25/l) Id X otlli U 

«fB<Bte^«& 103. 2mg ^^Hfeift^i: bT^rt 0 

MS (FAB, Pos. ) :m/z=26l[M+l] + 

^-NMR (500MHz, CDC1 3 ) : 5 =1. 37 (3H, t, J=7. 1Hz) , 3. 91 (2H, s) , 3. 94 (2H, s) , 4. 35 
(2H, q, J=7. 1Hz) , 6. 36 (d, J=3. 4Hz) , 7. 17 (1H, ddt, J=7. 5, 4. 9, 1. 0Hz) , 7. 31 (1H, dt, J 
=7. 5, 1. 0Hz) , 7. 65 (1H, td, J=7. 5, 1. 7Hz) , 8. 47 (1H, ddd, J=4. 9, 1. 7, 1. 0Hz) . 

MMm 11-2 : Ji^/U 5-(N-Boc-N-2-fc°3 ]) )VT f;^7 g ^)-2-^7/U^V 

jfeCJfrg-fe VI-4) 

11-1 T*# hfhfzWl^m 96. lmg & DMF 2. Oral izfeffi U h y xf;l/7 5 
> 62. 3m 1 St^-t-^/US^/Ua?*— h 84. 8/z 1 ^*0^L, Ml? 4 R#ra}f # 

u u*;\sj±mwiaL^ / i~i/i)iz.£^xffim^ mnent&m 131. o mg 

MS (FAB, Pos. ) : m/z=361 [M+l] * 
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'H-NMR (500MHz, CDC1 3 ) : 5 =1. 36 (3H, t, J=7. 1Hz) , 1. 41andl. 51 (9H, 2s) , 4. 34 (2 
H, q, J=7" 1Hz) , 4. 49, 4. 58, 4. 61and4. 64 (4H, 4s) , 6. 21and6. 35 (1H, 2brs) , 7. 07 (1H, 
brs) , 7. 17 (1H, dd, J=7. 5, 4. 9Hz) , 7. 23-7. 27 (1H, m) , 7. 64 (1H, td, J=7. 5, 1. 7Hz) , 8. 5 
3(lH,dd, J=4.9, 1. 7Hz). 

11-3 : 5-(N-Boc-N-2-fc°3 V ±T ±Aj7 Z >±^I^Jk^^Mii^ 

&m VH-4) (P^fife 

HJS^J 11-2 T-#5>ttfci'ft:'^^ 122. 8mg&*?S ~^ 1. 2ml 2Stt^ THF1. 2ml 
fi?U 1 mol/1 TKSHb^ h 1> ^AtK^ 1.2ml ZtMLX* SfflT? 5 ^Ma#L^ 
gJSI^Tf, SlK^e* b-C^e* L2ml MJ&fcbfc&K: 1 mol/1 
T? pH £ 4 £ L/Cc DD^A-CitU U ^TKWtK-^ h y frA-CttflfeU 

U m&xnfc&Hfo 113. 3mg Sr^Hfett^i: LT#fc 0 

MS (FAB, Pos. ) :m/z=333 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 27andl. 42 (9H, 2s) , 4. 44, 4. 47, 4. 50and4. 57 (4H, 4 
s) , 6. 37and6. 45 (1H, 2brs) , 7. 09 (1H, brs) , 7. 18 (1H, m) , 7. 27 (1H, d, J=7. 1Hz) , 7. 75 
(1H, t, J=7. 1Hz) , 8. 50 (1H, d, J=4. 4Hz) . 

Hjfcffi] 11-4 : N c -(5-(N-Boc-N-2-fc° =* U /UT ^77 fvl^ 7 g >-2-^ Ao£ 
-yi-) -Ff-Cbz-L-avi^ g; > Z7?\s>* f;i>7 ^ K (ffrj^ XI-4) (P^fifc 

HJgtfJ 8-6 X~'&hMz.it^Sfo 152. 6mg DMF 3ml iCitflfb, WSCI 
73. 3mg, HOBt 30. 8mg, MM&\ 11-3 X'&hfotzik&tfa 85. 5mg ^r*D^> ^2&T* 19 
^Wjt#bfco KJ&**T«* **t«r«*U »aE«r^on*^tc»»U 1 m 

oi/i «[»7kffiE*.- 1 moi/i 7K»<b-r h y ?^zk@$u ^.t^iafp^TK-egfe^b 

fflZ<D<t&fa 137. 3mg b VXmtZo 

MS (FAB, Pos. ) :m/z=720 [M+l] + 

1 1-5 : (2S) -2- (5- (N-Boc-N-2- J y ;l/7 ^ 7 ^ gvl/j 7 g ^-Z-^f 

/i,^'^/w) y $ / -5- (5, 6, 7, 8-^ h7tKp»/y ^-8->r /^) y $ y ^m^e 1-^- 

f-;l/7 § Kjfrj^ (XIII-10) (P^fifc 
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Hffiftl 11-4 -rmbtltmt&Vo 135. 9mg ZiStty- WtK(=8/2)^ 6. 5ml \Z& 
fi¥U 10%/-?7v:^A-^7— ^ 138. 5mg ^D^., ^^Tk^S^TT* 4. 5 H# 

w»#ufeo sM7t, M^^-fe^-c bmmz£ox&3ki,ti'& > m&Tx*m 

LTfiSMfc 107. 6mg £#fc 0 ^ © 9 *> 75. lmg £7 * 7 -A- 2. 25ml td^ 
m U 5, 6, 7, 8-r h7t KniryjJ :/-8-^ 27. 2mg %.Xf, imWsT / * ?§5i 
•T h V VJ* 10.4mg(0. 165mml)SrA0^. x BtK 40 rS£#D;tT pH £ 4 ftafftdSSfiU 

tz 0 mm.x 14 pmmjh*u s^t^, jsj«£e*u a?s^^y*y^9 

A* h^77^f- (5g, ^ a * y — A-=10/l) {CioT^^ib, 

38. 7mg &&&faftVob L-C#fc 0 
MS (FAB, Pos. ) :m/z=717[M+ir 

■H-NMR (500MHz, DMSO-de) : 5 =1. 28andl. 42 (9H, 2s) , 1. 49-1. 92 (6H, m) , 2. 00-2. 
20 (1H, m) , 2. 65-2. 95 (5H, m) , 4. 40-4. 60 (6H, m) , 4. 76 (2H, d, J=5. 6Hz) , 6. 38, 6. 42and 
6. 44 (1H, brs) , 7. 12and7. 14 (1H, brs) , 7. 18-7. 22 (3H, m) , 7. 40-7. 48 (2H, m) , 7. 49-7. 
62 (3H, m) , 7. 77 (1H, td, J=7. 8, 1. 0Hz) , 7. 80-7. 85 (1H, m) , 7. 87-7. 91 (1H, m) , 8. 02-8. 
08 (1H, m) , 8. 30-8. 49 (1H, m) , 8. 50 (1H, d, J=4. 9Hz) , 8. 60-8. 75 (1H, br) . 

Hjfeff!) 1 1-6 : (2S) -2- (5- (N-2- J V AST % / * 7 =7 y±j 
^)7$;-5-(5,6,7,8-7 Y^M Kn^;!) >-8-^ M T ^ S \~±Z± U 

^f;u7$ K [jfrj^No. 11] <D£r$L 

MMW 11-5 -eftbtHtfc&to 30. 6mg £7 * / — 0. 7ml (C&fcSU 4 mol/1 
ffiS?/^^^ 0.7ml ^JD^T, M-C3 ^WSt^Lfeo KJE&TSK iffifttSr 
fg£U a?S?riyy ^7 ^u^7 7 ^ i7 n h^^^^ — (lg, n n/1>;>A/^ 
-/W/7k=7/3/0.5)(Cj;oTimi!ibfc 0 ^ Ct^fttTk^^P^TjgaiL, tKT** 
SfcRtfHf*:*:^— 7Vi-i5te#U «IB0^4fe<7>JsI»«a 22.7mg LT 

. MS(FAB,Pos.):m/z=617[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 68-2. 02 (7H, m) , 2. 23-2. 35 (1H, m) , 2. 77-3. 05 (2H, 
m) , 2. 88-3. 01 (1H, m) , 3. 02-3. 18 (1H, m) , 4. 36 (2H, s) , 4. 39 (2H, s) , 4. 37-4. 43 (1H, 
m) , 4. 51-4. 59 (1H, m) , 4. 76 (1H, d, J=5. 6Hz) , 6. 79 (1H, d, J= 3. 4Hz) , 7. 29 (1H, d, J=3. 
4Hz) , 7. 38 (1H, dd, J=7. 5, 4. 9Hz) , 7. 43-7. 49 (3H, m) , 7. 51-7. 57 (2H, m) , 7. 59 (1H, 
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brs) , 7. 67 (1H, d, J=7. 6Hz) , 7. 83-7. 87 (1H, m) , 7. 88-7. 92 (1H, m) , 7. 93-7. 96 (1H, m) , 
8. 05-8. 08 (1H, m) , 8. 46 (2H, brs) , 8. 64 (1H, d, J=4. 9Hz) , 8. 51 (1H, brs) , 9. 19 (2H, b 
rs), 10.09 (2H, brs). 

MMM 12 : (2S)-2-(2-(N-2-t°J V >VT ^ J * ±M g V 2}£±Z1 <>\'DA'-&~ 

mt$; -5-( (5, 6,7,8-fh7bKp»yy ^-8-^r /i/)7$;) ^<mwt \--r-y # 

gffjgy 12-1 : *±/t 6-(N-2-b e n V ;VT K J ^f;U) = 3f>j(^fei V-4) 

rt5|S(Dp«^/V6-^^==i^^^2.5116g £ ^ n n A 50ml MUN-^ 
o ■=£■;* ^ W ^ K 3. 5682g J&XfiT 2/-f V ^ n = h y /U 290. 4mg Srip £ x 70*0 
•C 22 NPWHJt#Ufe. m$&kT&. U 3»aE^->y*y^7A^n 

h ^7 7 >f — (lOOg, — ^f" WS^^^^/^=4/l) I- <fc otfif L&M#3 1.0883g 
UT#fc 0 280. 7mg £ DMF 5. 6ml V * 

•A 168. 5mg x 2-t°= y^7 5 > 0.370ml &jtJP;L % M"C 12 B#|M1}f # Lfco R 

fo&T&. mmzmmi,?** ft/I* vti. m^mm±. 

(25g, * d n ft/UA/jt * y — /U=25/l) lc <£ oTStS!* U «RE©{k^4* 298. 3mg 
MS (FAB, Pos. ) : m/z=258 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =3. 97 (3H, s) , 3. 99 (2H, s) , 4. 03 (2H, s) , 7. 18 (1H, dd, J 
=7. 5, 4. 9Hz) , 7. 34 (1H, d, J=7. 5Hz) , 7. 47 (1H, d, J=7. 5Hz) , 7. 65 (1H, t, J=7. 5Hz) , 8. 
28 (1H, d, J=7. 5Hz) , 8. 56 (1H, d, J=4. 9Hz) , 9. 17 (1H, s) . 

Hifeffl 12-2 : * fvU 6-(N-Boc-N-2-t: 0 ^ y /WT ^ / ^ gv^j ^ J g; Of 
VI-5) O^-Pfe 

0U£0U 12-1 T# btllZit&VO 292. 7mg £ DMF 6ml U ^jyT ^ 

> 0. 192ml ^TJ^-t-^^v^/l^^— h 0. 288ml ^0^_. 1. 5 B$|RHg 
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-(^DB^A/^if/H/Dtaot^l^ mi£<D4k&yo 352.2rag 
MS (FAB, Pos. ) :m/z=358[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 39andl. 44 (9H, s) , 3. 95 (3H, s) , 4. 61, 4. 64, 4. 71 a 
nd4. 74 (4H, 4s) , 7. 17 (1H, ddd, J=4. 9, 1. 7. 1. 0Hz) , 7. 20-7. 26 (1H, m) , 7. 31-7. 41 1H, 
m) , 7. 67 (1H, t, J=7. 6Hz) , 8. 25 (1H, d, J=8. 1Hz) , 8. 51 (1H, m) , 9. 11 (1H, s) . 

HgEflfl 12-3 : 6-(N-Boc-N-2-fc°=* V >VT $S * ^M~=^^Qffr^ VII-5) 

MM®] 12-2 X'&hlXtzit&m 351. 3mg ? J 3. 5ml THF3. 5ml icfg 
«?U 1 mol/1 7K^{b^ S D VJ±7kmm 3. 5ml ^Dit, M"C 2 H#F^jf #Lfc 0 
5^7f, i&JKSreSLT&e* 1.2ml Ufc&lC 1 mol/1 

T* P H 5r 4 t bfco ^*L&^ o p /Jx/UAT'ttffl U *feW5fc»"*- h U !>i^«U 

Btt<Dfb<&«b277.9mg&afe®fl;£ tt#fc, 
MS (FAB, Pos. ) :m/z=344[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 46andl. 55 (9H, s) , 4. 54, 4. 63, 4. 77and4. 84 (4H, 4s) , 

7. 20-7. 30 (1H, m) , 7. 30-7. 40 (1H, m) , 7. 42-7. 63 (1H, m) , 7. 87 (1H, td, J=7. 6, 1. 7Hz) , 

8. 16-19 (1H, m) , 8. 51 (1H, dd, J=4. 1, 1. 7Hz) , 8. 86 (1H, s) . 

Hjjfeffil 12-4 : N° - (2- (N-Boc-N-2- fc° =a V >±T ^ / * ±A£ M° V S?>-5->f >Vt> )V 
^'^yW)-N j -Cbz-L-^-^^^^ \-±2-* ±]VT % Yift&m XI-5) <D^$L 

MMM 8-6 X-'&bfrtzit&go 165. 3mg £ DMF 3ml U WSCI 78. 5 

rag, HOBt 40. lmg, |£»!| 12-3 Xnbtltzit&M 90. 4mg ^UX 23 R$ffl 

£t#Lfc 0 »IK«r9*L, »S*^BB*/uAi:»j!m l mol/1 

mm^mm. 1 moi/i frmt-fh-v t^mm. Rxf^^mykxm^vtz 0 m 

W h^77^ — (I0g, ^nn*/^^/- /l^=20/l){C«toT*fi^U. ^fStf> 
167. 6mg £ &&miM t LT#fc„ 
MS (FAB, Pos. ) : m/z=731 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 41andl. 43 (9H, 2s) , 1. 45-1. 58 (1H, m) , 1. 60-1. 7 
3 (1H, m) , 1. 77-1. 81 (1H, m) , 1. 82-1. 94 (1H, m) , 3. 03-3. 17 (1H, m) , 3. 49-3. 62 (1H, 
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m) , 4. 40-4. 49 (1H, m) , 4. 55-4. 80 (7H, m) , 4. 85-5. 02 (3H, in) , 7. 10-7. 20 (4H, m) , 7. 2 
1-7. 40 (7H, m) , 7. 41-7. 55 (3H, m) , 7. 66 (1H, t, J=7. 6Hz) , 7. 75 (1H, d, J= 8. 1Hz) , 7. 83 
(1H, d, J=8. 1Hz) , 7. 98 (1H, d, J=8. 5Hz) , 8. 05 (1H, dd, J=8. 1, 2. 0Hz) , 8. 52 (1H, brs) , 
8. 95(lH,brs). 

12-5 : (2S)-2-(2-(N-Boc-N-2-b e J V ;VT $ J * gvlj fc° V i^>-5—(/^ 
T % J -5- (5, 6, 7, hvH Kp^/D K / ^MWt 1- 

wy^f;i^7 K(fc^xin-ii)<7>S-j& 

MMW 12-4 T*#e>ttfcfb^ 149. 9mg £ v 5 ^-^i?"W7K(=8/2)^ 7. 5ml ^ 
10%^°7v^i*-;*7— *V 154. 6mg ^D^L. ^fi^TK^a^Tt* 4. 5 B# 
TO^Lfcio S^T^, M^£-fer^>f h2gi§(c£o-CB£:£U ^JETT*^^ 
U 3fM4£r 100. 2mg w O o ib 75. 4mg £ * * J — /U 1. 5ml t£*gfl? U 

5, 6, 7, 8-7- h7t Kn3ryy >-8-^-^ 53. 6mg St*. 7K^^">T / * !7^"7" h U 
? A 43. 2mg £;!J0;L, ft& 25 MZIJUzlX pH £: 5 ttft^mM Lfc 0 ^iSl? 22 B#RQ 

V-(5g, ^nP7i>/wA/^^y-/u=io/i)lc:«toTffii^b, 30.6mg £6£,?&tM£j 

MS (FAB, Pos. ) : m/z=728 [M+l] + 
'H-NMR (500MHz, DMSO-de) : 8=1. 31 (9H, s) , 1. 60-2. 00 (5H, m) , 2. 15-2. 35 (1H, ro) , 2. 
70-2. 85 (2H, m) , 2. 86-3. 05 (2H, m) , 4. 50-4. 62 (2H, m) , 4. 52, 4. 56, 4. 60and4. 65 (4H, 
4s) , 4. 77 (2H, d, J=5. 9Hz) , 7. 20-7. 41 (4H, m) , 7. 47 (2H, d, J=4. 1Hz) , 7. 52-7. 55 (2H, 
m) , 7. 64 (1H, d, J=6. 4Hz) , 7. 79 (1H, td, J=7. 8, 1. 7Hz) , 7. 84-7. 86 (1H, m) , 7. 93-7. 96 ( 
1H, m) , 8. 03-8. 08 (1H, m) , 8. 22 (1H, d, J=8. 1Hz) , 8. 42-8. 48 (1H, m) , 8. 51 (1H, dd, J=5. 
6, 1. 5Hz) , 8. 61 (1H, brs) , 8. 75-8. 88 (1H, m) , 9. 00 (1H, s) . 

MMM 12-6 : (2S)-2-(2-(N-2-fc c J ]} ;VT $. S ^ V v^-5-^ jVfj 

^/^)T$y-5-((5,6,7,8-7" h^b: Kp#/ V ^-8-^f M T ^ J ) l-f7 ' 
? 5vUT $ K No. 12] <D^$L 

12-5 Xm^tltiit^ 26. 8mg 9 J —A* 0. 5ml tC*»U 4 mol/1 

m.m/^^> o.smi ^*d^-c. ifit* 4.5 mmm&vti 0 s^UTt, »ik 

«r©*U SMSSrfy *^7A^pv h ^ 7 >f — (lg, n o tJvu.^/^ ^ 
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*iM^S:i-T/^t, ^IS^b^Om^ 25.8mg b 
MS (FAB, Pos. ) :m/z=628[M+l] + 

l H-NMR (500MHz, DMSO-dg) : 5=1. 63-2. 05 (7H, m) , 2. 25-2. 38 (1H, m) , 2. 77-2. 82 (2 
H, m) , 2. 88-3. 01 (1H, m) , 3. 01-3. 17 (1H, m) , 4. 40-4. 43 (1H, ra) , 4. 44 (2H, s) , 4. 49 (2H 
, s) , 4. 50-4. 61 (1H, m) , 4. 77 (2H, d, J=5. 9Hz) , 7. 37 (1H, dd, J=7. 5, 4. 9Hz) , 7. 44-7. 5 
2 (3H, m) , 7. 52-7. 59 (2H, m) , 7. 60 (1H, d, J=7. 8Hz) , 7. 66-7. 69 (1H, m) , 7. 67 (1H, d, J= 
5. 9Hz) , 7. 83-7. 87 (1H, m) , 7. 88-7. 97 (2H, m) , 8. 06-8. 09 (1H, m) , 8. 39 (1H, dt, 8. 1, 2 
. 0Hz) , 8. 46 (1H, td, J=4. 6, 1. 5Hz) , 8. 67 (1H, ddd, J=4. 9, 1. 7, 1. 0Hz) , 8. 79 (1H, t, J= 
5. 9Hz) , 9. 24 (1H, d, J=8. 1H) , 9. 14 (1H, d, J=2. 0Hz) . 

fUSflll 13 : (2S)-2-(5-(N-2-t:°3 V ±T ^ 7 * \?=7 )Vt£->VT 
x. y)-5-(5,6,7,8-7- h^b KpjFV V y-8->f;U7$y)^t \z±ZJL 

±j^t ^ k ut&vo no. 13] (omg. 

ZQtiSM 13-1 : 2- 7 b^isii^-fr-S-t^^^i/^Uk&m III-DO^ 
pffc<D S-**?J\s\?7*?> 2-*/U2jf>®! 2.05g 0.6ml tC*£fl?U 

mrnxx & 5 ^ni*#5i^.4 B^mit.s^RSrfMe u 1 moi/i k v 

MS (EI, Pos. ) :m/z=152[M+l] + 
'H-NMR (500MHz, DMSO-d,,) : 5 =2. 68 (3H, s) , 4. 04 (3H, s) , 8. 59 (1H, d, J=l. 0Hz) , 9. 20 
(1H, 1.0Hz). 

mmm 13-2 ; 5-yp^^^-2-y b^-^/^^^^^^t^m iv-zxd 
mmm 13-1 tmhtntit^m 5oo mg zmmtmrn iomi jc*#u N-7*n^ 3 

'^IfM'S K 585mg, y??-a=. b V A* 54mg *JP^.^ 0 70^^ 
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vJ^tu^Vy??^ — (14g, ^ o a 7}vUA/g^a^/U=2/i) J; 9 Jjfgl U ' flR 
&<Oi£&to 328. 7mg SrS^JtfeVo Ltffc, 

MS (EI, Pos. ) :m/z=229, 231 [M+l] + 
'H-NMR (500MHz, DMSO-de) : 8 =4. 06 (3H, s) , 4. 62 (2H, s) , 8. 83 (1H, d, J=l. 5Hz) , 9. 26 
(lH,d, J=1.5Hz). 

MMM 13-3 : 5-(N-Boc-N-2-t: 8 J V >±T 5 J * ¥J2Jjj^z2^*JkM^M 

U&tM vn-6) <o&J& 

MMM 13-2 X'&tbfrtzik&Va 320mg & DMF6. 4ml lC$g#?U U ? A 383 

mg, 2-t°= y^T^y 286 /zl &-aD*.fc. 0 17 KJ&ifc£:»MBU 

$J±Xm&. ttlSU ^IB^b^com^^fe^n^^'^U-r 444. lmg#fc 0 
ClilSrWty 4ml ld*£fl?U S^-t-^vl^;*— h 0.35ml. 1 mol/1 
jfcMS**- h 4ml ^P^fdo 2 H#P B ^ X SJfc#£»*8U *ffi»**D 

MS (FAB, Pos. ) :ro/z=345[M+l] + 

MMM 13-4 : N"-(5-(N-Boc-N-2-b: 0 =' V ?VT_ gylj i/^-2-$ /Istf— 

M -N 6 -Cbz-L-^-yW- ^ V 1-j-^^U^^ gvUT $ K UK'&m XI-6) (D-q ^fe 

H*£0!J 8-6 X'&hMLW&m 160mg £ DMF3. 2ml fCigfi?U i?xf;U7 5 > 
0.32ml *1&7LtL« 1 H#HI8L S^«Sr*iBlbT^?>n*:»aE4' DMFlml fci&AlU 
WSCI 73mg, DMAP31mg, HJS^J 13-3 "C# ^^7^^-^^^ DMFlml mB&Wfc 

*Px./to 15 BSHfflgL .S*S««r*«lb, #^ttfca^t-^nnjjx/^ N 1 mol/1 

hy ^A-eftfliu nhtLtznm^iy]) ji?^*?^?*-* h^^-(4 g , 
*suA./mwt^ / i~i/2) izzv u*E©rt?fr* 95. 2mg ^as^n 

MS (FAB, Pos. ) : m/z=732 [M+l] + 

Hifeffl) 13-5 : (2S)-2-(5-(N-Boc-N-2-t: 0 =t V AST $ / * ^yu) M° 7 i»-2-*> ;\o 
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afr^yUT $ J ) -5- (5, 6.7.8-f h7t Ko»y P V-8->f g 7 ) ^gjfe l-f Z 

^uy^f/vr; R(fc^xni-i2)(P^fifc 

MMM 13-4 X*mhtltl4k&Vd 95.2mg Ir^ty 4ml, * 1ml fcl*#U 5% 
Pd-C ^JDx.fc. SJSi£«r7k3tl«feU 16 R#F^ £JE*£^7*:7>r^*— G4 

6 0. 24ml, 5, 6, 7, 8-T h7t Kn U ^_ 8 _^-^ 57mgx jfrSSffc^Ty # psfc-?- 
f y !7A24mg £rj(J0;tfc.o 21 B#F^ £J£3K**I§U ^tbfcBSSSr^ V * V 

;i>$>=7J*? n-=? hi/^^-f — dOg, i7 □ n ^/^ ^ y -;wio/l) lc J; >J SIS t , 
mUOlt&Vo 58. 4mg o Lt#fc, 

MS (FAB, Pos. ) :m/z=729[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 41, 1. 42, 1. 43andl, 44 (9H, 4s), 1. 70-2. 97(10H, m 
) , 3. 03-3. 1 1 (0. 5H, m) , 3. 28-3. 34 (0. 5H, m) , 3. 90-4. 00 (0. 5H, m) , 4. 19- 4. 26 (0. 5 
H, m) , 4. 60-5. 02 (8H, m) , 7. 06-7. 54 (10H, m) , 7. 67 (1H, t, J=7. 1Hz) , 7. 72-7. 79 (1H, m) 
, 7. 84 (1H, t, J=9. 5Hz) , 8. 03 (1H, t, J=9. 8Hz) , 8. 28 (1H, d, J=3. 2Hz) , 8. 38-8. 57 (2H 
,m),9. 19 (1H, d, J=3. 4Hz). 

MM®! 13-6 : (2S)-2-(5-(N-2-fc°=i V J±T % 7 * gvU) fc°7i^-2-7J/l^~/U 

T ^ 7 ) -5- (5. 6, 7, 8—7" h^fc Vu^-y y y-8->f^7^y)tfi \--j-7 9 

7 f^7 5 K Ut^m No. 13] <D&i& 

mMffl 13-5 -Qnbfotzit'&m 57.2mg ?r^^y—/U. 0.6ml lC*g#?U 4 mol/1 

mMk/*j**"#> o.emi ^D^fco 4 mm&. Ri&m&mmu mbtitzmm* 

«Ku»e>*ui:»aEfc i moi/i mm. «EEft*iu mumt^® 

(Dmmm. 29. 3m g t vxmtc 0 

MS (FAB, Pos. ) :m/z=629[M+l] * 

J H-NMR (500MHz, DMSO-dg) : 8 =1. 68-2. 02 (7H, m) , 2. 25-2. 31 (1H, m) , 2. 79 (2H, t, J= 
6. 3Hz) . 2. 90-3. 00 (1H, m) 3. 00-3. 14 (1H, m) , 4. 38-4. 42 (1H, m) , 4. 47 (2H, s) , 4. 61 ( 
2H, s) , 4. 60-4. 67 (1H, m) , 4. 78 (2H, d, J=5. 6Hz) , 7. 35-7. 39 (1H, m) , 1. 43-7. 58 (8H, m) 
, 7. 67 (1H, d, J=7. 8Hz) , 7. 93-7. 97 (3H, m) , 8. 03-8. 07 (1H, m) , 8. 45 (1H, d, J=3. 9Hz) , 8 
. 63-8. 67 (1H, m) , 8. 81 (1H, s) , 8. 89 (1H, d, J=8. 5Hz) , 8. 95 (1H, s) , 8. 97-9. 17 (2H, br) 



65 



WO 01/79168 PCT/JP01/03123 

, 10.00-10. ll(2H,br). 

HMffll 14 : (2S)-2-(5-(N-2-t°3 V AST ^*Z7 s ^-2-#/U^/U 

/)-5-(5, 6,7,8-^ h9 t Ko#y U >^-8-^/PT$ y 1-^-7 » ^> 

7< ^ K Ifc&m No. 14] 03»3t 

rf7fl£<D 5-p< f-;v^y x. >#frtf>Wt 2. 05g * J —>v 60ml (C&ft Ult 
Wt#*& 5 £f^Bfc#&A,fc 0 23 W,S^MIILa mol/1 jjclWfc*- b V 

tK«KK^- h y * A-CftflfcU »&*LfcSaE<E> 5 500mg SrE34g^m 

10ml {CigflIU N-^nt3/N^|^> K 570mg x T V tf 4 V n — h y 

53m g &M3Lti 0 7o°cmm^ 20 mmmwm, Ritm^mmvs mm*mmi^x'& 

<ofrftnm&-> y t> ?>\>* 7A^nvF^7^- (15 g , ^*t^/RKxf^ 
MS (EI, Pos. ) :m/z=233, 235 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =3. 89 (3H, s) , 4. 68 (2H, s) , 7. 10 (1H, d, J=3. 7Hz) , 7. 64 
(lH.d, J=3.7Hz). 

Htfcflg 14-2 : 5- (N-Boc-N-2- fc" g y /PT gvU) ^^-^ 31 >-2-#/ua?^@g 

(jfrj^ VH-7)(D£-Efe 

14-1 T'^tWUb^ 513mg & DMFlOml fCi£fi?U y 603 

mg, 2-fc° = y;>7^ 0. 45ml ^Ox:fc„ 17 B$ffi3K R*S«Sr««g, tK^P^.. 

u D7}s/UAT*ttffiUfCc W*!Mi«r<^dA!fi7K-ca&^U. iSTkeitS?^ h V *? At 
*SakU.*»b-C#feix*i»aiES:^*f-> 6ml te«8!?U S^-t-^/i^*— 
tf^>- h 0. 55ml, 1 mol/1 zkSHb?- h y £ 6ml ^*P^fc 0 6 BSWgU 

sjtsiKtc i moi/i im.it-r y y * M>immm ani u $t?i:4 ^ws£^ 

b/c 0 KJSifc£r»|f U tK, 1 mol/1 mMSt&tiaZ.mWt&kLs ^nn^Afi 
y — /H2ml tC*gfi?U 1 mol/l frWtit")- h V ^AtK^ 12ml *13U^ 16 t$ffl 
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Rfcm&mtifciss zM^a?bfc^ 1 moi/i mm^m^x P H4-5 tc 

523. 3mg Srfifegffci: LT#fCo 
MS (FAB, Pos. ) : m/z=349 [M+l] * 

•H-NMR (500MHz, CDC1 3 ) : 5 =1. 50 and 1. 55 (9H, 2s) , 4. 52, 4. 60, 4. 64 and 4. 69 
(4H, 4s) , 6. 93 and 6. 97 (1H, 2d, J=3. 7Hz) , 7. 33 (1H, dd, J=5. 6, 7. 1Hz) , 7. 37and 7. 5 
0 (1H, 2d, J=7. 6Hz) , 7. 67 (1H, d, J=3. 7Hz) , 7. 80 (1H, t, J=7. 3Hz) , 8. 69 (1H, brs) . 

MMM 14-3 : N tt -(5-(N-Boc-N-2-t: 0 =t V AST ^ / ^ ±M±*2. £ k^gj^Mf 
^yW)-N'-Cbz-L-^-^> ^ gvl^T $ K(jfrj^ XI-7) (D-&f& 

MMm 8-6 T^ibtLfcfb^ 283mg & DMF5.6ml KWrM t, i^xf^T^y 
0.56ml ^D^Lfcl ^^^^^^ib,#btLfc:^(0 5*> 146rag £ DMF 
*gfi?U WSCI 104mg, DMAP66mg, MMM 14-2 X%ht^tz.\t^^) 138mg <^tAD 

x.fc 0 14B#^^x l mol/1 Il^jIi^nn$W 

j^fu^yy^yj- dog, ^ n d *;\, j±mm^<? *~2/i) izx<o mm u $hb<d 

it&®> 208. 6mg %m&~>* V^b LT#fc 0 
MS (FAB, Pos. ) :m/z=736[M+l] + . 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 43 and 1. 54 (9H, 2s) , 1. 40-1. 55 (2H, m) , 1. 69-1. 7 
8(lH,m), 1. 82-1.90(lH,m),3.05-3. 12(lH,m).,3. 47-3. 56(1H, m), 4. 44-4. 90 (6H,m) 
, 4. 99 (1H, dd, J=6. 1, 14. 6Hz) , 6. 92-7. 54 (13H, m) , 7, 64 (1H, t, J=7. 8Hz) , 7. 75 (1H, 
d, J=8. 3Hz) , 7. 83 (1H, d, J=7. 8Hz) , 7. 97 (1H, d, J=8. 5Hz) , 8. 54 (1H, d, J=4. 2Hz) . 

MMM 14-4 : N a -(5-(N-2-t:''3 V fVT %-J * >-2-^f^^/^)- 

%Mm 14-3 X-'&htltzfc-k® 56.2mg \Z. h ]) 7^i"ng|g? 1.4ml, ^7 — V 
—)V 0. 36ml, * * ? 0. 32ml ©2B^^&anx.fc. 1. 5 ^Pli, £J&fj££r 

kmm.&*/ V tt 7A^D-7h^77^- (3g, fuu *;VJ*/* * J — /U/tK 

=7/3/0.5)(di:«9m^L^|5^{b^m«^ 18.2mg ^SSfev-n LT 
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MS (FAB, Pos. ) : ra/z=502 [M+l] + 

HiSffil 14-5 : (2S)-2-(5-(N-2-b°J ]) >VJ_ 5 J * f^)ft7x >-2-;fr/l^~ 
/^Z - ^ )~5-(5, 6, 7, 8-7" h7t KP^r/y S^-8->f /V7 $ 7 ) "g^M \r±2. * \L 
l/* ^ K Ut&Qo No. 14] O-^fifc 

14-4 -XmbtltiiiK&to 18.2mg 0.6ml Mtf? U 

0. 06ml, 5, 6, 7, 8-7* h 7 t Kn y 16mg, TK^bv'T / * ^-7- h y 

*A 7mg ^Pifc, 3 0t> SJtS«ESraHtU, »fc;lx;fc.2K6«r~> U Utffr* =7 J± 

tcm^>u^zf\z l mol/1 ffiKSriPx., ^*§x EtJEEttflIU SWBO-ffc'fr*©* 
8Bfc6.7mg£ r afeBf*:i: LT#fc 0 
MS (FAB, Pos. ) : m/z=633 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6 =1. 65-2. 07 (7H, m) , 2. 24-2. 33 (1H, m) , 2. 79 (2H, t, J 
=6. 3Hz) , 2. 89-2. 99 (1H, m) , 3. 03-3. 13 (1H, m) , 4. 30 (2H, s) , 4. 38-4. 55 (4H, m) , 4. 76 
(2H, d, J=5. 6Hz) , 7. 35-7. 40 (2H, m) , 7. 42-7. 49 (3H, m) , 7. 50-7. 57 (2H, ra) , 7. 61 (1H, 
d, J=7. 8Hz) 7. 67 (1H, d, J=7. 8Hz) , 7. 81-7. 88 (1H, m) , 7. 89-7. 97 (3H, m) , 8. 02-8. 07 
(1H, m) , 8. 46 (1H, dt, J=l. 5, 4. 6Hz) , 8. 66 (1H, d, J=4. 9Hz) , 8. 77 (1H, dd, J=3. 9, 5. 9H 
z) , 8. 87 (1H, d, J=8. 3Hz) , 9. 00-9. 38 (2H, br) , 9. 98-10. 09 (2H, br) 

mmm is : (2s)-2-(5-(N-(^r ^ ^v— /izZzdJk* ±MZl> y * ±m±A2. 
x >vi$z=.)VT $ i ) -5- b° =i y ;±t $ j -gnm l-T 7#\s>* gvkZ § K 

Ut&m No. 15] &U?(2S)-2-(5-(N-(^ ^ ?S~As-2r->( >\>* ±M T ^ 7 * gvU 

^-2-i]?v^^;VT ^ 7)-5-(5, 6, 7, 8-7" K7t: Ko^y 
^/^m 1-1-7* I^WtVKT 5 K l>ffr^No. 16] (OWk 
mH&m 15-1 : 2-^ h^i'jJA'tf—jU-S-CN-WS ^V— A-2-^/l^ T $ 

y ^ ±M s >: frffrS-ft? v-5) q-^eE 

H«J 14-1 X-mbintz^m 2.02g 2r DMF30ml fcl$g#U 7^/U^C % K# y 
17 A 1.92g <lr*Px.feo 3.5 1^^, Sj£3R£*ffiU 7K^D^^nn^/^-C*fi 

/V^b^^U^IE^b^^^H^i: UT 1.52g#fc 0 
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^(Dit-km 714mg /U 3.6ml {C$gfl?U t K7'^~ tK?P«3 0.57ml 

?^UfCo M^ftlU »e>ttfe«j?6*^ 9 J—fl' 14ml K:J£fl?U 2-<§*V 
— /W*7 v-T/^t K 232mg x h V ^<f-;VT ^ U 0. 34ml £;>JP;i, 20 R$ffi$ 
#Lfc 0 RJCffild7k*ffc5fc!7*-7- h y ? A 183mg ^P^L, $ kid 2 RftHtft, ^ 

b if =7 V 4 - (15g, ^ . o n ^/WA/^ * y — yu=20/l) «fc 19 fifjgl uaHE^-ffc^ 
105mg ^rllfe v- o y :/£ LT#fc„ 

Hflgff!) 15-2 : 2-p< hdrv-^/^^^/l^-5-(N-(^ ^ j[_ V* — /Up* ^V^)-N- 
Boc 7^y^ f^-7xy VI-6) <P-g»J& 

HJfc^l 15-1 X*nbtltz4t&y>) 102mg £ DMF3ml KliStfU h ^ ^f"^7 ^ ^ 
84jul N ^-t-^/l^^— b 102^1 &M?L1t 0 18 ^Hf, S^^r^SS 

«U #f?Hfca^%i/y Ufivfry B-e h ^ 7 >f — (4g, — ^--p-WMfe 
^^/P=2/l) laOlSlJE©!^ 84mg SrHfe^o y^i: U-C#fc 0 
MS(FAB,Pos. ):m/z=352[M+l] * 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 57 (9H, s) , 3. 88 (3H, s) , 4. 73 (2H, s) , 4. 86 (2H, s) , 6 
. 87 (1H, d, J=3. 7Hz) , 6. 91 (1H, d. J=l. 7Hz) , 7. 29 (1H, s) , 7. 61 (1H, d, J=3. 7Hz) . 

Hjjgffl 15-3 : 5-(N-U ^ ?*S— /^-2-^A^ ^)-N-Boc T $ y^f/W)ft7 
a >-2-^7 /U/Jf >^ (fc£^ VI 1-8) gO'q'^C 
Ulife^l 15-2 ^nhiXtlit^m 84mg £p< * / —/V0. 8ml U 1 mol/1 tK 

h V $ J*7kmm 0.8ml s THF0.8ml &Mz-ti 0 1. 5 B#F^ 
fcZMz.. 1 mol/1 ^^P;tTigg££@*U «ffi<ZMb£«&(ttWfc-7- h V V J* 
121mg &&kM&<®ftb U-C#/c 0 
MS (FAB, Pos. ) : m/z=338 [M+l] + 

SMM 15-4 : (2S)-2-(5-(N-(^ $ 7U-2-^/l^ gvklZ a Z * 

y ^zgz^zkjiE^kZ § l )-5-t° j y /ut $ / \-±y_*_ ^i/* ^jvt ^ 

K [jfrj^ No. 15] S.U ? (2S)-2-(5-(N-(^r 5 ^V—/U-2->< ^) 7^^f 
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;i/)ft7a^-2-j;/nK=;i/7^ y ) -5- (5, 6, 7, 8-r hyt:Kp=fr/y ^-8-4 
MT^S £MM \"^* "FAST X K Ub&M No. 16] (D-&f& 

MMffl 8-6 X'&hthtiit'B-yo 180mg DMF3. 6ml (£®li§U i/x^/UT^y 
0.36ml SrJnx.yt. 30 KJfctt*r»BU «£E|fc«UT^bix^»aESr DMF 

0.8ml lC»»U Hlfcfll 15-3 ^nhthtllk£-%) 81mg © DMF1. 6ml igf^lcAOx., 
£ <bf- WSCI &&& 69mg, DMAP44mg ^P^fc 0 5 I$|1Q3L KI&**»*tU. 1 m 
ol/l ttfflfc4riP^.^HBah/i^A-cttfflUfe. #HUi&IMnAato-C«fe$*U Si* 

^W — (4 g> ^ nn^/PA/^ /W=10/l)^^ ftSSitt 105mg SrHfe 

i/ci UT#fc 0 i r h y ^/l^ng^®? 2. 5ml, ^JrT-V— 0.68ml, 

m-^ 0.61ml ©S^^StAD;!, 30 RJfciK&aUffiLfc. mhfhttB. 

1 nol/1 m^tr*D^L^Dcr^/UAT*ft#^, TkJf £2t*f Lfc„ #&*Lfc« 
it£r^ * 7 1. 6ml l^fl? LTTieo^JCts 1) „ 2) &dffi^fc 0 

1) 0. 8ml (C fc° y i^-2-T/l^fc K 3/i 1, h y =-<T>VT 5 > 13 M 1 & 
APx.fc 0 15 B£W&, KJSa^**^***-*- K y *A 3.6mg SrAPx., 10 9t%EL 

D-7h^77^-(o.5 gl ^up * y -/i^/tk=7/3/o. 5) iz x v u n 
htitzmm^ i moi/i msst&uajLxwm* ; — /y^mi^ m&ext&viKo 
mmm. 10. omg & ^ u-cwfco 

MS (FAB, Pos. ) : m/z=582 [M+l ] + 

'H-NMR (500MHz, DMSO-dg) : 6=1. 68-1. 90 (4H, m) , 3. 00 (2H, t, J=7. 3Hz) , 4. 28 (2H 
, s) , 4. 30 (2H, s) , 4. 36 (2H, s) , 4. 47-4. 52 (1H, m) , 4. 77 (2H, d, J=4. 9Hz) , 7. 26 (1H, d, 
J=3. 4Hz) , 7. 43-7. 50 (4H, m) , 7. 54-7- 60 (4H, m) , 7. 85-7. 92 (3H, m) , 7. 92-7, 99 (1H, m 
) , 8. 03-8. 08 (1H, m) , 8. 27 (1H, s) , 8. 62 (1H, d, J=4. 9Hz) , 8. 69 (1H, t, J=5. 7Hz) . 

2) _blE2gf£ 0.8ml iz. 5;6,7,8-r h^tKn^yy ^-S-*Z/ 21mg, mm 
0. 16ml, fcmkisTSfrVm-r h V 12mg SrAPx., 30 HfP^Jfc Lfc 0 
SrSMSU nbfrtzmt&i/}) *ff/v*7J*?X2^ h^7^^-(0.Sg, *on* 
/^/^ * y -/U/tK=7/3/0. 5) ct <9 ffiM U# htlltmitK. 1 mol/1 i£M£AP 
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z-xmm, — u timofc&QiKoffltem. 5. 4mg &&&.m& t tt# 

tz 0 

MS (FAB, Pos. ) :m/z=622[M+l] + 
'H-NMR (500MHz, DMSO-dg) : 8 =1. 70-2. 03 (7H, m) , 2. 28-2. 35 (1H, m) , 2. 78-2. 83 (2H, 
m) , 2. 88-3. 00 (1H, m) , 4. 39-4. 46 (1H, m) , 4. 51 (2H, s) , 4. 55 (2H, s) , 4. 76 (2H, d, J=5. 
6Hz) , 7. 37 (1H, dd, J=4. 8, 7. 7Hz) , 7. 40 (1H, d, J=3. 4Hz) , 7. 46 (2H, d, J=4. 6Hz) , 7. 51- 
7. 58 (2H, m) , 7. 67 (1H, d, J=7. 8Hz) , 7. 73 (2H, s) , 7. 85 (1H, t, J=4. 7Hz) , 7. 93-7. 98 (2H 
, m) , 8. 04-8. 09 (1H, m) , 8. 46 (1H, t, J=3. 2Hz) , 8. 75 (1H, brt) , 8, 85 (1H, d, J=8, 3Hz) , 
9. 13 (2H, brs) , 10. 05 (2H, brs) . 

mifoM 16 : (S)-2-(4-(8-=¥/ V ;±T 5 J * f;U)^y/^/U7 ^ J )-5-(2-fc° 

SMM 16-1 : 4-(8-=fr / V )VT ^ J * ±A££MS3&* ±M£&$k vi-7)o^ 
A • ■ 

8-T 5 J *J V > 1. 26g £ DMF20ml izmffiU £tS&# V *? J* 1. 2g, ^ fvW 4- 

lt&M& 2. 20g £|£fei/n UT#fc 0 

HMffJ 16-2 : 4-(8-^r 7 U /l^T ^ J * ±M£MMMU&kM Hlzg) g2±^ 

16-1 X^btltzit^ lg 10ml HjlJBt, 1 mol/1 tK& 

^ h y ^AtK^S 10ml £}JQ;tfCo THFlOml £2JD;Uga?U 7 BSfWS 

Si^tlrSitfc, #bHfc^$t%zkte:}g8?U mWT l mol/1 

U mUV><b&V0 560. lmg SrgUHfeHflct UT#fc 0 
H^ffl 16-3 : N"-(4-(8-^/ U AST 5 7 * ^M^Oy^M-K'-Boc-L-asU 
"l-t7» k^2L£±Hi K(fc'£4ftXI-8)<P'g-J& 
23-1 X*mb tl tzit^m 228. lmg £ DMF4. 5ml fC&tf U ^xf^J 5 > 
0.45ml &Mz.tc 0 1 ■frWfiaSH; RJE*£«r*l§U WfctLfcSHS*- DMF4ml 
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fl?U WSCI &&& 110rag,DMAP70mg % MMM 16-2 tbtltZlt&Vo 128rag ^r^IDx. 
fc„ 15 t$Wl&&J&m&miti UO. 2N m^^DXL. ^up U *rm;i 

thtt&.WL*i>' V t) 7A^dy(</77^ (15g, ztvl^/g^m^vu 

=4/l)(Hj: 9»«IU m^(0\\L-^m 210mg ^gSftfev-n ttffc, 
MS (FAB, Pos. ) : m/z=632 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 27 (9H, s) , 1. 45-1. 63 (2H, m) , 1. 70-1. 80 (1H, m) , 1. 
89-1. 97 (1H, m) , 3. 00-3. 17 (1H, m) , 3. 35-3. 42 (1H, m) , 4. 62 (2H, d, J=5. 6Hz) , 4. 65-4. 
70 (1H, brt) , 4. 80-4: 95 (3H, m) , 6. 55 (1H, d, J=7. 8Hz) , 6. 70 (1H, t, J=6. 0Hz) , 7. 08 (2H 
, d, J=8. 3Hz) , 7. 17 (1H. d. J=7. 8Hz) , 7. 23-7. 50 (8H, m) , 7. 70-7. 80 (3H, m) , 7. 84 (1H, 
d, J=7. 6Hz) , 7. 97 (1H, d, J=8. 1Hz) , 8. 08 (1H, dd, J=8. 3Hz, 1. 7Hz) , 8. 75 (1H, dd, J=4. 
1Hz, 1.7Hz). 

my&m 16-4 : (S)-2-(4-(8-*r I V ;±T 5 > * f^)^^//f/V7 5 I )-5-(2- 
^y/V7^)fgj l-t7»l/V^f/U7^ K [fts£-4» No. 17] <D^$L 

16-3 Tit hfrfcit^lfo 122. 6mg £r * 9 / —A? 1. 2ral K&ffi 4 mol/1 

m&*s**i-i^&m i.2mi zuafut. imffl&Lfc&. zLfomzmmv. mzfcm 
vtzo mbtitzmw.**? /—A? 2mi izmmu trys^-a-Tv^t k is^i, 

hyxf;l,7$y 27 /zl &1}U7Lti 0 15 «FM^, KJGtffc£r»*U »JE«£*feU 

nbfiitmt* * * ; — >\s •h&i xzMm&m^ *mit*vm-r v v 22 mg & 

▼ h >fy 7 4 — (4g, 7 n ta * / — /lVzK=7/3/0. 5) Id J: t> *tM U 

<Dik<&m 114. Omg Sr^U-^fegffci LT^fc, 
MS (FAB, Pos. ) : m/z=623 [M+l] * 

'H-NMR (500MHz, DMSO-dg) : 8=1. 69-1. 90 (4H, m) , 2. 90-3. 00 (2H, br) , 4. 44-4. 50 ( 
1H, m) , 4. 63 (2H, s) , 4. 74 (2H, d, J=5. 9Hz) , 4. 91 (2H, s) , 6. 61 (1H, d, J=7. 6Hz) , 7. 13 ( 
1H, d, J=7. 8Hz) , 7. 33 (1H, t, J=7. 9Hz) , 7. 40-7. 63 (7H, m) , 7. 80-7. 97 (5H, m) , 8. 00-8 
. 09 (2H, m) , 8. 37 (1H, d, J=8. 1Hz) , 8. 51-8. 62 (3H, m) , 8. 79 (1H, d, J=4. 9Hz) , 8. 85 (1 
H, dd, J=l. 7Hz, 4. 1Hz) , 9. 28 (2H, br) . 



72 



WO 01/79168 PCT/JP01/03123 

mmm 17 : (2s)-2-(4-((n->t ^ t-Mtk 1 * ±m±z h 

-y^7$ /)-5-(2-fc°=i y ^7$ 2-(3-^r^Ky/w)^?vu7g: k Qb 

£^No.l8] <£>lS?j£ 

HiS^J 17-1 : * gvk 4-^ gvWj=±Z_g k^^Zk^Jlii^B^ IH-2) (P-^Jdc 
rfTflfctf) 4-^ f/Wl-t7^ l/^^yWj^V®? 250. 6mg * / — ;V 7. 5ml l^fl? 
U 7K^TT*mb7K^^^ 5 ^ii^Lfeo ^(OiCMf 19 «#L, 

u*: 0 nu^/uM^mm^ 1 moi/i tk^^- b y *^7K2& 

<b £ o T^lfa^b^ 269. 9mg £4£fefa4fc^ £ LT#fc 0 . 
MS (FAB, Pos. ) : m/z=200 [M*] , 201 [M+l]* 

'H-NMR (500MHz, CDC1 3 ) : 8 =2. 73 (3H, s) , 3. 98 (3H, s) , 7. 33 (1H, d, J=7. 3Hz) , 7. 61 
(1H, dd, J=8. 5, 6. 8Hz) , 7. 56 (1H, dd, J=8. 3, 6. 8Hz) , 8. 04 (1H, d, J=8. 3Hz) , 8. 08 (1H 
, d, J=7. 3Hz) , 8. 97 (1H, d, J=8. 5Hz) . 

mmm 17-2 ; ±±as. A-rfu^t^/v-i—r-?* u^/i^vg^b-^Qv-s) 
mmm n-i -c y s^ntcit^m 269. 9mg zmmtmm 8mi ic$g#gu n-7^ 

* 2 $,^4 ^ K 252. 6rog RTfTS fc**^ Vzf^-u^ h y /u 22. lmg ^*D^L. 70t: 

mm&? dd^ai^u i moi/i Tk^b-t- h y-9J*fc&mRTfma£m*. 

r. i: J: 5 mte.<Dit&%) 363. 3mg £&3t&)&^ t tt#t, 
MS (FAB, Pos. ) : m/z=279, 281 [M+l] + 

'H-NMR (60MHz, CDC1 3 ) : 8 =3. 94 (3H, s) , 4. 86 (3H, s) , 7. 35-7. 68 (3H, m)., 7. 88-8. 
21 (2H, m) , 8. 66-8. 89 (1H, m) . 

mmm n-z t^^t 4-7-$ i^±A^\-±y± ^jj/^^fstat^m xv-o 

Hlfefll 17-2 •Vftt>tl1t1t-&0B 328. lmg DMF 7. 2ml lC*gfl?U 7^/W$ K 
■to y 359. 4mg &JD;t, 12 B^Jf # Lfc„ RJEIfcTgL U 

^ou^j^izmmi^tz^ mm*. 1 moi/i TK^b-r-hy v&imm, m$Qik 
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m&x*m*\*it. mfcmwtrhv e^-c&ji&u wt«, mm&*>» 

•*> tfjv* 7^^o-7h^77^- (i5 g . ^^>/m^^^2/D izx-z> xnm 

U 281. 2mg £#7cl 0 ^<D@#: 1. 50g * J — t\> 30ml W£#?U t 

K7i/^1 TKfn^l 7. 5ml SriPx. 60t:{CjDl^ Ufc c *5 / — /U 30ml £ $ h iZ-Mz., 
ggttT 601C-C 1 BMIHWLfc. g^Tt, »tKS:«*U ^bb*/uA|c* 

*««:«*U 3»aE*K3gft«fei-Swi:^J:5, &m<D<k<&W 789. lmg Sr^ftfe 
MS (FAB, Pos. ) : m/z=2l6[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =4. 00 (3H, s) , 4. 39 (2H, s) , 7. 55 (1H, d, J=7. 6Hz) , 7. 57 
-7. 65 (2H, ra) , 8. 11 (1H, d, J=8. 3Hz) , 8. 15 (1H, d, J=7. 3Hz) , 8. 97 (1H, d, J= 8. 5Hz) . 

nifcm 17-4 : 4-(N-Boc-N-(>T 5 ¥^—)V-2->()V* gvVQZJ I * f2i±2LZ-£ 
U>;ft/Usft: < 'lfefrffr£& VII-10) O^-fife 

0£ti£#l 17-3 T*# btVfc^b-a-^ 120. 9mg £ 7< * / — 4. 8ml fcjgfl? U h V ^ 
^A-T ^ >- 51. 5ju 1 ^ ^y-;H-*/^7^rt K 65. Omg 

fit 8 l*W«#Ufe. S^7f, S^tx *&7M*y-/u 
8ml td^b, O'CfcJfcSP Lfc. wO^RI^tK*^*^*^- h V 40. 7mg £#P 

tttst o. 5 B$mmftvtz 0 &.foffeTmtm&mmu ? n n^w^^u 

tlitl 203. Omg «rSJ j|fett^4fc <b UT#*l 0 ^ *l£t DMF 4ml tc^fc? U h ^ 
A-T 5: > 94. 8,u 1 t-7*^i?*/W^- h 142 m 1 ^P^-x ^JfiT* 15 

fiy£3teT&*fil U Mffi^i- 5 itia «3 &M4£> 314. 5mg «rH&teW»^4* i 
UT#fc 0 r^^r 314. 5mg & THF3ml ~B(3$*Z S—)^ 3ml fUjgflPU* 1 mol/1 7k 

mt-r v v vj**mei ami *m7Lxmm.i* 2 mmimvito s^»t«, 

©*U 1 mol/l JttB*#tt-C*t»f&Lfc. TK^P^L, ^n^A-ei!UU 9 
U<Oit&® 59. 9mg «r£$feifiJtfc4&£ bT#fd 0 
MS (FAB, Pos. ) : m/z=382 [M+l] + 

'H-NMR (500MHz, DMSO-de+^O) : 6 =1. 39 (9H, s) , 4. 26and4. 36 (2H, 2s) , 4. 92 and 
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4. 95 (2H, 2s) , 6. 80-7. 28 (3H, m) , 7. 48-7. 52 (2H, m) , 7. 58 (1H, d, J=7. 3Hz) , 8. 02 (1H 
,br),8. 70(lH,br). 

HflSflU 17-5 : N°-Fmoc-N { -Cb2-L-^-/U=^^ 2-(3-^ > Kjj ;U)xf;i,7 $ K 
(jb^ IX-2) roj^ 

rtTISO N a -Fmoc-N i -Cbz-L-^-yU-^>' 528. Omg £ DMF10. 6ml U HOBt 2 

35mg, WSCI itCBfeHC 334mg, h V 7°? % ^ 0. 165ml ^Px^fiT* 16 l$|ig$& L/c. 
■ SJE&l*T^j§jffiE*e*L, &.m%:? o n ^/U-MC^fl? L, lmol/1 

*> y # y/W^ 7^^Bvh^77^- (50g, ^ a D A/f^^^Vl"=l/l) <t 
o T fit®! U «|E0Mfc£-«& 690mg £ <t LT#fc 0 

MS (FAB, Pos. ) :m/z=597[M+l] + 

'H-NMR (500MHz, CDCI3) : 6 =1. 63 (9H, s) , 1. 64-1. 78 (1H, m) , 2. 90-3. 04 (3H, m) , 3. 
20-3. 28 (1H, m) , 3. 48-3. 62 (3H, m) . 4. 10-4. 22 (2H, m) , 4. 28-4. 40 (2H, m) , 4. 58-4. 62 ( 
1H, m) , 5. 58-5. 62 (1H, m) . 6. 28-6. 38 (1H, m) , 7. 00 (1H, s) , 7. 10 (1H, t, J=7. 3Hz) , 7. 
17 (1H, t, J=7. 3Hz) , 7. 28-7. 38 (3H, m) , 7. 40 (2H, t, J=7. 4Hz) , 7. 50-7. 62 (3H, m) , 7. 
77 (2H, d, J=7. 5Hz) , 8. 12-8. 20 (1H, m) . 

HM1 17-6 : N a -(4-(N-Boc-N-Y $ ^;/— /U-2-^/l^ T^J^ ±f£T 
7 h^/U)-N g -Boc-L-^-y^^^ 2-(3-^T^ Ky^)xf;l.7$ K Of XI-9) 

Hffiftl 17-5 X-mbtltcitG-Vo 453. 2mg £r DMF 9. 1ml fcl*#U ^TvKr 5: 
> 0.91ml &1]Qz.xmUX 1 B#W«#Lfc. S^T«V »«t«r«ffi»* 
t-H«gft**L/io ZtUZZmm 17-4 X*&t>1n,tHk'kyo 289. 7mg 4: HOBt 153. 9mg 
Sr^T, ^tK DMF5.8ml iJLjgfl? $ WSCI 218. 4mg ZmitX 19 P# 

U 1 mol/l JteTkffiEttSrJD^fttC^oo^A-CttaiLfco 
eSrfi&fpfiWTK-C^Lfe^, ilTKfilt^h!; ?AT-$^U Jg|««:«*l,fc. 
^Jt^rv^y Z/tf/i'XvJ*? n-r f^77«f- (60g, ^ o D/t/WV^ *y — /W=15/ 
w t ted; «9 x mm<Dit&m 233. 5mg UT^fCc 
MS (FAB, Pos. ) :m/z=738[M+l] + 
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'H-NMR (500MHz, CDC1 3 ) : 6 =1. 63 (9H, s) , 1. 90-1. 98 (1H, m) , 2. 92-3. 10 (3H, m) , 3. 
22-3. 38 (1H, m) , 3. 60-3. 72 (2H, in) , 4. 22-4. 35 (2H, m) , 4. 62-4. 84 (2H, m) , 5. 00-5. 10 
(1H, m) , 6. 48-6. 60 (1H, m) , 6. 76-6. 82 (1H, m) , 6. 84-7. 60 (13H, m, , J=7. 3Hz) , 7. 92-8 
.04(lH,m),8. 12-8. 18(lH,m). 

mmm n-i : n°-4- ( (^ ^ yv^zJkzk^L ±M Z § I * ±M ± ? h y A — 
L-*vv=7-^ 2-(3-^T >_E1 M E^2kZ. % K Uk-fr®) Xlv-2) <d&j& 

MMM 17-6 T*fttbtl1t{k&V0 233. 5mg Sr^^y — /V 4.67ml 4 
mol/1 v^dMJ-V -mm 4.67ml ^DjLT^ST- 1 NPWfit#byt 0 SJfcJ&T^. 

fc. 

HflSfli) 17-8 : (2S)-2-(4-((N--Y ^ ;PV-/U-2-^ /U^ gvU) T 5 J * ±M±2. 
W/UTS /)-5-(2-fc°=» V/l-T$ /)^Mm 2-(3-^>- KIW^^^T ^ K [ 
te^No.18] 

17-7 -V^htltlit^ 107mg St&tM * 7 — /U 2. 55ml teSft? U t° U 
S^-2-TA-r t K 20. 3mg N h JJ 3i^/UT 5: > 66. 2 1 $rJOt, 14. 5 PfFalif # b 
fc. SJtSi^T^x U EtEEftflfeLfcSL m&*9J—fl' 2.55ml {C^ 

»U **<k*^*^"hy !>A 12.0mg %M?Ltl 0 1 R#im«#tt % ^«r@* U 
3M£ ^7^7^^ n-v — (I5g, ^ du^A/^^/-^/ 

7KF7/3/0.5)tiJ:5»jKU^e>^«RfEO^«btC 1 mol/1 JSMfcSrJlO*., ftffi 

u m&<Dit&®<Dm.mm. 65. 6m g £g&*§fe@#i: uT#fc 0 

MS (FAB, Pos. ) : m/z=629 [M+l] + 

1 H-NMR(500MHz, DMSO-dg) : 8 =1. 65-1. 90 (4H, m) , 2. 88 (2H, t, J=7. 32) , 2. 90-3. 04 
(3H, m) , 3. 36-3. 44 (2H, m) , 4. 22-4. 36 (2H, m) , 4. 64-4. 78 (2H, m) , 4. 82-4. 96 (2H, m) , 
6. 98 (1H, t, J=7. 4Hz) , 7. 06 (1H, t, J=7. 4Hz) , 7. 20 (1H, s) , 7. 34 (1H, d, J=8. 1Hz) , 7. 
40-7. 44 (1H, m) , 7. 56 (2H, t, J=8. 3Hz) , 7. 60-7. 80 (5H, m) , 7. 84 (1H, d, J= 7. 3Hz) , 7 
. 91 (1H, t, J=7. 3Hz) , 8. 24-8. 36 (3H, m) , 8. 64 (1H, d, J=3. 9Hz) , 8. 77 (1H, d, J= 7. 8Hz 
),9.20-9.42(2H,m). 



76 



WO 01/79168 PCT/JP01/03123 

MMM 18 : (2S)-2-(4-((N-^T ^ gVn 5vU)T $ 7 ^ £A^£g h 
^ 5 7 )-5-(5. 6, 7. 8-7" h ^ t: K o =fr / y >-8-^f >VT $ 7 ) ^MM. 2-(Z-^ 
^ K y /p)zc?vvt ^ K [Ibj^ No. 19] CD$^£ 

^Jg^l 17-7 -embtltlit'£-<&> 107mg ^MtK^ * / — /l" 2. 55ml U h V 

^5VWT 5 > 66. 2ti 1 *1&7Ltz.%^ 5, 6, 7, 8-7" h^t Kn 3V y ^-8-^*V 28. 0 
mg, TkmitisTSfrtm-f h V J* 19.9mg &l)Uz.. gl^T* pH & 4 t^Hg LTl 

«a-c 15 ^p B ijt^u^ 0 ^*rr^ ^£©:feu mm*i/v*v c si'Z7J±? 

wY*f?7 4 — (5g, >7 n d tJs/V^/^ * y — /U/7k=7/3/0. 5) £ t> Sfif§g U # 

1 moi/i m&*iM7L, mmm\-,. m&nw&m 82.4m g 

MS (FAB, Pos. ) : m/z=669 [M+l] + 

'H-NMR (500MHz, DMSO-d 6 ) : 8 =1. 65-1. 96 (4H, m) , 2. 78-2. 92 (4H, m) , 3. 36-3. 50 (2H, 
m) , 4. 42-4. 58 (2H, m) , 4. 64-4. 78 (2H, m) , 4. 84-4. 96 (2H, m) , 6. 98 (1H, t, J=7. 1Hz) , 
7. 06 (1H, t, J=6. 1Hz) , 7. 20 (1H, s) , 7. 34-7. 42 (2H, m) , 7. 56 (2H, t, J= 7. 8Hz) , 7. 62 
-7. 78 (4H, m) , 7. 85 (1H, d, J=7. 3Hz) , 8. 24-8. 36 (3H, m) , 8. 49 (1H, d, J=3. 4Hz) , 8. 77 
(1H, d, J=7. 8Hz) , 9. 05-9. 24 (2H, m) . 

MMM 19 : (S)-2-(4-((^ ^ ?>r~-/U-4-^ T ^ / ^ f-AA^lsSJ 

frT * / ) -5- ( U % *fV—/\s-A-s( ^,1,) T*S) I-7- VZUls* ^/U 

T § K [jk£M No. 20] Ojjjj 

glifeffj 19-1 : 4-N-Boc-T $77 7vl^Jft#lfe(XVH-l) 0-g*5E 
mm<D 4-7^;/^f^.|f^5r 20.85g £ v 5 ;*"^ -7-^ 100ml td^flfU 1 
mol/1 7K^b^~ h y 17 100ml £#0*1 0° C iC^Lfco rOitf {£v>-t-^- 
/Ui/TJ/U^— h 30. 71g 100ml \zMf$\.tzMWL* 30 ^It'lTl 

isc#fiL, 16 mr$M&^tzmzm®i&mfeTT*m2:Ltc 0 mm^ 0.5 

^^TK^b^" b'V VJ±fcmm 276ml ^O^T^U 1 mol/1 ^tK^T*^ 
tffbfCo #e>^c@^Sr^LT^|2^b^ 31.32g£&£@#£ LT#7b e 
MS (FAB, Pos. ) : m/z=252 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 48 (9H, s) , 4. 40 (2H, brs) , 4. 96 (1H, brs) , 7. 38 (2H, 
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d, J=8. 5Hz) , 8. 07 (2H, d, J=8. 5Hz) . 

HjfeffjJ 19-2 : N"-4-(N-Boc T $ / ^ ^/l^Vv^/^-N'-Boc-L-;^—^^ 1 
-t7^U^f;>7^ K(-fb^ XVIII-l)(P^/& 

N a -Fmoc-N s -Boc-^-7U^^^ 501. 7rag £• DMF6. 0ml Cl*£fi?U WSCI 
m. 328. Omg H0Btl66.4mg <Srj!jP;t, ^ O^tC l-^-;7* 

195ml ^*P^T^-e 20 l#|H]*#L;fc. Sl»T^ ^&@:£U 

»^d^ai:^'u i moi/i mm^mm. ^^^xm^vtc m 
mm&m&ufcmi- ^ v t^x&m&i. m^m^nm^ 63i. 7m g &&&mw®> 

<b UT#fc 0 ^ O o % 499. 9mg £ DMFlOml iZL&M U v?:x.^T ^ > 1. 0ml SriP 

X.X ^?£-t?i8o^^u^ 0 kj^h-t^, M£&©3su m^^xm.mv 

tz 0 wtb^r 509.2mgDMF10ml J^^bx WSCI 241. 9mg, H0Btll3.8mg, Hife 

m 19-1 X*nhtltz\t&®} 253. 9mg ^P^L. .iSf 13. 5 B#|!!Hf # L*lo KJ&Jf&T 
m> }g^£W3rU SM^nB*/VA|:g)j?U l mol/1 mm^m, l mol 

(25g, ^ a a fr/UJ*/* f y -/W25/1) Id J:oT»l! U MUWk&yo 310. 8mg 3r 
MS (FAB, Pos. ) :m/z=605[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =l. 36 (9H, s) , 1. 39 (9H, s) , 1. 35-1. 45 (2H, m) , 1. 60-1. 
80 (2H, m) , 2. 91 (2H, m) , 4. 17 (2H, d, J=7. 7Hz) , 4. 48 (1H, m) , 4. 75 (2H, d, J=5. 9Hz) , 6. 
80 (1H, t, J=5. 6Hz) , 7. 31 (2H, d, J=8. 3Hz) , 7. 4-7. 45 (3H, m) , 7. 5-7. 6 (2H, m) , 7. 8-7. 9 
(3H, m) , 7. 95 (1H, m) , 8. 06 (1H, m) , 8. 45 (1H, d, J=5. 9Hz) , 8. 51 (1H, d, J=5. 4Hz) . 

mifcM 19-3 : N c -(4-T$ J t^jv^l/-/ 4 ;\s)-\s-ilrrv=. s $-^ l-T? # 
f^7$ K«b^&XIX-l)(£>-£f& 

mrnffl 19-2 X&b}Vtz.lt&%} 106. 2mg * * * J — /U 1. 0ml \Z.m$ U 4 mol/1 

5febfcm. ^^>-^T'^L-C^ia^l:^#j9^1mg^e#.@^i: LT#fc c 
MS (FAB, Pos. ) : m/z=405 [M+l] + 
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%Mm 19-4 : (S)-2-(4-((^ ^ ^V— A~4-^.A^ =f-;V) T ^ J J- ^M^l^V 

>\sT % K [4b^%> No. 20] (D^WL 

MMM 19-3 hfttzL\\L^m 77. 2mg 5r«fc7M * J —A* 1. 5ml K^flf h D 
^^Vl"7 5 ^ 54. 1 ^ 1 1-^ < 5 ^V— A-J&A-Jtf 3r t K 32. 7 

mg ^D^.T^T' 2.5 B#^^bfc 0 Sl»T^ ^^g^bfc^, 
9 J— A* L5ml £*P;lT O'CtC^iPLfCo CI O^lCTkHHt* !7f?f ^" h V *7 ^ 

I8.4mg ^d^l, l ^mmWVtz 0 S^Tf, *&K£r 

—^/7K=7/3/0.5)^«toTm®iU7c:„ 1 mol/1 ^tK^ 2ml 

MS (FAB, Pos. ) :m/z=[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6=1. 47-1. 94 (4H, m) , 2. 78-3. 00 (2H, m) , 4. 26 (4H, s) , 
4. 32 (2H, s) , 4. 51-4. 60 (1H, ra) , 4. 77 (2H, d, J=5. 9Hz) , 7. 44-7. 49 (2H, m) , 7. 52-7. 60 ( 
2H, m) , 7. 69 (2H, d, J=8. 3Hz) , 7. 80 (1H, s) , 7. 81-7. 85 (1H, m) , 7. 85 (1H, s) , 7. 93-7. 95 
(1H, m) , 8. 00 (2H, d, J=8. 3Hz) , 8. 05 (1H, m) , 8. 70 (1H, d, J=8. 1Hz) , 8. 74 (1H, t, J=5. 9H 
z) , 9. 09 (1H, s) , 9. 1 1 (1H, s) , 9. 77 (2H, br) , 10. 34 (1H, br) . 

mmm 20 ; (s)-2-(4-((>r ^ y^/— ^2-^ a^^viot s j ^±j\^s^L± 

J±T $ I ) -5- ( M * W—)V-2-4 ±A) T 5 7 ) ll2UlW ^ 

T $ K No. 21] <P»j& 

HJfefll 19-3 -C# bthtz.it&m 16. 8mg * / —A- 0. 6ml U h V ^ 

A>T ^ > 7. lmg 2-^ 5 ^'/-/^/^*V7^ft K 7. lmg &aP;tTM. 
t? 2 B#rBim#bfc„ LfcgL A- 0. 6ml ^P^L. 0<C^ 

SflLfCc -tr^TKSHfc* h P »7i» 8.0mg £;bP;l x 

30 #jf#brc 0 u »>!)*^7A^n^h 

/77^-(0.8 g> i7 a a tfvU A/^t * / — A-/7k=7/3/0. 5) \Z. J: o TUBR bfc c w 
tt^ 1 mol/1 £!Mc»^fc:igfl?LfcgHw*£f^sU «HE0>te-&*btf>4&ikE 
15, 9rog *&GLm&b Lt#fc, 
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MS (FAB, Pos) :m/z=595[M+l] + 

'H-NMR (500Mz, DMSO-dg) : 8 =1. 71-1. 90 (4H, m) , 3. 05-3. 17 (2H, m) , 4. 34 (2H, ra) , 
4. 43 (2H, m) , 4. 55 ( 1H, m) , 4. 77 (2H, d, J=2. 2Hz) ,7.47 (2H, m) , 7. 56 (2H, m) , 7. 64 ( 
6H, m) , 7. 86 (1H, m) , 7. 96 (1H, m) , 7. 98 (1H, m) , 8. 06 (1H, m) , 8. 70 (2H, m) , 9. 94 (1H, brs) . 

}VTK y ) -5- ( (1-^ f ;v fc° p W2-^ /^^ f 7 ^ / ) f f \-±Z*. L 

^/ut $ k ut&m No. 22] (pmm. 

mt&W 19-2 X-mbtltzikG-® lOOmg ? J — )V 2ml tC»*U 4 mol/1 & 

m^vtcfe, m**?;— jv 2mi izmmis. bv^^r^^ 55.3^1 rx* 1- 

^f;W2-t'n- /V*/^^v/7;V7l: K 41.8/zl SrAD^T^&T 4 ^PW»#U 
7to S^7f, igttE&e* UfcSL MtK^ *y-/w2ml ^Px.T CCtoftSPU 
fdo w«Z>^jKtC7K*<k*«>5jl"f h y «>A 18.8mg £#D;l, t*CMlClL^^ 
12B#|fflflB$Lfc. 

s^7t, mm*®* u > y t> #a>* 7^nvh^7 - (io g , 

^ an^/UA/^^y-/U=10/l)lc:J:oT*ii^b7Co ZL<oi\&m* 1 mol/1 
7K^ 2ml t£$S#l,fc&fc:zK£:e*U- «SB<Dft:^£>:SttI&& 83. 7mg 

MS (FAB, Pos. ) :m/z=591 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 70-1. 91 (4H, m) , 2. 93 (2H, br) , 3. 63 (6H, 2s) , 
4. 10-4.22(6H,m), 4. 53-4. 57 (1H, m), 4. 76-4. 77 (2H, m) , 5.98-6.02 (2H,m), 6.2 
1-6. 27 (2H, m) , 6. 79-6. 82 (2H, m) , 7. 45-7. 56 (4H, m) , 7. 64 (2H, d, J=7. 8Hz) , 7. 
84-7.86(lH,m), 7. 94-7. 99 (3H, m) , 8. 05-8. 08 (1H, m), 8.67-8.70 (2H,m), 8. 82 ( 
1H, br), 9.42(lH,br). 

jij 22 : (S)-2-(4-((l-y ^vl~T ^ yy-A-2-^^y 5vU) T 5 J * 

^< is yur ^ y ) -5- ( d-y gvw § £ Zr: /^y t ^ y ) ^OTfe i- 
•f z £ k: ^ * g2kZ I K Ut&Vo No. 23] (DMm. 
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Hjffiffil 19-2 "Q'&b*ltz.ik&yo lOOmg * * 5 / — ;V 2ml tC*g$?W 4 mol/1 H 
K/^^-^V 2ml *to7LK&, gSICt 3 I*BU*»Ufco 

©35 Lfc^ &StM * / /l^ 2ml f£»#U h y 5 > 55. 3 m 1 ^.U* 1" 

* ^/U-2-^ 5 ^V— v-T/U-^'t K 38. 2mg ^rAO^-C^ifiT* 3 tifmWft 
Lfc 0 SJES^TS* »«t«r«*Ufcll, *S7M*/-A-2ml &tiQ*_X QPCiZftim 
Ufco r<D^(C7K^k^^^^h y *A I8.8mg SrJD^., fAictKMt/j: 

as/b 25 mmmwvtio risht^ ^£@*u 38««r^y*y/u*9A^ 

n-v — (lOg, ^nn^/i^^/^^y— /^=4/i)^ioT)ff^UfCo 

\\L^m* 1 mol/1 ^7K^ 2ml tC»»b^tJ:**fS*U, mU<Oik&Q9<D 

mmm. 89. 2m g tx^fc, 

MS (FAB, Pos. ) : m/z=593 [M+l] + 

'H-NMR (500MHz, DMS0~d 6 ) : 8 =1. 77-1. 91 (4H, m) , 3. 04-3. 09 (3H, m) , 3. 95 (3H, s 
), 3. 96(3H, s), 4.40.(2H,br), 4. 52(2H,br), 4. 55-4. 58 (3H, m) , 4.76-4.77 (2H, 
m), 7. 45-7. 50(2H,m), 7. 52-7. 57 (2H, m) , 7.71-7.75 (6H, m), 7.84-7.86 (1H, m 
), 7.93-7.96(lH,m), 8. 00-8. 04 (2H, m) , 8. 06-8. 08 (1H, m), 8.72-8.75 (2H,m), 
10. 07(lH,br). 

HflSflll 23 : (S)-2-(4-(N-2-fc° =» V >±T $ I ) V >VT_ $ J )-5- (2-tr°=t y ,y 
T*S)^&m \-fy?Uls*^;\,T$. K[Jfc-£feNo.24]<Pj»ig 

Hj>£0!j23-l:N''-Fmoc-N 6 -Boc-L-^-/^^ L ^ lz±Z 2. ±/kZ. % Eli^i: 

%0 IX-3) <D<&1& 

TlT|S(DN 0 -Fmoc-N a -Boc-L-^-^— 501. 7mg & DMFlOml iC^M U HOBt 16 
6. 4mg, WSCI 328. 0mg x 1-^7 9 ^ > 0. 195ml £r3jn;L^@.-C 

12 NF^Jt#Lfeo SJt&»T«SjWS:e* U, 3^356^^ n d^AI^U, 1 m 
ol/l ttift*»«4rjgitttmufc«, W^^ISfP^TKm^ h y *<Mc*£«rc 
Sfc#Lfc 0 U ^lSO<b^63L7mg^efe@^<i:UT#fc 0 

MS (FAB, Pos. ) :m/z=594[M+l] + 

^tfe0i|23-2 : N 8 -Boc-L-^-/^^^ lz±Z £ gv^Z s K k^fe X-2) <£> 
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mmm 23-1 -rmbtitzit&m 250. 8mg & dmf 5mi ^mm\^, *?=&ast 5 > 

0. 5ml &;to;tTM-C2B#ra8t#Lfc. KJ&^T^. »«t«r*JE9*Lfc&fc:K 
SttflfeU m%5.<Dl£&m 269. lmg «r»fc. 

MS (FAB, Pos. ) :m/z=372[M+l]* 

23-3:N"-(4-N-Boc-T $ J ^ U /V)-N'-Boc-L-;*-/U~^> l-j-y ? 
Uls* fv^Z § KCj^a^ XVIII-2) g)^J$ . 

0Uf£t&J 23-2 X'&b fltz.fc&%9 216. 2mg £ DMF 4ml fJL$$fl?U WSCI Ig&ig 10 
2. Omg, HOBt 50. 2mg, rfrlfcO 4-N-Boc-T ^ / 76. 5mg 1SMTC 16 B£ 

WMJH^Ufc. KlSJ&TSL «jKSre*L, »aES:^ o n ^AliSjjfU, l mol 

/i i moi/i TK^t^ h v ?j**mm. &T*ma'&ittfo-em$i,ito 

^D^h^^^^ - (lOg, n o /fr/UA/;* * / -/1-30/1) IUo Tit ®1 U «tgB 
(Dit&b 148.9mg ItHfc, 
MS (FAB, Pos. ) :m/z=557[M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 36 (9H, s) , 1. 37 (9H, s) , 1. 41-1. 57 (1H, m) , 1. 58- 

1. 70 (3H, m) , 2. 13 (2H, t, J=7. 4Hz) , 2. 84-2. 97 (2H, m) , 4. 27 (1H, m) , 4. 73 (2H, d, J=4 
. 4Hz) , 6. 77 (1H, d, J=5. 7Hz) , 6. 81 (1H, t, J=5. 7Hz) , 7. 41-7. 49 (2H, m) , 7. 53-7. 58 (2H 
, m) , 7. 845 (1H, d, J=8. 1Hz) , 7. 92-7. 97 (1H, m) , 8. 01-8. 05 (2H, m) , 8. 47 (1H, d, J=5. 7H 
z). 

Hjfefill 23-4 : (S) -2- (4- (N-2- M° =a V AST K S ) y*^ V AST ^ / ) -5 - (2- \f g V 
As7$ S)-£MWt l-t7^^f^7$ K[fc^No.24](7>g-J& 

23-3 X^hf^tzi^^O 102. 7mg * y — l. Oml l;L*gfi?U 4 mol/1 
ttifc/^dpty l. Oral Sr*D^, IfiT? 2 iSMflttfiUfco mm*m 
* LfcgL ItfflaK^^-elSJfc bfc„ i (D ? *> 50. 7mg £ ^ * / — /V 1. Oml Ic^fl? 
U h y ^A-T 5: V 39. 1 m 1 .RXK 2-t°= V AT 5 > 23. 1 /z 1 &AUZ-XMUX 2 

mmm&i,iZo s^it, ^srg^u m** * y —/i> 1. omi ^ap^to'c 

{C^£PU 7K^{b^^m^ h y 35.3mg ^DX.T 1 BSWStttbfco Sf»T 
U ^y/^y^^n-^ h^^^^ — (4g, ^nntfvu 

A/^ * y -/W/tK=7/3/0. 5) [lie T*jfM Lfc 0 n (Dit&m* 1 mol/1 ^tK^ 
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*Rii:*#Lfc«fc7KS:«*L. ffCOft^tt^ttlfett 44. 2mg ^e^HfttLT 
MS (FAB, Pos. ) : m/z=539 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6=1. 57-1. 62 (1H, m) , 1. 62-1. 71 (3H, m) , 1. 85-2. 00 (2 
H, m) , 2. 90-3. 05 (2H, m) , 4. 30 (2H, s) , 4. 29-4. 35 (1H, m) , 4. 34 (2H, s) , 4. 73 (2H, d, J= 
5. 6Hz) , 7. 40-7. 60 (6H, m) , 7. 67 (2H, dd, J=10. 9, 7. 8Hz) , 7. 84 (1H, d, 7. 8Hz) , 7. 90-8 
. 01 (3H, m) , 8. 05 (1H, d, J=7. 3Hz) , 8. 31 (1H, d, J=8. 1Hz) , 8. 63-8. 75 (3H, m) , 9. 40-9. 
68(4H,br). 

24 : (2S) -2- (trans- (4- (5, 6, 7, 8-7- h^fc Kn^r/y S-8-^C M T x J 
* -st P^^r vVU#/Mf^/lQ T $ > -5-(5, 6, 7, 8-7" h7t:Ko^7!J >-8 
-^rSyQ^glfe l-t7^U^f/W7$ K [fc^No.25] QjKifi 
Hifegil 24-1 : N-Boc h Z^±£^M<l^i^ XVII-2) <D^J$ 
h 7*=¥lKkifc 3. 14g Sr v 5 ^-^^ 63ml |£&ffU S?-t-^7l^S*-;& /I'tf* 
- h 4. 59ml 1 mol/1 tK®?^^ b V VJ^fcmm 20ml ^D^-C^ST* 3. 5 B# 

ra«#ufc. s«;»T«, u i moi/i *mt-r b v *j*#.mm 20 

ml tmmyk 10ml &tia*.Xt&mv. l mol/1 Mfcfc«iBrci&#f Lfc. MSriftlK 

i§j!&£@£UT^fBO<k^4.88g£6fe@#£ LT#fc c 
MS (FAB, Pos. ) : m/z=258 [M+l] + 

^-NMR (500MHz, DMSO-de) : 6 =0. 95 (2H, qd, J=12. 8, 3. 0Hz), 1. 20-1. 58(12H, m), 1 
. 83 (2H, d, J=ll. 5Hz) , 2. 04 (2H, dd, J=13. 9, 3. 0Hz) , 2. 25 (1H, tt, J=12. 2, 3. 0Hz) , 2. 9 
9 (2H, t, J=6. 3Hz) , 4. 66 (1H, brs) . 

MMffl 24-2 : N c -(4-trans-(N-Boc T $ J * ±A^± P^=fr ->/W ti/V^=^M- 
N e -Boc-L-^-/^^^ lz±Z£ ^^*^>^7% K(fc^XVIH-3)g)£-fifc 

Mtil 23-2 Xmhtltzit^ 328. 2mg & DMF 6ml fH*«FU WSCI *g^:tg 
146. 3mg, HOBt 75. 4mg, HJ£0i| 24-1 X^htltzit^^H 156. 3mg ^P^L % ^&T* 
5.5 B*IHMJH^bfeo SMlt, U ^^n*;^j;^U 

l mol/1 SftgbKi&fpu l mol/l 7k@Hb^- h y V J*7kmm, &TJ ? &?n&g*-Ci5fc# 
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muwt&yo 213. omg LT#t 

MS (FAB, Pos. ) : m/z=61 1 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =0. 76-0. 90 (2H, ro) , 1. 20-1. 40 (4H, m) , 1. 36 (9H, s) , 
1. 37 (9H, s) , 1. 40-1. 55 (1H, m) , 1. 58-1. 77 (6H, m) , 2. 13 (1H, t, J=ll. 9Hz) , 2. 75 (2H, 
dd, J=12. 5, 6. 3Hz) , 2. 81-2. 93 (2H, m) , 4. 25 (1H, dd, J=14. 0, 8. 5Hz) , 4. 72 (2H, d, J=5. 
6Hz) , 6. 77-6. 83 (2H, m) , 7. 41 (1H, d, J=6. 6Hz) , 7. 45 (t, J=7. 5Hz) , 7. 52-7. 57 (2H, m) , 
7. 83-7. 87 (2H, m) , 7. 92-7. 96 (1H, m) , 8. 01-8. 04 (1H, m) , 8. 38 (1H, t, J=5. 6Hz) . 

gWjj 24-3 : (2S) -2- (trans- (4- (5, 6, 7, 8~T hyt Kn^/y l^-8-^C/U)T 
J * ^^r^jVfy jVifs^>V) T $ / -5- (5, 6, 7, 8-^ ^^KP^y^ 

-8—f/UT^ y)^Mm. l-t7i?^^W^ K [fc-g^No.25] 

24-2 Xmhtlti4k&yo 108. 3mg Sr^ ^ y — 1. 0ml \Z&ffi L x 4 mol/1 • 

S^^y^lLTtlltl 111.5mg£r6£.@#fc VX'Stc. r©5 
39. lmg ^ 7 — fls 0. 8ml Kigfc? U hl> ^^/l^T 5 V 3 jKSrAO*.* pH £ 7- 
8 tdPI^ U 5, 6, 7, 8-T- h7t Kd^r/y ^-8-3*- V 72. 4mg ^JOX-feo ^V>W& 

\z.ism\^T j *vm-i- h v vj* 4i.6m g , zczfrnm so m&naz.x&mre 22 m 
mmwvtco R&mT&. mmzm^v. M^y*^7A^oTh/7 

(2g, ^ n d sfc/W*/* * y — /WtK=7/3/0. 5)|;<to tiH Lfco r. tfMfc-g- 
1 mol/1 m®!7K^(-^Ufcmf-7KSr©*L, «SflMt<£«&a>46»l£ 
23. 3mg ^fifeg^i: LT#fco 
MS (FAB, Pos. ) : m/z=673 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =0. 90-1. 07 (2H, m) , 1. 23-1. 42 (2H, m) , 1. 55-1. 95 (l 
4H, m), 1. 97-2. 08 (2H, m), 2. 20(1H, d, J=ll. 8Hz), 2. 27-2. 36 (2H, m), 2. 65-2. 72 (2H 
, m) , 2. 75-2. 85 (4H, m) , 2. 87-3. 00 (1H, m) , 3. 01-3. 1 1 (1H, m) , 4. 28-4. 35 (1H, m) , 4. 3 
7-4. 42 (1H, m) , 4. 42-4. 52 (1H, m) , 4. 73 (1H, dd, J=15. 8, 5. 6Hz) , 4. 75 (1H, dd, J=15. 8, 
5. 6Hz) , 7. 36-7. 45 (3H, m) , 7. 46 (1H, d, J=7. 1Hz) , 7. 53-7. 56 (2H, m) , 7. 68 (2H, d, J=7 
. 8Hz) , 7. 85 (1H, d, J=7. 8Hz) , 7. 94-7. 96 (1H, m) , 8. 03-8. 06 (1H, m) , 8. 49 (1H, d, J=3 
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. 9Hz) , 8. 45-8. 60 (2H, brs) , 8. 96 (2H, brs) , 9. 04 (2H, brs) . 

25 : (2S)-2-(4-(5, 6, 7, 8-7- h^b Ko^yjJ >--8--< )VT gvtj 
±2. MVjdZJ y-5-(5.6,7,8-T- h^fc KP^ry y >8-^/U7^y)f$tl- 
± 7 * U W $ K Pfb^#) No. 261 OM^t 

^jfeffl) 25-1 : * 4-Boc-T 5 J * f/V-l-t7^y^;V/lfy|(M 
XVI-1) 

17-3 X°&lbh,tz<k&&l 209. 9mg 2r DMF4ml tCjgflfU i^-t-^vUv^ 
h 322 /z 1 h y ^tVT ^ > 262 ^ 1 JOitttat 18 H#|HJ8£#Lfc:. 

kj&**t«u $g&£e*u mm&isy **fW7j*9u«v vy^y^— (6 g , ^ 

db*^)KJ:oT|I!!U ^IEO<b^ 288.9mg ^r^Hfete^i: bT#fc„ 
MS (FAB, Pos. ) : m/z=316 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 47 (9H, s) , 4. 00 (3H, s) , 4. 82 (2H, d, J=5. 6Hz) , 4. 89 
(1H, brs) , 7. 48 (1H, d, J=7. 6Hz) , 7. 58-7. 66 (2H, m) , 8. 09 (1H, d, J=8. 3Hz) , 8. 11 (1H, 
d, J=7. 6Hz) , 8. 94 (1H, d, J=8. 1Hz) . 

mmm 25-2 : 4-boc-t ^^-i-t7 * u^tf^^m^t^m xvn-3) <s> 

^Sfctfil 25-1 X»'&btlK-ik&m 266. 6mg £ THF2. 7ml ,K.U^ * / — 2. 7ml liSt 

i moi/i frmt-r b v v^mm. 2. 7mi &na*.xmm.f* 5 «pmiw* u/t. 

S^HTf, JSii£e*U 3!Si9*KJ&#U 1 mol/1 m&zk$g?£T-®#f Lfc 0 
tffilfciMm K«t5w £KJ:9^lE<D<b^#j233.5mg£a&@#£: U 

MS (FAB, Pos. ) : m/z=302 [M+l] + 

»H-NMR (500MHz, CDCl^ : 8 =1. 41 (9H, s) , 4. 64 (2H, d, J=5. 8Hz) , 4. 89 (1H, brs) , 7. 
46 (1H, d, J=7. 5Hz) , 7. 57 (1H, t, J=5. 8Hz) , 7. 58-7. 68 (2H, m) , 8. 10 (1H, d, J=7. 5 Hz) , 
8. 19 (1H, d, J=8. 2Hz) , 8. 90 (1H, d, J=7. 5Hz) . 

nifcM 25-3 : N c -4-(N-Boc-T t/^L±2. h^^-N^Boc-^/l-—^:^ 1- 

l/y^W; K(fc£^XVHI-4)Q^5£ 
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MMM 23-2 T?#£> tlfcffc-g^ 170. 3mg £ DMF 3ml lC*§#U WSCI 
73.6mg % HOBt 42. 9mg, "Hftgftl 25-2 X^hfltzit^^J 78. 6mg ^Px: % ^*g.f 14 
WJf^bfco Si»T^L *§^£@5£U m^nn^Ali^U.l 

moi/i mm. i moi/i Tkmit-rhv ^^mm. g&fn&£*T*£u m7km& 

-r— dog, * n d*/ua/^ ^y-/u=30/i)iu,J:o-c*iit, mtd<D^t^m 

84.0mg £6 LT#fc„ 
MS (FAB, Pos. ) : m/z=655 [M+l] + 

25-4 : (2S)-2-(4-(5, 6, 7, 8-^ h7tKP^;D § > * ^~ 

M±Z LrlZk^XZlzSzlSjB, 7, 8-7- f7tKn^>!) >--8-^ tVT ^ S ) 
l-t7^1/y^^7$ K[fc^No.26](7>£fifc 

25-3 X&bthtcik&Vd 50. 4mg £y * y — 0. 5ml KW-M U 4 mol/1 

ttfflfc/^d-^-^^tift o.5mi &Mz.xmm.'e 2 ftNMmi'tio rj&&t%s mm 

U mJ£$£i& Lfc 0 r <D\\&m 50. 5mg 3r y * y —A- 1ml L, hV 

T 5: V 26. 9n 1 5, 6, 7, 8-x h7tKo^/y >-8-^"^ 28. 3mg £:TJ\ tK^ 

fti/7y^!7ft h V VJ* 15- Omg ^Utl, mSt 10 iKSrAO^T pH £ 4~5 
ill, ^ifiT* 19 B#WJ£#Lfc. K^^Tf, «I6U ««E*r^y 

n-v — (3. 5g, ^ n u tfvWA/y $ y — ;V 10/1. 5) l£ «fc otHH 

1 mol/1 ^tK^T-^S^S w t>«IS©fb£^©i&ifct& 52.8mg 

MS (FAB, Pos. ) :m/z=717 [M+l] + 

X H-NMR (500MHz, DMSO-de) : 8 =1. 75-2. 11 (10H, m) , 2. 13-2. 21 (1H, m) , 2. 31-2. 40 
(1H, m) , 2. 79-2. 84 (2H, m) , 2. 85-2. 91 (2H, m) , 2. 95-3. 03 (1H, m) , 3. 04-3. 20 (1H, m) , 

4. 41-4. 48 (1H, m) , 4. 58-4. 71 (3H, m) , 4. 79-4. 89 (2H, m) , 4. 95-5. 05 (1H, m) , 7. 39 (1H, 
dd, J=7. 8, 4. 8Hz) , 7. 43-7. 47 (1H, m) , 7. 49 (1H, d, J=8. 1Hz) , 7. 53-7. 59 (3H, m) , 

7. 60-7. 64 (lh, m) , 7. 69 (1H, d, J=8. 1Hz) , 7. 69-7. 75 (3H, m) , 7. 87 (2H, t, J=7. 1Hz) , 

7. 95-7. 99 (1H, m) , 8. 10-8. 13 (1H, m) , 8. 29 (lH, d, J=8. 5Hz) , 8. 37 (1H, d, J=6. 8Hz) , 

8. 48 (1H, d, J=3. 7Hz) , 8. 61 (1H, d, J=3. 9Hz) , 8. 78 (1H, t, J=5. 6Hz) , 8. 87 (1H, d, J=8. 
1 Hz),9.26(2H, br),9.74(2H,br). 
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26 : (S)-2-(4-(N-2-f3 V >VT X 7 * Wt7 h>T fVT %. J )-5-(2- 
\f =r y /UT 5 / ) ^Ife 1-7" 7 ^ U ^ f;W7 ^ K [j b^r^> No. 27] (PgSjilr . 

HJ£0iJ 25-3 X-nbtltzik-k!®) 26. 9mg ^ / — /U 0. 56ml U 4 mol/1 

mM/VttVStm 0.56ml «rJm*."CM-e2l*IWlt^Ufc. RJfc*tT&> ft«g 
U MJEfa&Lfco <D{k&y>} 50. 5mg £p< ^ 7 — /U 0. 56ml tC^fl? U h y ^ 
/UT 5 > 13. 9 n 1 2- tT y ^^T/U^t K 8. 2mg ^APx.T^?BT* 19 

#bfc c KJ&ftTSL MU ttflEttfllLfcgL 4ffi7K^^y-/W 0.56ml icj&fc 

U otm^iPLfco w^^tc7K^b^i>^^ * a io. 3m g ^D^T^ia-e 

77^-(1.5g,^nn tfvw A/7 * / — /U/tK=7/3/0. 5) «k o TffSg U 1 mol/1 

^TK^r-^a-rsr tict ogiBofc^oaagtt 2i.8 rag 

MS (FAB, Pos. ) :m/z=637[M+l] + 
'H-NMR (500MHz, DMSO-dg) : 5 =1. 78-1. 97 (4H, m) , 2. 96-3. 10 (2H, ra) , 4. 31 (2H, s) , 4. 
47 (2H, s) , 4. 58-4. 65 (1H, m) , 4. 72-4. 88 (3H, m) , 7. 44-7. 51 (3H, m) . 7. 54-7. 64 (6H, m) 
, 7. 68-7. 70 (2H, m) , 7. 88 (1H, d, J=8. 3Hz) , 7. 90 (1H, d, J=5. 9 Hz) , 7. 91-8. 00 (3H, m) , 
8. 10-8. 13 (1H, ra) , 8. 28 (1H, d, J=8. 8Hz) , 8. 30 (1H, d, J= 8. 5Hz) , 8. 63 (1H, ddd, J=4. 
9, 1. 7, 1. 0Hz) , 8. 71 (1H, d, J=4. 9Hz) , 8. 75 (1H, d, J=5. 4Hz) , 8. 86 (1H, d, J=8. 1Hz) , 9. 
30(2H,br),9. 83(2H,br). 

g&jjgL 27 : (S)-2-(4-((^ ^ *fS—>\>-2-< ^;V) T $ Z-*±M±2. hdJk 
T $ y)-5-((^ $^V— /U-2-^/lsf?/U)T* \z±Z± Wtf-AsT 

% K[^«gNo.28]<oaa3S 

25-3 X*mbtlfz.it&V!> 100. Omg 9 J—J\> 2ml W8#U 4 mol/1 & 

m/vtt-v^mm 2mi zmz-xmux- i.s mmmftvK.. tit. 

i^JEffc*! Lfc 0 r (Ommm 108. 2mg £ ^ * / — 2ml l^fl? U h U ^^/L'T ^ 
^ 51. 5^ 1 2— T 5 A-TJ/U^T/l^t: K 30. 9mg 5:J0x.tifiT' 24 B# 



87 



WO 01/79168 



PCT/JP01/03123 



U OtfcftSLfc. :©»»i:*$ft*!?*f h y r>A 26. 3mg *iDx.TM"e 

o. 5 b$hq$# ufc 0 s^»T«^«esr««i u mt* ^v* 7/^* ^j^w^y 

^7 7^-(L5g, ^ n n A/> ^ y -;WtK=7/3/0. 5) |C <t o TflM L, 1 

moi/i &m7km&x*#mi-z>z t^x^om^^^m 64.2mg £rS£@#:<i;bT 

MS (FAB, Pos. ) :m/z=614[M+l] + 

'H-NMR (500MHz, DMS0-d 6 +D 2 0) :. 8 =1. 70-1. 96 (4H, m) , 3. 02-3. 15 (2H, m) , 4. 47 (2H, 
s) , 4. 60-4. 65 (1H, m) , 4. 65 (2H, s) , 4. 75-4. 91 (3H, m) , 7. 48-7. 52 (1H, m) , 7. 54-7. 68 ( 
8H, m) , 7. 70-7. 74 (2H, m) , 7. 77 (1H, d, J=7. 6Hz) , 7. 89 (1H, d, J=8. 1Hz) , 7. 97-7. 99 (1H 
, m) , 8. 09-8. 12 (1H, m) , 8. 23-8. 28 (2H, m) . 

MMm 28 : (S)-2-(4-((l-^ gvW $ ¥^—>V-2-4 5vU) 7$/^ 

7 b4 >VT_ % j ) - 5 - ( (i-^ $ /U _ 2 -^ ^ T $ y ) 1-7- 

±flS7_ $ K [-fb^-^l No. 29] (D-rnffiL 
MMM 25-3 X*mt>tltzik'&!®! 100. 3mg — /I/ 2ml JJLjgfllU 4 mol/1 

wt/*s**"9->?m 2mi srjptttat? 4 ^mst^bfe. sj&«&tm, &«su 

«EEtej»Ufe„ w^$r^^y— /U2ml fc*fl?U h i> ^f^7 $ 1/ 51. 5/* 1 &U\ 
1-^ ^"^-2— T 5 AsDflsiSTnSf t K 37.4mg SrJDx.T^j&-e 24 *$fRfflfr 

bfc 0 KJfc**T&* **tU igJEftfllbfcgL m***;— ;\> 2ml iCjgflIU 

o^c{c^iPbfc„ z.(D&m\c7kmk*vm'}- b v vj± 33. img ^^-caa-e.o. 5 

7 >f — (1. 5g, ? n p tJv/U A/* * y *-/iV7k=7/3/0. 5) (C J: o T*fM U 1 mol/1 

:i(at) &te<Dffc-£4&©4SlfeE 75. 4mg £ £ b 

MS (FAB, Pos. ) : m/z=643 [M+l] + 

'H-NMR (500MHz, DMSO-d;) : 8 =1. 80-1. 97 (4H, m) , 3. 02-3. 17 (2H, m) , 3. 98 (3H, s) , 4. 
01 (3H, s) , 4. 55 (2H, s) , 4. 60-4. 66 (1H, m) , 4. 80 (2H, s) , 4. 81 (1H, dd, J=15. 6, 5. 6Hz) , 
4. 85 (1H, dd, J=15. 6, 5. 6Hz) , 4. 92 (2H, s) , 7. 47-7. 51 (1H, m) , 7. 54-7. 60 (3H, m) , 7. 
63 (1H, t, J=7. 1Hz) , 7. 69 (1H, t, J=7. 1Hz) , 7. 74 (1H, d, J=7. 3Hz) , 7. 76-7. 79 (4H, m) , 
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7. 86-7. 89 (2H, m) , 7. 96-7. 98 (1H, m) , 8. 10-8. 12 (1H, m) , 8. 29 (1H, d, J=8. 3Hz) , 8. 3 
7 (1H, d, J, 8. 5Hz) , 8. 78 (1H, t, J=5. 6Hz) ,"8. 89 (1H, d, J=7. 8Hz) , 10. 21 (2H, brs) . 

mmm 29 : (s)-2-(4-(g-y gyw § v^-^zdA^ ±M z s 1 * 

> yy /ut $ y ) -5- ( g-y gvu \f g —)v-2-^ fv* t x j) -gmk 1-r y * 

i/y^f;^7$ K [-fk^No.30] comm. 

MffiM 29-l:N a -4-(N-Boc-T^ / ^^/M^OyV/U-N'-Cbz-L-^-/^^^ \-T 
7^uy^f;W7$ R(fc^& XVI 1 1-5) 

8-6 XmbfrfZ4k&%> 5. 12g £r DMFlOOml KfetfU WSCI 2. 94g, 

DMAP 1. 88g RXfmmm 19-1 Xmbtltzit^ 2. 572g £*P;tTMT 16 Bf P^if 
^Lfc„ ^J&fcl-T^ U o*A^£#P;LT 1 inol/1 m^TK^ 

il£Ti5fc#- U %i%5.<Ofc&® 6. 21g UT#fc 0 
MS (FAB, Pos. ) :m/z=639[M+l] + 

Hffifl!! 29-2 : (S)-2-(4-(N-Boc-T $ / y ^/U) ^< ^-yV /KT $ 7)- 5-((l-y f- 
XXI-1) 0£-f& 

29-1 X-mhtltcit^m 209. 5m g ^y 8ml tL*gfl?L 10% Pd-C 

209.5mg ^*P^/«JEOtK*#BB«T^ 140^Wjjt^Ufc. SJ&fcTSL 
h«iaT?tt«CXt5Sj«ESrfi* LT»fc8H6£*fc!M * y -A* 5ml izmM U 1-y 
fvl-2-t: 0 ci — ^/UJjf^'VTA^t K 49.7/xl *1®iLtz.'&, SK^Dt5:i 
IdJ; pH £r*t) 5 i: Lfc #^T~>Xy7Rliffc**fiH- h y <7A 61.8rag 

&ap;t> mult 25 mmm.w^o s^UTt, ^ksts*u n&m&isv* 

?>VD 7A^cvh^77>f- (12g, y C3 o tfvuA/y * y — /l^=15/l) (Cj^-o Tiff 
SiU mm<Dik&Vd 101. 8mg LTifc, 
MS (FAB, Pos. ) :m/z=598[M+l] + 

•H-NMR (500MHz, DMSO-d,,) : 6 =1. 39 (9H, s) , 1. 63-1. 90 (4H, ra) , 2. 64-2. 77 (2H, m) , 3. 
57 (3H, s) , 3. 92 (2H, m) , 4. 17 (2H, d, J=6. 2Hz) , 4. 49-4. 54 (1H, m) , 4. 76 (2H, d, J=5. 6Hz 
) , 5. 94 (1H, m) , 6. 06 (1H, m) , 6. 72 (1H, m) , 7. 31 (2H, d, J=8. 3Hz) , 7. 44-7. 55 (5H, m) , 
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7. 83-7. 87 (3H, m) , 7. 93-7. 96 (1H, m) , 8. 04-8. 08 (1H, m) , 8. 49-8. 51 (1H, ro) , 8. 55-8. 5 
7(lH,m). 

m=Mm 29-3 : (S)-2-(4-((l-p< ^vW $ £j/^z2kz2zd2k2L 22k) Z * I £ ±M 
^<y^;ur$ y)-5-((l-^^b c D-;w2-^;u^f ;v)7 $ ^ \-±7 

fUls* f/U7 $ YUt&fo No. 30] Op*^ 

Uttiftl 29-2 -Znbfrtz.ik&m lOOmg ^ J —/Is 2ral t£*p¥U 4 mol/1 fflft/ 

X^tzM, mfc* * Ssl- 4ml iZLf&MV, h V xf;U7 5 > 83.9ai1 S.^ 
/U-2-^ ^ ^V— /U^/VTj^^ixT/l^r t K 22. lmg &l}UZ-X^ffi.~X? 3 H#|«Ht#Lfc. 

h y 12. 7m g ^aox, i*nijai:it^^^ 62 n#ra»#bfc. 

^ n n * y — 71^=2/1)^ io T!|*§!i Lfc 0 ^<Dik&m* 1 mol/1 

zK$£i&2ml t^«|L^{-7K*@*b, «fB<Bte«£4fc<DifiI&ft 71. 7mg 

MS (FAB, Pos. ) :m/z=592[M+l] + 

'H-NMR (500MHz, DMSO-de) : 5 =1. 72-1. 87 (4H, m) , 2. 91 (2H, m) , 3. 95 (3H,.s) , 4. 08-4. 
09 (2H, ra) , 4. 39 (2H, m) , 4. 53-4. 56 (3H, m) , 4. 76 (2H, d, J=5. 7Hz) , 5. 98-5. 99 (1H, m) , 

6. 22-6. 24 (1H, m) , 6. 78-6, 79 (1H, m) , 7. 45-7. 49 (2H, m) , 7. 53-7. 56 (2H, m) , 7. 71-7. 
73 (4H, m) , 7. 83-7. 86 (1H, m) , 7. 93-7. 95 (1H, m) , 7. 96-8. 01 (2H, m) , 8. 06-8. 08 (1H, m) 
, 8. 71-8.73(2H,m),9.00(2H,br). 

mMm 30 : (s)-2-(4-((^r $ gVrvkzW^ f;H7; 1 * 

T $ /)-S-((l-*<?/l't 0 u—/l'-2-'( /j't^-MT $ S)^MWt lz±7_? 
£211 K[{fr^toNo.31]<P8iUfe 

29-2 X*mbtltzit&yo 106. lmg J —/V 2ml tC^^? U 4mol/l 41 

m/*?**-*y 2mi ^*p^fc^, Mtc-c 3 ufc. 5.^7t, mm* 

®* LfcSL *StM ? / 8ml \Z.mm. . h V ^fVT ^ > 89. 0 ju 1 2-^ 
;^/-;^;^>-/7;vft K 25. 6mg Srj&Dx.TMT? 2 B^Jg^LfCo &£fit 



90 



WO 01/79168 



PCT/JP01/03123 



* vm-r v v $ a i3. 4m g zm*^ \z.mm\zm ufca* h 24 Nfiwa^ufc. s 

^7i, iimU S^i/y*^7i^^ n-^ ^77^- (lOg, ^ 
a n ^A/^ * / -A-=3/l) Id J; o -C*jf§g Lfc 0 - (Dit&tfo* lmol/1 ig^TK^ 
f£ 2ml {^fi?L7c^lC7k£©:feU ^lEO^b^^m^ 75.0mg 

MS (FAB, Pos/ ) : m/z=578 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 72-1. 91 (4H, m) , 2. 91 (2H, m), 4. 07-4. 10 (2H, m) , 4. 
39 (2H, s) , 4. 53-4. 57 (3H, m) , 4. 75-4. 77 (2H, m) , 5. 98-5. 99 (1H, m) , 6. 22-6. 24 (1H, m) 
, 6. 78-6. 79 (1H, m) , 7. 45-7. 48 (2H, m) , 7. 53-7. 56 (2H, m) , 7. 69-7. 73 (4H, m) , 7. 83-7. 
86 (1H, m) , 7. 93-7: 99 (3H, ra) , 8. 01-8. 08 (1H, m) , 8. 71-8. 72 (2H, ra) , 8. 98 (2H, brs) . 

HjfcffiJ 31: (S)-2-(4- ( (t: , 7 ^~;l^-3-^;u^f ;U)7$ / ^ f /U)-^y/^;U7 

$ y)-5-((i-^^/i^b°P— /u-2-^si>* *3-mt^ y)-£Mm U^T^/u 

KC^^ No.32]QMjt 

29-2 X-nbthtzik-kVl HO.Omg £^ 2ml (^g't, 4 mol/1 t£ 

m/^**V-^ 2ml £AQ;t7c:^ ^*&KT 3 l^S^Lfcio gJ^HTf, 

StM /Uml (d^L, h y^^/WT 5: >- 92.2 *z 12^15 1°7 

^— ^-3-^7/^>>>T^t k 21. 2mg ^D^.T^-e i6 mmmwi^tc. f®&* 
m=&\.*-'&. mfat? 4mi £*q;tT o^c<$£PL7t 0 r^tiu*^* 

h li 13. 9rag SrflD*:. (CiiatlL*^ 2 5 ^«^Ufc 0 SJSS 

n*/w*/y ^/-^=5/l)(Cj;o-r)fS®lL^ 0 Z.Oi£&9o%: 1 mol/1 ta^*^ 
f£ 2ml ^^Lfcm{C7K%@*L, ^I50>ft:^^^ 55.6mg 

MS (FAB, Pos. ) : m/z=578 [M+l ] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 72-1. 91 (4H, m) , 2. 91 (2H, br) , 3. 64 (3H, s) , 4. 07-4. 
22 (6H, m) , 4. 53-4. 57 (1H, m) , 4. 76-4. 77 (2H, m) , 5. 98-5. 99 (1H, m) , 6. 22-6. 23 (1H, 
m) , 6, 45-6. 51 (1H, m) , 6. 78-6. 79 (1H, m) , 7. 45-7. 49 (2H, m) , 7. 52-7. 57 (2H, m) , 7. 63- 
7. 65 (2H, m) , 7. 79-7. 80 (1H, m) , 7. 83-7. 86 (1H, m) , 7. 93-8. 00 (3H, m) , 8. 06-8. 08 (1H, 



91 



WO 01/79168 PCT/JP01/03123 
m) , 8. 70-8. 83 (2H, m) , 9. 00 (2H, br) , 9. 76 (2H, br) . 

mmm 32 : (s)-2-(4-ai-y gvi^^x^ ^ ^^—^-2-^ zaz 

^f/l/)^^^7$ y)-5-((l-^f;l/^yX/f ^V^/—/v-2-y(;V)^^-jVT 

I ) i^MM lz±7* fvkZ g K [jfc±fe No. 33] co^-Bfe 

HJ£#I 19- 2 -C#^tLfc^#J 100. 4mg £y * y — 1ml U 4mol/l 

it • lral &Jmx.Xm&X*3f$m$tWVtio SJS»T i »,»HE*r«*U 

Ty *y — /WC^flfcb, 7y/<- b IRA-410-C^fpUT^^ril^UfCo * 

^Sr^y * y —a* lmi tc^fl? u i-y 5v^-2-*a^ /w<>x>r s: ^y— /u 

53.8mg%*P;tM^1.5B#raKJf&bfc.„ S^ft^ftffi. #JEEft*iU ffgy * 
7 — tV 2ml l£*gsfl? U TkiJfte* ^^-^ h y ^ A 25. 6mg ^P^L, ^i&T* 0. 5 B#P^ 
bfc„ S^T^, ^Sr^SHi U * n n tfvW-M^fl? bfc&tca&Sfefc, ISfP 

^^^rixy tttfjVft 1 ? u-^ h^7 7^-(5g, ^ n n /Js^A/y ^ y — /U/tK 
=7/3/0. 5) 9 JltiSJU nhthtz^m^ 1 mol/1 ig&Srj&Ox., *»U 
«fB^-^4*Oi£K4e 28. 2mg Sr £ bT#fe c 

MS (Fab, pos. ) : m/z=693 [M+H] + 
'H-NMR (500MHz, DMSO-cU : 8 =1. 87-1. 97 (4H, m) , 3. 93 (3H, s) , 3. 97 (3H, s) , 4. 46 
(2H, s) , 4. 55-4. 62 (1H, m) , 4. 64 (2H, s) , 4. 67 (2H, s) , 4. 76 (2H, d, J=5. 6Hz) , 7. 36- 

7. 58 (6H, m) , 7. 71-7. 79 (7H, m) , 7. 93-7. 95 (1H, m) , 8. 01 (2H, d, J=8. 5Hz) , 8. 05- 

8. 08 (1H, m) , 8. 73-8. 76 (2H, m) , 9. 94 (2H, brs) . 

mi&m 33 : (S)-2-(4-((l-y ±A^y^± 5 ^-/-;W2-^;U^ ^/U)T ^ J 
;P)^y^^7^)-6-((l-^f /Ub°P-;W2-/f;Mf ;v)7^)^ 1- 
t7^1/y>^7$ K[-fb^ No. 34] comfit 

29-2 Ttf&Mxfc-ffcfrtt 156.3mg &y.*y—/U 2ml lC$g#?U 4 mol/1 

mm/ i?**-*^ 2mi &naz.iz&, mmxzix \*s &mm.w\.tL 0 kje&i*ti*, 

*K«re*bfcfL 07Ky ^y— A- 4ml tdi§$?U ^J^T $ > 131. 1 1 R 

i-y ^vu-2-tfvi^ /w^x-r 5: ^v— 62. 8m g fc-jtaa.-cM.-c 12 vz^mw 
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^{-TK^b^^mi- h V *7JU 19.8mg .^Dx. x li^fildM Vtfiti* h 30 

— (10g, ^nn^^A/^^y— /l^=lO/l) (C J: oT*iS!ibfCo Z<D<tG-V!)* 1 raol 
/l j&^**§M2ml Ul^L^c^TK-^fcU HISO^^KD^lt 44. lmg ^ 

MS (FAB, Pos. ) :m/z=642[M+l] + 

J H-NMR (500MHz, DMSO-de) : 8 =1. 73-1. 91 (4H, m) , 2. 09 (2H, br) , 3. 64 (3H, s) , 3. 85 (3H, 
s) , 4. 08-4. 12 (2H, m) , 4. 38-4. 43 (2H, m) , 4. 47-4. 59 (3H, m) , 4. 76-4. 77 (2H, m) , 5. 98- 
5. 99 (1H, m) , 6. 22-6.. 23 (1H, m) , 6. 79-6. 80 (1H, m) , 7. 29-7. 59 (6H, m) , 7. 60-7. 73 (2H, 
m) , 7. 84-7. 86 (1H, m) , 7. 94-8. 08 (4H, m) , 8. 70-8. 72 (2H, m) , 8. 96 (2H, br) . 

HHgy 34: (S)-2-(4-((f7/-W;M^)7^ J ^f;u)^y^;i^7 

T $ K [jfrg^ No. 35] (Pggjg 

H*S0!l 29-2 X*'&btltLtt&® 161. lmg £ry*y— A- 2ml KWM^ 4 mol/1 
^/v 5 ^-=3rifi/2ml &JP;Lfcm. tfilct 12 Ufc. KJ&fcTSL *£M 

£r@£ bfc^, 4KtK^ * / — A- 4ml t-Jgtf? U h V xf^7 5: >- 135. 1 n 1 
2-*vw ^ /l^T y*— 28. 1 n 1 SrflDfcT^ia-? 2. 5 B#|HJ»# Lfc. b 
fc^ &tM * 7 4ml *MtLX (fCK^n LfCo r (D^^TK^k^ 
hV ^A20.4mg^*P^, »*tcM»^I5U^fe20^Ma«ibfc. SlS»T«, 
SjW.Sre*U, *^7A^ n^r h 7 ^ — (10g, ^ o n*/i^/ 

y. — /U=10/l){dJ;o-riff^U^o Z<D4t&&l& 1 mol/1 2ml 
^L^IctK^@*L, SlE<Dte£-4fc<&*Hmfe 8l.4mg SrSfcttfeHttfc LT» 
/to 

MS (FAB, Pos. ) : m/z=595 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6 =1. 72-1. 91 (4H, m) , 2. 91 (2H, br) , 3. 65 (3H, s) , 4. 17-4. 
32 (2H, m) , 4. 53-4. 57 (3H, m) , 4. 76-4. 77 (2H, m) , 5. 98-5. 99 (1H, m) , 6. 23-6. 24 (1H, m) 
, 6. 78-6. 79 (1H, m) , 7. 45-7. 52 (2H, m) , 7. 53-7. 56 (2H, m) , 7. 65-7. 70 (2H, m) , 7. 83-7. 
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86 (2H, m) , 7. 88-7. 99 (4H, m) , 8. 00-8. 08 (1H, m) , 8. 70-8. 74 (2H, m) , 9. 02 (2H, br) , 10. 
14(2H,br). 

35 : (S)-2-(4-((l-;< * ?-J—)\s-2-4 T_§ J * ^)V)^< 

1/ -yV jvt. $ y ) -5- ( ^ — /w-2-^ ^ r ^ y ) #3j£g£ 1--7- :7 * 1^ 

^^•/UT^ K [>ffr^No.36] (DMm: 

mmm 35-1 : (s)-2-((n-bq C -t ^/^ ^vi/^^yy/uT ^ y )- s-((^r $ y-s 

XXI-2) (D-^fife 

29-1 -Z'&hfotz.W&m 233. 5mg Sr^y-A- 8ml 10%Pd-C 
233.5mg^D^, ^BEOTkm^H^TT? 140 Lfc 0 £!f»T^ -fc7-f 

h^ig-eM^u 5 ^^®* vrmzmmzm** ? y —a> 5mi \zm$ u 2-^ 

5 ^>^— /K#/M?3rv'77V'7*fc K42.2mg £2lP;ifciL 0 e C(C^£PLfc o ^"CTk 

mtfrtm-r hv*?j± 27.7m g ^p*., ortc-c 30 m^zx 1 b#^js#u 

tz. S^T#, «££©*U ^^v-y ^/u^A^ n-v V 7 =7-7 j — 
(12g, d n ^^2,/^ * J — /U=10/l) J: ctSi U mUWt-a-yo 108. lmg & 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 39 (9H, s) , 1. 42-1. 56 (2H, m) , 1. 72-1. 82 (2H, m) , 3. 
68 (2H, s) , 4. 12-4. 17 (2H, m) , 4. 43-4. 51 (5H, m) , 4. 75-4. 76 (2H, m) , 5. 29-5. 31 (2H, m 
) , 7. 30-7. 31 (2H, m) , 7. 44-7. 55 (5H, m) , 7. 83-7. 86 (3H, m) , 7. 92-7. 95 (1H, m) , 8. 04- 
8. 06 (1H, m) , 8. 48-8. 56 (2H, m) . 

mifcffl 35-2 : (S)-2-(4-((l-^ 5vW % T ^ J * ^/U) 

-o-^^/ut^ y)-5-((^r ^ /uy t ^ y ) 1-7-7 

is * $ K Uk^m No. 36] <D^& 

-mmm 35-1 Ttf&htltlit'&to 104. 2mg ? )V 2ml CL2g#PU 4 mol/1 
2ml ^P^Lfc^, ^ifi{c-r 2 ^JS^bfCc S^7t, «tt 
£@3:Lfc:^, SiTM^y — 4ml fcg#U Mjx^T*^ 89.3/zl .Rtf 
1-y ^VU~2— T 5 f/-/^M>->7/^fk K 29.4mg ^D^.T^i&t? 12 B^ffi 

^^w^bfc^, iSTK^^y— /v-4mi ^p^.t ortc^ipu^Co 
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<Dmmiz7km<k* h v vj± i3.5mg ^d^., &*\z.m.mz.m\^i£&b&s& 
mmwvtLo mm^^i^ mmzi/vxy^xv^twh?? 

-7 4 — (10g, ^nD^V^/- Z^l/DtC^oTifSMUfCo Z(Dik&m& 1 
mol/1 mm^m 2ml {^A?Ufc^tC7K^W* L, mU(Dit^<Dmm^. 34.7 
mg UT#fc 0 
MS (FAB, Pos. ) : m/z=579 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8=1. 74-1. 91 (4H, m) , 3. 91 (3H, s) , 4. 37-4. 59 (8H, m) , 4 
. 73-4. 77 (2H, m) , 7. 44-7. 71 (10H, ra) , 7. 84-7. 86 (1H, m) , 7. 94-8. 08 (4H, m) , 8. 69-8 
.72(2H,m). 

mmm 36 : (s)-2-(4-(u $ ^/-;h-^;m^)7; s * j-^^^vj >± 
t$ y)-5-((i-^^/w *yyf— /u-2-^/u^^/^)t$ i-t7»uy 

^f;>7-; K [Jfrg^to No. 37] <DMi£ 

Uli&ffil 36-1 : (S)-2-((N-Boc-T ^/^ f^)^y^;U7 ^ J )-5-((l-^ fvM[ 
XXI-3) (D^fife 

0&ffi0j| 29-1 255. 2mg £^ * y — 10ml 10% Pd-c' 

i70m g &im7Ls n&.<D7kmmm^,Tx~ 120 ^mmwvtz. 0 sj&j&t^, h 

ttiB^ttj^tJ^fc&e* LT#fc^E£r&7M * / — /w 8ml lc}g#p U f 
/l^2-f 5 ^/-/^/U3j?^i/7/bT t K 52.8mg &to*.iZ&, CCt^J^Ufco 
&^-07MMb*'7#-*- h y 17 A 30.2mg £?jD;t, O'CfCT 5'#M, 45 # 

mm^vit 0 . s^tm, «acsrS5feu, ?ii^!J*^7A^D-7h^7 

7^ — (13g, ^ p n*/U-k/p< ^ y — /u=10/l)|Cj;oTlliat, mU<Dfc&Vo 
117. 4mg LT#fc, 
MS (FAB, Pos. ) : m/z=598 [M+l] * 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 39 (9H, s) , 1. 73-1. 81 (2H, m) , 3. 57 (3H, s) , 4. 16-4 
. 17 (2H, m) , 4. 45-4. 49 (3H, m) , . 71-4. 79 (2H, m) , 5. 22 (1H, t, J=5. 6Hz) , 6. 70 (1H, d, 
J=l. 0Hz) , 6. 75 (1H, d, J=l. 0Hz) , 7. 00 (1H, d, J=l. 0Hz) , 7. 06 (1H, d, J= 1. 0Hz) , 7. 29 
-7. 31 (2H, m) , 7. 44-7. 49 (3H, m) , 7. 82-7. 85 (3H, m) , 7. 92-7. 96 (2H, m) , 8. 04-8. 07 ( 
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2H, m) , 8. 46-8. 48 (1H, m) , 8. 53-8. 56 (1H, m) . 

mmm 36-2 ; (s)-2-(4-((^r $ y>?— /u-2-^a^ t-m 7^/^ ±Mr5±^L± 
;±r % y)-5-( g-y ?vw $ /k* ±M Z % I > ^HM lz± z £ ^ 

> gV^Z § K No. 37] <D^J$ 

H%09 36-1 X-nbtltz.^^) 114. 4mg — A- 2ml toS$?U 4 mol/1 

mm/i?**^ 2mi &to*Ltz&, mmzx 2 mmmwi,tz 0 ej&&-t&, &m 

£^3r bfc^, «tM * y —/V- 4ml L, h y x^/U7 5 > 95. 8 M 1 

2— f 5 ^V—z^/V^dr^T/^t: K 22. Omg Sr^D^lT^jfi-C 16 B$mffiWVtz. 0 
• JSttteS* &7M*/-/U4ml ^r*Px.T O'CWMLfc, wO*«clC* 

SMb***-*- h y >?J* 14.5mg SrAnx., Lfcitf h 4.5 

(10g, ^ p p*/U-A/^ — /V=2/l)(Cl«toT**i5{L7c 0 Z.<Oi\&m* 1 mol/1 
i£$?7K*gfj£ 2ml {^«?L7b^(C7K^@^L, ^IB^k^O^ig 81. 3mg 

MS (FAB, Pos. ) : m/z=579 [M+l] * 

'H-NMR (500MHz, DMSO-de) : 6 =1. 77-1. 91 (4H, m) , 3. 93 (3H, s) , 4. 37-4. 38 (2H, m) , 4. 
50-4. 59 (5H, m) , 4. 73-4. 77 (2H, m) , 7. 44-7. 70 (10H, m) , 7. 82-7. 88 (1H, m) , 7. 92-8. 01 
(3H, m) , 8. 06-8. 08 (1H, m) , 8. 62-8. 75 (2H, m) , 10. 05-10. 15 (2H, m) . 

37 : (2S)-2-(4-(r*-2-b 0 =t U ^ / * fvkUlZ h 4 /U7 5 7 )-5- 
(5, 6, 7, 8-^ h z t Kn»yyy-8-^^7^y)^fi l^t^Jl>2L22kZ-§ 
KCJb^No. 38] Olil 

HJfcflil 37-1 : N°-4-(N-Boc-T $ y p< gvU^2 b d! /V-N'-Cbz-L-^/U^^-^ 1- 
£Z*±ikl?Lf2kXl K(Jb£-4ft XVII 1-6) (P-^fifc 

H»!j 8-6 X*&btltlih&<&) 209. lmg £ DMF 4ml U:*gfi?U WSCI 91. 5 

mg, H0Bt54.0rag x HJ£0!| 25-2 X+ftbtltiik&fo 85. 5mg ^P^l, ^2&-C 19 R$ffi 

^«riD^.T«c#, at^UTSHBO-fb^ft 155. lmg k LT#fc„ 

MS (FAB, Pos. ) :m/z=689 [M+l] + 
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'H-NMR (500MHz, DMSO-tQ : 8 =1. 41 (9H, s) , 1. 48-1. 62 (2H, m) , 1. 63-1. 82 (2H, m) , 2 
. 99-3. 10 (2H, m) , 4. 52-4. 61 (1H, m) , 4. 62 (2H, d, J=5. 9Hz) , 4. 81 (2H, d, J=5. 9Hz) , 5. 
00 (2H, s) , 7. 28-7. 39 (6H, m) , 7. 40 (1H, d, J=7. 3Hz) , 7. 45-7. 49 (1H, m) , 7. 49-7. 61 (7H 
, m) , 7. 86 (1H, d, J=8. Hz) ; 7. 95-7. 98 (1H, m) , 8. 07 (1H, d, J=7. 1Hz) , 8. 15 (1H, d, J=8. 1 
Hz) , 8. 24 (1H, d, J=8. 1Hz) , 8. 59 (1H, br) , 8. 67 (1H, d, J=7. 8Hz) . 

37-2 : N tt -4-(N-2-fc"=t V jVT ^/ * ±M±2. h^^-N f -Cbz-L-;*v^- 
fyi-t7^ww; K(te^XXIV-l)<?>£5fe 

MMM 37-1 T-mtbtltzikG-ya 149. 6mg Sr^ * y — >V 1. 5ml izmmV. 4 mol/1 

mm/^^^mm i.5mi s^px-t^ut- 2.5 mmmwvti, sj^h-t^. ^ 

fct U ^J£$£*Pi Lfc 0 - (Dik&m 70. Omg £^ * y — /U 2. 8ml U h V =c 

f-/\^T 5 ^ 48. 0/x l.Xtf, 2-fc°!) v^TA'X t K 12. 0/z 1 ^Dx.T^i&T* 1 ff$fSB 
Jt^bfCo S^Tm^<lr@*L. ^JE^Lfc^&TM ZJ—JV 6.5ml £ 
iJO^T 0t:tC^iPLfc o Z(Dm&lZ7kmik*Vmi- h V <?J* 22.8mg ZtiflZ-X. 

iia-c- 15 ^Jt^U7-c„ ^^T^, mm\^ti 0 mmzisvutf/^y^tu 

**■ 4 — (3.5g, p ;o^V^ — A- 20/l){^J;oTif#®iU ^IB<^> 

40. 4mg £ £ LT#fc 0 

MS (FAB, Pos. ) :m/z=680[M+l] + 

'H-NMR (500MHz, DMSO-de) : 5 =1. 52-1. 58 (2H, m) , 1. 70-1. 78 (2H, m) , 3. 02 (2H, m) , 3. 
89 (2H, s) , 4. 21 (2H, s) , 4. 53-4. 59 (1H, m) , 4. 81 (2H, d, J=4. 9Hz) , 4. 99 (2H, s) , 7. 21- 
7. 40 (7H, m) , 7. 44-7. 52 (3H, m) , 7. 52-7. 61 (6H, m) , 7. 78 (1H, td, J= 7. 6, 1. 7Hz) , 7. 8 
6 (1H, d, J=8. 1Hz) , 7. 95-7. 98 (1H, m) , 8. 09 (1H, d, J=7. 1Hz) , 8. 21 (1H, d, J=8. 3Hz) , 8 
. 23 (1H, d, J=8. 5Hz) , 8. 47 (1H, d, J=5. 6Hz) , 8. 56 (1H, t, J=5. 6Hz) , 8. 64 (1H, d, J=7. 8H 
z). 

MMM 37-3 : (2S)-2-(4-(N-2-fc 8 =i V JVT $ J * bdl±Z % I )~5~ 

(5,6,7,8-rh7l: Kp3ryi)>-8-^/U7$y)ffi l-t7^uy^f;U7$ 
KHfr^No. 38] Q-frfifc 

37-2 ■Vmbtl1Zlk&® 32.7mg ££ri^*1^/7k(=8/2)*gf& 1.5ml (C 
|gfl?U 10%^ 7 v^^-* — tf> 32.4mg ^iDx.. .^fif»7kS?#ffl5tT"T? 24 
MUWtfc. KJfci&TgL fcfei&Sr-fc^ hilta©l-<fcoTI&5feU KffiTT?«RK*' 
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*&®Mfc24.9mg £#fc 0 m^r^^y— /V 0.5ml U 5,6,7,8-7=- 

h7t Kn^y U 7. 9mg RXf* ftmiti/T J * h U ? A 4. 7mg 

&*D;i, St& 7 n*MXX pH £ 4-5 tti£Kf^Lfc 0 £ifi-C. 15. 5 P#IWaE#U 

oo*^A/^^y— /i«=io/2)^J:oT»54Lfe«C l mol/1 m&*:1&xMWk. 
«JEttflfe-TS Ciia?) «lB^k^* 9. 7mg UX#fCo 
MS (FAB, Pos. ) : m/z=677 [M+l] + 

'H-NMR (500MHz, DMS0-d 6 ) : 8 =1. 62-2. 01 (7H, m) , 2. 30-2. 40 (1H, m) , 2. 78-2. 88 (2H, 
m) , 2. 95-3. 03 (1H, m) , 3. 04-3. 22 (1H, m) , 4. 47 (3H, m) , 4. 61-4. 70 (1H, m) , 4. 79 (2H, s) 
, 4. 83 (1H, d, J=15. 6, 5. 6Hz) , 4. 85 (1H, dd, J=15. 6, 5. 6Hz) , 7. 37-7. 42 (1H, m) , 7. 47-7 
. 51 (2H, m) , 7. 52-7. 64 (5H, ra) , 7. 67-7. 73 (3H, m) , 7. 80 (1H, d, J= 7. 1Hz) , 7. 88 (1H, d, 
J=8. 1Hz) , 7. 93 (1H, td, J=7. 6, 1. 7Hz) , 8. 07-8. 13 (1H, m) , 8. 26-8. 33 (2H, m) , 8. 49 (1H 
, d, J=4. 6Hz) , 8. 71 (1H, d, J=4. 8Hz) , 8. 76 (1H, brs) , 8. 87 (lH.'d, J=7. 8Hz) , 9. 10 (2H, 
br),9.80(2H,br). 

Hi 38 : (2S)-2-(4- ( (N-^ $ ^S—tW-Jfr* £M 7$/* ±M±2. ^ 
/VTjl y)-5-(5,6,7,8-7 L b KajPZJj ^-8-^^7$7)^fi 9 \s 

l/* ±AST_ ^ K No. 39] <DM%k 

Hlfeffil 38-1 : N a -4-(T ^> ±M^S^ZA2kZ. t /-N 8 -Cbz-L-^-/U^^^ 1- 

mmm 29-1 x+'&hM^w&m 351. 2mg^pn 5mi \z.mmv. yd? 
/^drk 5mi ^p^fcc 15 ^> aswsrwtt, m^tiitrnm^^v *>? 

)\,*=7K?w b ^ 7 ^ — (lOg, ^nn*;W^y- /^=5/l) t£ £ 9 )fit®£ U 
. mU<Dik&tfo 363. 7mg Sr^ftfeSffi: ttffc, 
MS (FAB, Pos. ) : m/z=539 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 42-1. 56 (2H, m) , 1. 70-1. 84 (2H, m) , 2. 96-3. 06 (2H, m) , 
4. 08-4. 13 (2H, m) , 4. 48-4. 53 (1H, m) , 4. 74-4. 79 (2H, m) , 4. 98 (2H, s) , 7. 26-7. 37 (6H, 
m) , 7. 45-7. 50 (2H, m) , 7. 51-7. 58 (4H, m) , 7. 84-7. 88 (M, m) , 7. 92-7. 98 (3H, m) , 8. 05 
-8. 09 (1H, m) , 8. 20 (2H, br) , 8. 52-8. 59 (2H, m) . 
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mmm 38-2 : N tt -(4-(N-(^r ^ gy^zJkilzdJk* ±M Z % Z * ±*dsSk^Ld. 

/M-N'-Cbz-L-avW^^ l-t7» gvWT ^ KtfbiHft XXIV-2) <D&f& 

38-1 X%bMz.ik^ 107. 2mg * J —A* 5ml l^fl? U hV 
;VT^ > 28 1, 2— f 5: ^*/Hj?#VTA^*t K 19mg ^Dx., 2 BfiJUM 

#LfcgL **ib* b y *A 23mg ^AP^o 20 K^te^y*** 

(5g, ^ p a * y -/p=5/l) Kl «fc «9 fftK USHetfMfr&to 72. 2mg 

MS (FAB, Pos. ) :m/z=619[M+l] * 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 41-1. 58 (2H, m) , 1. 70-1. 84 (2H, in) , 2. 97-3. 05 (2H 
, m) , 4. 48-4. 53 (1H, m) , 4. 75 (2H, d, J=5. 6Hz) , 4. 98 (2H, s) , 6. 79 (1H, s) , 7. 02 (1H, s) 
, 7. 26-7. 38 (6H, m) , 7. 42-7. 48 (4H, m) , 7. 51-7. 57 (2H, m) , 7. 82-7. 90 (3H, m) , 7. 93-7 
. 96 (1H, m) , 8. 04-8. 08 (1H, m) , 8. 44 (1H, d, J=8. 1Hz) , 8. 51 (1H, t, J=5. 7Hz) . 

38-3 : (2S)-2-(4-((N--f $ ?S—)V-2-4>\<* ±A$ 7^/^ gv^<^/ 

>r^r$ y)-5-(5,6,7,8-7- h7fc K£jy p >--8-^^t^ y)^rmEfe iz±z* 

l/V^W-; K [fc^ No. 39] 

HJS^J 38-2 X-nbthtzikG-®) 71. lmg Srv^rlf-.:/ 2. 8ml. tK 0. 7ml fclJ&SIU 
5%Pd-C35mg $r^JPifc 0 S^^TK^g^b, 22 B#F B m. RltM* ? '? ' *7 4 A* 
>—G4 t-«t «9iij§U M^litf:. #^ttfca?^5r^ ^y-^ 3.2ml 
fl? U 5, 6, 7, 8-7" h7t Kd^U ^-8-^">- 21mg, h U $ ^ 28 M 1 

^p^fco 19 RfcrniZTkmikfrvm-r hvtJ* i5mg ^d^^ 0 15 

Y #=7 -7 J — (2. 5g, ^ ct n zjvl- A/7 * 7 -/V/tK=7/3/0. 5) \Z. X V WW: U# btl 

izmm&**y-A'fmkk\sxmmm&'>mnx.iZo isttgasrarauu mm*m 

^LT#WcffeVoy7'l: < 1 mol/l jfe»«r*p^.»«|U, 7 * y -^&U 
«JEE8;*iU m&<0<k&V8<0£.&&.21. 7mg £Jtfe@#£: L.T#fCo 
MS (FAB, Pos. ) :m/z=616[M+l] * 

'H-NMR (500MHz, CDCU : 5=1. 68-2. 03 (5H, m) , 2. 29-2. 36 (1H, m) , 2. 50-2. 63 (2H, m 
) , 2. 92-3. 17 (2H, m) , 4. 36-4. 47 (3H, m) , 4. 48-4. 60 (3H, m) , 4. 76 (2H, d, J= 5. 4Hz) , 7. 
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34-7. 40 (1H, m) , 7. 42-7. 48 (2H, m) , 7. 50-7. 56 (3H, m) , 7. 65-7. 75 (5H, m) , 7. 82-7. 8 
9 (1H, m) , 7. 93-8. 08 (4H, m) , 8. 46 (1H, t, J= 4. 6Hz) , 8. 59-8. 72 (2H, m) , 9. 06 (1H, br) . 

39 : (S)-2-(4-(QW ^ f />) 7 / ^ f 1 7 

/UT 5 7)-5-(2-b°=» y ;VT $ l-t7^ uy^f ;^7iK Ut^®) 

No. 40] <£>Mif 

MMM 39-1 : N a -4-(T ^77 ^vl/)^ A-T S y -N d -Cbz-L-^-/U^i^-^ 1- 
1-7 $ UZ/*j-;VT ^ K XXIII-2) (D&tfL 

mmm 37-1 x-mhm^^m 291. omg^^nn 4. 4mi u h y 

/UA/^ * y — /1^10/1 )(Cj;i9iffiMb^l5^b^ 306.2mg UT. 
MS(FAB,Pos. ) :m/z=589[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 49-1. 64 (2H, m), 1. 67-1. 83 (2H, m), 3. 00-3. 10 (2H, m 
) , 4. 57-4. 63 (3H, m) , 4. 79-4. 86 (2H, m) , 5. 00 (2H, s) , 7. 28-7. 39 (5H, m) , 7. 48 (1H, d 
d, J=7. 1, 8. 1Hz) , 7. 52-7. 71 (6H, m) , 7. 87 (1H, d, J=8. 1Hz) , 7. 95-8. 00 (1H, m) , 8. 08- 
8. 13 (1H, m) , 8. 18 (1H, d, J=8. 5Hz) , 8. 27 (1H, d, J=8. 5Hz) , 8. 30-8. 40 (2H, br) , 8. 62 ( 
1H, t, J=5. 8Hz) , 8. 77 (1H, d, J=7. 8Hz) . 

39-2 : N a -4-(>T ^ ^/-;W2-W A** f-tVT $ 7 * 1-7 h ^ A*T ^ 
7 -N 8 -Cbz-L-^yU= f; ^ ^ K<D {\^m XXIV-3) 

HKSFlI 39-1 X*mbftK.it&m 304. Omg £7:* 7 -A- 9ral \Z.mM U 2— f 5 
— ;Vt>?^if^^T?^f\L K 55mg £#P;U 3 0P^jf#L*:&, TK^b^^^^h 
y ?A 59mg Ztox.tCo 1 NfMSL SM-^y^^^UO^, # 
^nrtaS^ri/y^y/^^A^D-e h^^7^ — (lOg, ^Dn*/^^;- 
A-10/1) J: 9 &fifM U$l!5<7Mt-^ 204. 4mg SrgfcJt&Hft: £ UT*# fe e 
Hjifeffl 39-3 : N a -4-(>T $ A~2->f 5vl-T $ 7 7 J->\<)-f7 y 4 jVT v 

y-L-Jr;v~=3-^ \-±y_* w>-7 gvWT ^ K (ik&Vd xxv-i) tp^-gfe 
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mmm 39-2 -cm^titiit^-m 7o.om g ic h y -7/i>*u&m 1.75ml, ^r^y 

—JV 0. 49ml, m-y 0. 44ml OS^^Ptfc. 30 ft'&m&titefflfc U 

&*WtU '^IS^k^ 112. 5rag LT#fc e 

39-4 : (S)-2-(4-((N--Y $ !k=2odJk^ *?MT% J * h 

-outs y)-5-(2-t°=» vsut* /)^mm i z ±z±±^AS2kZI i k 

No. 40] 

M18&M 39-3 -Cmt>tlfc.4t&V0 56mg * / — /U 1. 4ml (C^f U t°y 
TA-^fc K 7uL hV^^TH^ llnl ZMx.^ 17.5 mffl&, RfcmiZTkm 
Itfrtmi- h y ?A 6mg &1mz_tL 0 2 BTOif#& x SM^>i©^y^^/Hr 
APx^iU ^tifcMSrv-y -tof/v* vJ^fti^ F^77^f- (lg, ^udtJs 
AA/y * y -/U/tK=7/3/0. 5) «fc t) MM U#k;ftfc^ie<Dte^3l~ 1 mol/1 
l^^^P^-, it2§f£@U ^lEOte^$3<D:&&il8.3mg Sr&^fegffci: LT#fc 0 
MS (FAB, Pos. ) :m/z=626[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : d=l. 78-1. 97 (4H, m) , 2. 47-2. 60 (4H, m) , 3. 00-3: 12 (2H, m) 
,4.31 (2H, t, J=5. €Hz) , ) , 4. 57-4. 67 (3H, m) , 4. 78-4. 90 (3H, ra) , 7. 44-7. 78 (12H, m) , 
7. 74-8. 00 (4H, m) , 8. 10-8. 14 (1H, m) , 8. 28 (1H, d, J=9. 3Hz) , 8. 33 (1H, d, J=8. 5Hz) , 8 
. 64 (1H, d, J=4. 9Hz) , 8. 73 (lH, t, J=5. 6Hz) , 8. 88 (1H, d, J=8. 1Hz) , 9. 29 (2H, br) . 

mifc&\ 40 : (2S)-2-(4-((N-^ ^ y^-/W2-^/l/^ ^/U)T $ y * <3-/V)~r-7 h^f 
AT^/)-5-(5,6,7,8-^ h^b Kn^r/ V >-8-^ )VT $ / ) l-j-^fls 

39-4 X^btltzit^ 13. 7mg £p< ? / 0. 69ml iZfgffi U 5, 6, 7, 8- 
rh7t Kn^yyy-8-^y5.7mg, H^69,ul* Tkmiki/TSfrtmi- h y * 
i»4.8mg^D^fc 0 2 0^ SJ&f££it*iU #'b*tfc3li6£v' V *>?)VD 
J^W^W^yj-if}. 5g, ^ n o J*/* $ y — /W7k=7/3/0. 5) (C cfc «9 *stSg 
U^tWtSsiSK 1 mol/1 i£g££;!jn;t % ^*£f£@U mt<D\\L^ 8. 2mg £G 

MS (FAB, Pos. ) :m/z=666[M+l] + 
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'H-NMR (500MHz, DMSO-cg : 8=1. 74-2. 08 (8H, m) , 2. 79-2. 88 (2H, m) , 2. 94-3. 19 (2H, 
m) , 4. 43-4. 50 (1H, m) , 4. 57-4. 69 (3H, m) , 4. 79-4. 90 (4H, m) , 7. 37-7. 77 (12H, m) , 7. 79 
-7. 91 (2H, m) , 7. 96-8. 00 (1H, m) , 8. 09-8. 13 (1H, m) , 8. 28-8. 34 (2H, ra) , 8. 49 (1H, d, J= 
4. 6Hz) , 8. 70-8. 77 (1H, m) , 8. 87 (1H, d, J=7. 1Hz) , 9. 08 (2H, brs) . 

41 : (S)-2-((4-^T~vV * f ;l/)-5-(N-2-t'3 V t±T ^ 

lz±Z£ Ul/**5->vT% K[^#>No.42]QMjt 
MMM 41-1 : 4-(N-Cbz * ^ A-) Offrg^ XVI 1-4) <D^^L 

TfT|g<^ 4-T 5 / *^Vl^S.«fc 5g & 1 mol/1 TK^b^ h V J±7k&m 33ml 
{31*&fi?U ^i&^#T^Vi^l^nn3}vl^- h 5.2ml t 1 mol/1 7k®Hfc-7- h 
y 40ml ^|^^F(C#^^*D^fCo 3 BfP^ 1 mol/1 J£I££ 

AP;L P H3 £U ^fttS^^^^^^-f^^— G4 \z& «9iHSULfc 0 ilt^TkiftU 
-^I^Tift^U ^Effc^UT^lEOfb^^efeStti: tt 8. 162g#fc 0 

'H-NMR (500MHz, DMSO-dg) : 8 =4. 26 (2H, d, J=6. 3Hz) , 5. 05 (2H, s) , 7. 30-7. 40 (7H, 
m) , 7. 88 (2H> d, J=8. 3Hz) , 7. 91 (1H, t, J=6. 3Hz) . 

mi&m 41-2 : N°-(4-(N-Cbz)T ^ /^f ;^y/>f^)-L-t;V=f V $ \s 

>*?s\sT$ K«b^XX-l)Q^ 

HJSIRI 23-2 X*'&htltz.ik&ya 350mg £ DMF 7ml \Z.WM U WSCI ig^ik 265. Og, 
DMAP 169mg, Hife^jJ 41~1 X'nhtltcit^^} 276. Omg ^Ap^T^ta"? 24 tiffflfflfc 
Lfc„ S^T^, ^K*e*bT^nn^AtC^#U, 1 mol/1 ffltotem. 

fmmm^m-i- v v u «SBbK*^ h y ufc. 

*^*7A^ uv h^77^- (20g, ^ n c^/W-k/y 9 J—tv 
=10/1) Tit®} Ufco C <£> b % 130mg Stt* * J —A* 2. 6ml U 4 mol/1 

/^=^1»-^^2.6ml §riOtti^70^WLfc„ KJ&ii&T^L 

HflSflll 41-3 : (S) -2- ( (4- (N-Cbz) 7>/^ ^/W< y^/V)7^) -5- (2- b'jj) 
/KT $ / ) ^m^g 1-7- 7 * *f-;VT $ K (fc^ XXI-4-1) O^fifc 
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Hi£0!l 41-2 -enbthtlfc&m 0. 15g &y * J — >V 3. 0ml K&ffiV, 2-H°V V 

yj/i'ft k o.o2 g> ;*.mik*?m-t- h y ?a o.o4 g , Mjx^j^y 

0.02g ^*Pxfc e ^J&^<^t££g^£JE^T:i3<fc^r P H5 KWU ^fflT 48 
(15g, ^ o n z}vUA/y * y — ;V=10/1) KTHflH U «SEO^-^ft 0. 05g %m&m 
MS (FAB, Pos) : m/z=630 [M+l] + 

J H-NMR (500Mz, DMSO-dg) : 8 =1. 52-1. 62 (2H, m) , 1. 78-1. 85 (2H, m) , 2. 64 (2H, m) , 3. 90 
(2H, brs) , 4. 26 (2H, d) , 4. 49 (1H, m) , 4. 75 (2H, ra) , 5. 05 (2H, s) , 7. 27 (2H, m) , 7. 33 (2 
H, d) , 7. 36 (4H, m) , 7. 38 (1H, m) , 7. 46 (2H, m) , 7. 53 (2H, m) , 7. 75 (1H, m) , 7. 84 (3H, m) , 8 
. 05 (1H, m) , 8. 50 (1H, m) , 8. 53 (2H, m) . 

HlftflU 41-4 : (S) -2- ( (4- (N-Cbz) 7^/> ^vW< > y> A/)7$y) -5- (N-Boc-2- 
t°=i y /i^y ±A£jsMM lz±2-g 22kZ § Kjjbj^ XXI-4-2) <p£- 

H»J 41-3 -C'&hthtzikSm 0. 05g £ DMF1. 0ml, h y a^A'T $ ^ 0. Olg (C 
ifiTiTLv 1.5 B»wat#Ufc 0 SJE&«^«MttjHU. matte.**. 

U *7^^D-7h^77^-(6g, ^nn^l/A/y *y — /V=30/l)T*ff$JiU, 
W&Vik&m 0. 04g Sr^lfett^ i: LT#t. 
MS (FAB, Pos) : m/z=730 [M+l] * 

'H-NMR (500Mz, DMSO-do) : 8 =1. 24, 1. 35 (9H, 2s) , 1. 50 (1H, m) , 1. 59 (1H, m) , 1. 73 (2H 
, m) , 3. 21 (1H, m) , 3. 32 (1H, brs) , 4. 25 (2H, d) , 4. 36, 4. 40 (2H, 2s) , 4. 48 (1H, m) , 4. 73 
(2H, d) , 5. 05 (2H, s) , 7. 15 (1H, d) , 7. 23 (1H, m) , 7. 33 (3H, m) , 7. 37 (4H, m) , 7. 45 (2H, m) 
, 7. 53 (2H, m) , 7. 73 (1H, m) , 7. 84 (3H, m) , 7. 93 (2H, m) , 8. 47 (2H, m) , 8. 53 (1H, m) . 

mmm 41-5 : (s) -2- ( (4- t ^ > y gvw< > yy r $ y ) -5- (n-boc-2- t^y 
41-4 x*mbthtzik&®) 0. 02 g £y * y — a- 0. 5mi icmffiZits ^# 

ffl^T 10%Pd-C0. 02g U 7k^#H^T^fiT- 2 R$Mjft# Lfc 0 KJ»T 
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41-6 : (S)-2-((4^7 = ^^fMy^;l>)7; 7)-5-(2-fc°=* V /V 
mH&m 41-5 X~&t>tltz.ik&® 0. Olg & DMFO. 3ml is* f;Ut 4 7 

— /p^/u#>ixT ^ i/^mmm. o. oi g &#o;t, h y ^ >x p h £ s > u 

— (5g, ^ u u */^/^ * y -/U/tK=7/3/0. 5) X-mmis. O.Olg ^fife^^t 
LTttfCo rtb^r^^y— A 0.3ml l£*gfl?U ^i£T 4mol/l mM/i? 

o.3mi ^Tb^eo^* 3 ^it#ufc 0 fcj&mte$mTi&m$tmi^ ZLfc&ft 

O.Olg £r#7c e *7i»^n-7h^77^-(0.5g > ^ n p fr/VA./* ? / — 

=7/3/o.5)fHiL i moi/i mm^m^x^mv. mu<D^mcom.mm. o.oig 

MS (FAB, Pos) : m/z=538 [M+l] * 

'H-NMR (500Mz, DMSO-de) : 5= 1. 75-1. 87 (4H, m) , 2. 98 (2H, brs) , 4. 29 (2H, s) , 4. 
46 (2H, d) , 4. 55 (1H, m) , 4. 76 (2H, d) , 7. 40-7. 45 (5H, m) , 7. 50-7. 59 (3H, m) , 7. 84-7. 90 
(2H, m) , 7. 93-7. 97 (3H, m) , 8. 06 (1H, m) , 8. 61 (1H, m) , 8. 66 (1H, brs) , 9. 22 (2H, brs) . 

Ulifeffil 42 : N° -(4-(N-2-fc 0 =i V AST K / ^/W)^^yV A-)-L-T/U=¥^^ 1- 
t7^^^7$ K Dffrg-^No.43] <D$km 

M1&&U2-1 : N tt -Fmoc-N G -Pmc-L-T/b^r^^ 1-7^7' 9 ±A^T % K0fb£*4£> 

XXVII-l)(Z>g-J& 

rfT|£<D N a -Fmoc-r^-Pme-L- T ~ > 301. 4mg £r DMF6.0ml WSCI *g 

$?t& 132. lmg RV< H0Bt90. 3mg Sr^Px., *£fl?$i2rfc e V^f? 9 Ul/ * 

5vK7^>98.0 /xl «r»D*.TMt?20l^iajtt^bfco KJ&lfcTgL 
U 8H6&fy -fr?;^? f^77^- (30g, ^ n p *A-i»/y ^ y — a- 

=20/1) iotJIMt, mtZCDlt^yo 259. 7mg £ 6 #.?&i£4£> £ LT#*: 0 

MS (Fab, pos. ) : m/z=788 [M+l] + 
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'H-NMR (500MHz, CDC1 3 ) : 8 =1. 24 (6H, s) , 1. 4-1. 5 (2H, m) , 1. 6-1. 7 (3H, m) , 1. 75-1. 
84 (1H, m) , 2. 05 (3H, s) , 2. 44 (3H, s) , 2. 47 (3H, s) , 2. 50 (2H, t, J=6. 8Hz) , 3. 0-3. 2 (2H 
, m) , 4. 00 (1H, t, J=7. 1Hz) , 4. 21 (2H, d, J=7. 1Hz) , 4. 2-4. 3 (1H, m) , 4. 69 (1H, dd, J=13 
. 4, 5. 3Hz) , 4. 81 (1H, dd, J=13. 4, 5. 3Hz) , 5. 9-6. 2 (3H, brs) , 6. 04 (1H, brs) , 7. 15-7. 
5 (11H, m) , 7. 65 (1H, d, J=8. 1Hz) , 7. 70 (2H, d, J=7. 6Hz) , 7. 91 (1H, d, J= 7. 8Hz) . 

42-2 : N°-(4-(N-Boc-N-2-t: 0 :3 ]} >VT ^J* ^/W-^^^/lQ-^-Pmc-L- 

42-1 X-nbtltcit^ 200mg * DMF4.0ml U $?x^7 5y 

0.4ml £JO;i, tl&T' 30 #MJfc#L;fc. ftttfrfirau X^^^ 

^T-lfc^bfCo -tt?r DMF4ml {C*gfl?U WSCI86. 3mg x HOBt51. 5mg, HJ£«FiJ 1-2 
X-'&tbtltiik&V!) 131. 2mg £;&D;t, 3. 5 BWBJttfcLfco S^7t, 

?r©*U ^vt^i/V Xy/i'XyJ*? u^r h?*7 zr^ — (5g, ^Dn^/y^ 
y-;^25/Di:J:oT)»liL, Mm<n<k-&Vo 127. lmg Srefetettfei: LT#fc 0 

MS (Fab, pos. ) : m/z=904 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 28 (6H, s) , 1. 43andl. 45 (9H, brs) , 1. 4-1. 5 (2H, m) , 1. 
77 (2H, t, J=6. 8Hz) , 1. 8-1. 95 (2H, m) , 2. 06 (3H, s) , 2. 46 (3H, s) , 2. 47 (3H, s) , 2. 56 (2H 
. t, J=6. 8Hz) , 3. 1-3. 2 (1H, m) , 3. 3-3. 4 (1H, m) , 4. 44 (1H, brs) , 4. 48 (1H, brs) , 4. 56 (2 
H, brs) , 4. 70 (1H, dd, J=15. 4, 5. 8Hz) , 4. 88 (1H, dd, J=15. 4, 5. 8Hz) , 5. 9-6. 2 (3H, brs) 
, 7. 1-7. 35 (6H, m) , 7. 35-7. 45 (4H, m) , 7. 64 (1H, td, J=7. 6, 1. 7Hz) , 7. 65-7. 75 (3H, m) , 
7. 8 (1H, m) , 7. 95 (1H, d, J=5. 6Hz) , 8. 52 (1H, brs) . 

MM®! 42-3 : N a -(4-(N-2-fc'=» V ;±T ^ J * f ;U)xy>/^ ; u)-L-7^^=^ 1- 
•f-7 9\sls*^-,VT* K No. 431 <D&& 

42-2 "C# btltzit&yo 90. 2mg 5r ^ d n /Jv^i* 0. 45ml fCl^? U M) 

7/^pft» o.45mi ^DA^ia-c-i!fejt^ufc 0 u 

l&it&i/V •fr?>\'3> z 7 2*t yy^yj — dog, ^ p p tJvV A/^t ^ y — 
=7/3/0.S)tCj:o-T»»t, lmol/1 ^7K^%*PxT,*^b, 
0^^16.4mg LT#fc 0 
MS (Fab, pos. ) :m/z=538[M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 4-1. 6 (2H, m) , 1. 7-1. 8 (1H, m) , 1. 8-1. 9 (1H, m) , 3. 1 
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-3. 2 (2H, m) , 4. 31 (2H, s) , 4. 54 (2H, dd, J=14. 0, 5. 6Hz) , 4. 77 (2H, d, J=5. 6Hz) , 7. 4-7 
. 7 (1 1H, m) , 7. 8-8. 1 (7H, m) , 8. 4-8. 55 (3H, m) , 9. 5-9. 7 (2H, brs) . 

43 : N°-( 4-(N-2-b°=x ]) ;VT ^/^ £A±£Z h">T/^)-L-T/^=> 
Z7*\sl/* ±AS7 ^ K No. 441 (DMit 

43-1 : * 4- (N-Boc-N-2- b tt a U ;U7 ^ 7 ^ f2kihlz±Zg 
(jbja^ VI-8) <n-£-j& 

mmm 17-3 xmhtitLit^m 1. 5oo g £ dmf 30ml ic^?u #^#y *a 

750.91111, 2-t°= y/l^T^ ^ 1.63ml ZIWtL. ^®T* 12 B#F B Uf#L£lo BL^T 

AfgiL, mmzmix, mm^mvxmm^h87 e ^m^m^tvxmtz 0 

r *l£ DMF 30ml U h V ^A-T ^ ^ 1. 5ml v> t-^/Uv^/UzK^ 

— h 1.85ml (8. 06mmol)^Px., m&X 22 Btf^jf^ bfc 0 S^T^iHlU. ^ 
i££ y U ^A^D-^hi/^^^ — (i00g, i//m&=- fvw=3/2) d «k 
otHlU ^I2^b^ 1. 60g LT#fc„ 
MS (FAB, Pos. ) :m/z=407[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 45 (9H, s) , 4. 00 (3H, s) , 4. 43and4. 61 (2H, 2s) , 5. 04an 
d5. 11 (2H, 2s) , 7. 10-7. 33. (2H, m) , 7. 34-7. 40 (1H, m) , 7. 52-7. 65 (3H, m) , 8. 00-8. 23 ( 
2H, m) , 8. 51 (1H, d, J=4. 4Hz) , 8. 91-8. 96 (1H, m) . 

mt&ffl 43-2 : 4-(N-Boc-N-2-fc J =i V /UT ± ;V)-\-t7 5 U^jj/l>7$>M 

(ik&Vn VII-11) <D^J& 
HJ£#|.43-1 XmhiXt^^m 1. 60g & THF16ml %.Xf* # J — ;V 16ml izmM U 

i moi/i jumt-r y v tJ±7km& iemi &d\\z_x&m.x is mmmw^tio 
mmz^izv, mm^i^mv. 1 moi/i m.m*mmxmvri.ti 0 mm. 

f£flfei-S r £ IcXVmtZnik&WJ 1. 3537g LT*#fCo 
MS (FAB, Pos. ) :m/z=393 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 5 =1. 33andl. 37 (9H, 2s) , 4. 41and4. 51 (2H, 2s) , 5. 02an 
d5. 07 (2H, 2s) , 7. 19-7. 28 (2H, m) , 7. 36-7. 45 (1H, m) , 7. 62 (1H, td, J=6. 9, 1. 4Hz) , 7. 
67 (1H, td, J=6. 9, 1. 4Hz) , 7. 75 (1H, td, J=7. 6, 1. 8Hz) , 8. 09-8. 23 (2H, m) , 8. 51 (1H, b 
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rs) , 8. 91 (1H, d, J=7. 8Hz) . 

MMm 43-3 : N tt -(4-(N-Boc-N-2-b°=t ]) jvy ^ J * ±A£±Z t d M -I^-Pmc-L- 
TA^£=^Jz±Z^J^2il2kZI: K Ofb-S-4fo XXIX-2) (D&f& 

mi&m 42-1 T-'&btltzit'g-Vd 253. 4mg £■ DMF 5ml KlJgflPU &^/UT 5 ^ 

o.5mi «ran*.icaat»4^Mj«#bfc 0 RjE*Tfi» u nssft«L 

7c e ^tLSr DMF 5ml fcljgfllU WSCI 91. 8mg,H0Bt 54. lmg RTfMMM 43-2 

•Vftbtlltfc&b 141. 2mg iJDiTiiaT? 17 *WHHJ|#Lfc. SfSiHTf, 
£@3rU ^ Po^/i/Al^fifU 1 mol/1 1 mol/1 ^Wtit-f- h V t^fc 

> V * tfjVli 7A^D7f^77^- (15g, ^ n n jjvUA/y * y — /W=30/l) \Z. X 
otiiL, mS.<Oik&®> 252. 5mg Sr»fettfB*:|ttfc LT#fc 0 
MS (FAB, Pos. ) : m/z=954 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 28 (6H, s) , 1. 44andl. 49 (9H, 2s) , 1. 52-1. 65 (2H, m) , 1 
. 70-1. 82 (3H, m) , 1. 83-1. 98 (1H, m) , 2. 05 (3H, s) , 2. 44and2. 45 (6H, 2s) , 2. 54 (2H, 
t, J=6. 6Hz) , 3. 10-3. 33 (2H, m) , 4. 37and4. 51 (2H, 2s) , 4. 69-4. 91 (3H, m) , 4. 96and 5. 
00 (2H, 2s) , 6-. 14 (3H, br) , 7. 08-7. 16 (2H, m) , 7. 20-7. 35 (3H, m) , 7. 37-7. 57 (6H, m) , 7 
. 58-7. 61 (1H, m) , 7. 69 (1H, d, J=8. 1Hz) , 7. 77-7. 82 (1H, m) , 7. 97 (1H, br) , 8. 10-8, 21 
(2H,m), 8. 49dH.br). 

MMM 43-4 : N a -(4-(N-2-b e n y./KT $ J * ±A^Y±2_ M-L-T 1- 
± 7 * U is * <J-/VT $ K \£&M No- 44] (D&$L 

MMm 43-3 T-mbtltLik&m 119. 7mg uu^jVJx 1. 2ml KlStfU OtKl 
»*PUThy7/U^-nR» l.2ml *A0^ ^MrQ 4 R$m&# Ufc. mj&fcT&s 

7 4 — (5g, 2 a D TjvbA/;* ? J — /U/tK=7/3/0. 5) l£ <fc o T*f M U 7 9 * *> 3 
^«r«»Ufc. r.tt^ 1 mol/1 4ttI*7Ki£«l-i&«¥U SliBSU 
fcHtt^-^i^^UT^SEOffc-a^ 25. 5mg UT#7t 0 
MS (FAB, Pos. ) : m/z=588 [M+l] + 

'H-NMR (500MHz, DMS0-d 6 ) : 8 =1. 53-1. 70 (2H, m) , 1. 70-1. 80 (1H, m) , 1. 80-1. 92 (1H, 
m) , 3. 09-3. 20 (2H, m) , 4. 47 (2H, s) , 4. 55-4. 70 (1H, m) , 4. 78 (2H, s) , 4. 80-4. 95 (2H, m 
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) , 6. 8 (1H, br) , 7. 40 (2H, br) , 7. 46-7. 50 (2H, m) , 7. 54-7. 64 (5H, m) , 7. 67-7. 72 (2H, 
m) , 7. 80 (2H, d, J=7. 3Hz) , 7. 87 (1H, d, J=8. 3Hz) , 7. 93 (1H, td, J=7. 8, 1. 7Hz) , 7. 96-7 
. 99 (1H, m), 8. 11-8. 13 (1H, m) , 8. 26 (1H, d, J=8. 5Hz) , 8. 30 (1H, d, J=8. 5Hz) , 8. 71 (1H 
, d, J=4. 9Hz) , 8. 74 (1H, t, J=5. 9Hz) , 8. 85 (1H, d, J=7. 8Hz) , 9. 84 (2H, br) . 

mmm 44 : n"-(4-(^ $ £>^^w/k* ±n£ t k ; * ±a^±z. v*<^)-l-t 

mM®\ 44-1 : N a -(4-((N-Boc-N-^r $ /W-2--Y ±£>) 7^/^ -f? 

Y 4 /^-^-Pmc-L-T^^^ > lz±Z^ ^~2¥Z. § K iS&k® XXIX-3) 

42-1 T*#<b*V7bfb^ HO. Omg £ DMF 2. 2ml K*£fl?U v'xf/UT 5 
0.22ml ZtoTLXm^X* 2 B#r B m#bfc„ 5^Jt, *§jg££fi:feU 
^Ufc 0 ^tt^ DMF 2ml fc?g#U WSCI tftifttt 40. Omg.HOBt 22. 5mg ^X^MMm 
17-4 X-'&btltlik&im 53.3mg SrAP^T^T* 17 P^Jl^ Lfc 0 SJ&if&T^ 
^£©*U ^ nn*A-A{;:^?U 1 mol/1 1 mol/1 tK^L^ h !> ? 

i!:V^y;^7A^n-7 b^^^^f — (7g, ^nD*;WA/^^/-;U=25/l) 
(aotHit, ^IB^b^59.7mg ^M^mm^t UT#fc e 
MS (FAB, Pos. ) : m/z=943 [M+l] + 

'H-NMR (500MHz, CDCl- 3 ) : 8 =1. 28 (6H, s) , 1. 49 (9H, s) , 1. 50-1. 70 (2H, m) , 1. 76 (2H, . 
t, J=6. 8Hz) , 1. 70-1. 81 (1H, m) , 1. 83-1. 97 (1H, m) , 2. 06 (3H, s) , 2. 45and2. 46 (6H, 2s 
) , 2. 55 (2H, t, J=6. 6Hz) , 3. 08-3. 30 (2H, m) , 4. 25 (2H, s) , 4. 70-4. 80 (2H, m) , 4. 81-4. 
95 (3H, m) , 6. 17 (3H, br) , 6. 87 (2H, s) , 7. 18 (1H, d, J-7. 3Hz) , 7. 31 (1H, tj=7. 8Hz) , 7. 
36-7. 51 (7H, m) , 7. 65-7. 78 (1H, m) , 7. 71 (1H, d, J=8. 1Hz) , 7. 80-7. 83 (1H, m) . 7. 93-8 
. 00 (1H, m) , 8. 13 (1H, d, J=8. 5Hz) . 

mt&m 44-2 : N g - (4- ( (N-^T $ ffV— A-2--Y ±M ? * I * ±M ± Z h d ,X/ 

)-L-T/i^¥^^ \-±7± ^A±2kZl± Effr£4» No. 45] <d&& 

mmm 44-1 x-mbtitzit&vo 53. 7mg uu&/uj* i m i izmmv. o°cic?$ 
*p l-c h v y/v^-x2jsm urn mm.x 5 vzmffltvtto muz 
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— (2. 5g, * a n * A- A/* * / —/U/tK =7/3/0. 5)|C±o T¥f M U 7 7 ^ *> a V 
Sr*»Lfc. -rtLSr 1 mol/1 ttM^c»jftKi««b. WffiU 7kT**$iLfc^£ 

MS (FAB, Pos. ). : m/z=577 [M+l] + 

J H-NMR (500MHz, DMSO-dg+DjO) : 8 =1. 53-1. 70 (2H, m) , 1. 70-1. 80 (lH. m) , 1. 80-1. 90 
(1H, m) , 3. 08-3. 20 (2H, m) , 4. 55-4. 62 (3H, m) , 4. 77-4. 95 (4H, m) , 7. 47-7. 51 (1H, ni) , 
7. 54-7. 65 (5H, m) , 7. 66 (1H, d, J=7. 3Hz) , 7. 71 (1H, t, J=7. 1Hz) , 7. 75 (1H, d, 7. 3Hz) , 
7. 89 (1H, d, J=8. 1Hz) , 7. 97-8. 00 (1H, ra) , 8. 09-8. 12 (1H, m) , 8. 22 (1H, d, J=8. 5Hz) , 

8.26(1H, d, J=8.5Hz). 

MMM 45 : N tt -(2-(N-2-t° J V ;VT ?vu) ^^-5->f ^/^=-/V-)-L- 

T/U=¥- > 1-t- 37 ^ U > p< g^kZ $ K [jbj^ No. 46] (Digit 
j£6feffU 45-1 : N a - (2- (N-Boc-N-2- fc° a U /UT $7^ ±M M° V i?>-5-4 >Vi$ 
^/^-l^-Pmc-L-T/l^^^^ lz±Z-2. $ K(Jfr£fo XXIX-4) Q-g-fifc 

Hfttil 42-1 X*'&btltz<t&yo 116. 8mg £ DMF 2ml togflSU v^^vWrT ^ > 
0.2ml SrAP^r^i&-e 2 ^it#bfeo S^Tf, *£8£&@*U 
Tto m£ DMF 2ml L, WSCI 44. 5mg, HOBt 24. 4mg RZFMMM 12-3 

X~'&bfttcfc<a-V!) 50. lmg <^An^T^fi-e 17 fl#|BHfc#Lfc. RMTix Iffitt^ 
U^dd rtvW^?ta?U 1 mol/1 jfttt. 1 mol/1 y^miti- h V ^7k*§ 

V Jjtfjlsjj? J*? n-v h^y — (lOg, ? n n^^A/p< y^=15/l)^J:o 

x*tisiL, mttfosm 118. omg £jtfe&fi?fc#c^ bx^yto 

MS (FAB, Pos. ) : m/z=905 [M+l] * 

•H-NMR (500MHz, DMSO-de) : 8 =1. 23 (6H, s) , 1. 31 (9H, s) , 1. 49-1. 68 (2H, m) , 1. 73 (2 
H, t, J=6. 8Hz) . 1. 69-1. 79 (1H, m) , 1. 79-1. 90 (1H, m) , 2. 00 (3H, s) , 2. 45and2. 46 (6H, 
2s) , 2. 55 (2H, t, J=6. 6Hz) , 2. 99-3. 12 (2H, m) , 4. 47-4. 55 (1H, m) , 4. 52, 4. 56, 4. 60an 
d4. 65 (4H, 4s) , 4. 73 (1H, dd, J=15. 2, 5. 6Hz) , 4. 78 (1H, dd, J=15. 2, 5. 6Hz) , 6. 37 (2H, b 
r) , 6. 67 (1H, br) , 7. 25-7. 40 (3H, m) , 7. 45-7. 47 (2H, m) , 7. 50-7. 56 (2H, m) , 7. 78 (1H, 
td, J=7. 6, 1. 7Hz) , 7. 82-7. 86 (1H, m) , 7. 92-7. 96 (1H, m) , 8. 03-8. 06 (1H, m) , 8. 21 (1H 
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, dd, J=8. 3, 2. OHz) , 8. 51 (1H, d, J=4. 9Hz) , 8. 58 (1H, br) , 8. 73 (1H, d, J=7. 1Hz) , 8. 98 
-8. 99(lH,m). 

MMm 45-2 : N 0 -(2-(N-2-fc°=' V >VT ^/U) M° V v^-5-^T JVj) frtf—A')- 

45-1 X*mbtlKLik&m 45. Omg n u tfvVA 0. 5ml fc'»J*U or^ 

~7 4 — (2g, ^ n xx 7is,UJ±/?i ? y — /W7k=7/3/0. 5) ^<fc o X*fj^ U 7 7 ^ 3 
^Sriittbfco rtv^r 1 raol/1 t£ife7K»«EI-»#bv «*SU 
JCHflcSrai— 7Vl^Tifc# LT^fS<D{b-S^ 10. lmg *&&MVfb LT#fc„ 
MS (FAB, Pos. ) : m/z=539 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 48-1. 64 (2H, m) , 1. 78-1. 95 (2H, m) , 3. 09-3. 19 (2H, 
m) , 4. 43 (2H, s) ,A. 49 (2H, s) , 4. 50-4. 58 (1H, m) , 4. 77 (1H, d, J=5. 6Hz) , 6. 90 (2H, br) , 
7. 40 (1H, br) , 7. 45-7. 50 (3H, m) , 7. 52-7. 57 (3H, m) , 7. 64 (1H, d, J=8. 1Hz) , 7. 78-7. 88 
(2H, m) , 7. 91 (1H, td, J=7. 6, 1. 7Hz) , 7. 92-7. 98 (1H, m) , 8. 05-8. 10 (1H, ra) , 8. 39 (1H, 
d, J=7. 1Hz) , 8. 66 (1H, d, J=4. 9Hz) , 8. 98 (1H, br) , 9. 14 (1H, br) , 9. 83 (2H, br) . 

Hjfeffy 46 : N°-(5-(N-2-t: 0 J V ?VT_ ^ J * ^M^*? =^^-2-4 J^Z> s^tf—M- 

gjfcgU 46-1 : N a -(5-(N-Boc-N-2-t: 0 3 V M T $ J * ^fV^-^TV S V-2->T tyl3)\> 
^^/^-^-Pmc-L-T/U^^^ Xsl/* 5 KMfc-frflF XXIX-5) <D&!& 

MMM 42-1 X'&btltzik&ya 199. 5rag £ DMF 4ml Kl*£fl?U i/^^T 5 ^ 
0.4ml ^DxttfiTMI^WLfc, S^7t> SSKSrSScU, S^KIl 
fc 0 DMF 2ml fc*g#U WSCI m$®& 72. 9mg,H0Bt 40. 4mg RXfmMM 14-2 

X'&bi%tiik&®> 93. Omg &flJ;fcTM-C 17 B#P^jg# Ufc 0 Sl£?^Tt, »3K«r 
@3rU ^B^|:g)!?l, 1 mol/l 1 mol/1 7k$Ht-7-by !7AtK^ 



110 



WO 01/79168 



PCT/JP01/03123 



MS (FAB, Pos. ) :m/z=910[M+l] + 

'H-NMR (500MHz, DMSO-cQ : 8 =1. 2-1. 6 (2H, m) , 1. 23 (6H, s) , .1. 30andl. 47 (9H, 2s) , 1 
. 63-1. 82 (2H, m) , 1. 73 (2H, t, J=6. 8Hz) , 2. 00 (3H, s) , 2. 45 (3H, s) , 2. 46 (3H, s) , 2. 54 
(2H, t, J=6. 8Hz) , 2. 99-3. 10 (2H, m) , 4. 38-4. 45 (3H, m) , 4. 58and4. 65 (2H, 2s) , 4. 73 
(1H, dd, J=15. 1, 5. 4Hz) , 4. 76 (1H, dd, J=15. 1, 5. 4Hz) , 6. 39 (2H, brs) , 6. 68 (1H, brs) , 
7. 00 <1H, d, J=12. 9Hz) , 7. 18-7. 24 (1H, m) , 7. 18-7. 24 (1H, m) , 7. 44-7. 48 (2H, m) , 7. 5 
0-7. 55 (2H, m) , 7. 74 (1H, in) , 7. 77 (1H, td, J= 7. 6, 1. 7Hz) , 7. 83-7. 86 (1H, m) , 7. 92-7 
. 96 (1H, m) , 8. 02-8. 05 (1H, m) , 8. 51-8. 58 (3H, m) . 

46- 2 : N«-(5-(N-2-b°=» V ±T $ J * ±A$ ^-^rV £ 1^-2— ( ;Vt>>Vi$^>V 
)-L-T/\s*?~l/l-t7# \s^**3-;vT?L K Uk&Wi No. 47] CQ^ffc 

mt&M 46-1 t^htlftit^lfo 121. 6mg * ? n n afc/UA lml U 0X:K$> 

— (4g, ? o P * y — /U/7k=7/3/0. 5) ^ £ o T*f ^ U 7 7 * > 3 

1 mol/1 «Lifcdc«fKlC«ffU % &*§U 7fc-C#S&L;fc&fc@ 
^^ai-x/U-ei5fe#LT^|BO^#»51.6mg^e^@^^ LT^fc e 
MS (FAB, Pos. ) : m/z=544 [M+l ] + 

^-NMR (500MHz, DMSO-oV : 6 =1. 42-1. 61 (2H, m) , 1. 74-1. 90 (2H, m) , 3. 05-3. 19 (2H 
, m) , 4. 30 (2H, s) , 4. 43-4. 51 (3H, m) , 4. 75 (2H, d, J=5. 9Hz) , 6. 80-7. 10 (2H, brs) , 7. 3 
2-7. 60 (1H, brs) , 7. 36 (1H, d, J=3. 7Hz) , 7. 43-7. 52 (4H, m) , 7. 52-7. 57 (2H, m) , 7. 58 
(1H, d, J=8. 1Hz) , 7. 82-7. 89 (2H, m) , 7. 92 (1H, td, J= 7. 8, 2. 0Hz) , 7. 93-7. 96 (1H, m) 
, 7. 99 (1H, d, J=3. 7Hz) , 8. 05-8. 08 (1H, in) , 8. 66 (1H, dd, J=4. 9, 1. 7Hz) , 8. 73 (1H, d, J 
=5. 9Hz) , 8. 81 (1H, d, J=8. 1Hz) , 9. 94 (2H, brs) . 

47 : N°-(4-(^ 5 Vy—^-2—(/Upt <3- ;V ) T * ; ? h^/lQ-L-T 

1/ 2- (3-^r yK!J M ^±/kZ § K Uk&M No- 48] <pmm 

47- 1 : N " -Fmoc-N'-Pmc-L- T/^^r~> 2- (3-^ > KU M^fVT ^ K(ftS 
XXVI 1-2) (P^Efe 



111 



WO 01/79168 



PCT/JP01/03123 



rfrflfcO N a -Fmoc-N G -Pmc -L-TAs^—ls 2.000g v h ]} 5 ^ 0. 798g io&Xfi 
HOBt 0. 673g <D^tK DMF20ml ^{C, WSCI ttifttt 0. 954g &;bfl;tT 16 H#Wlfctfi L 
fcO*), *§l&3r@*Lfco ^it^r* a ns^A 20ml tc^fbT lmol/1 
30ml ^i&fn^TK^ h y ^^imWi 30ml Tig#;i5fc#U iSTkfifE^^^* 

— (75 g , 2%y * y -/iv* n ci a) -emt5 rtia^ «sa«>^«5 

i. 606 g &mm&mftt l-c#/c„ 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 26 (6H, s) , 1. 24~1. 29 (2H, m) , 1. 42-1. 52 (1H, m) , 1. 55 
-1. 65 (1H, m) , 1. 74 (2H, t, J=6. 8Hz) , 2. 09 (3H, s) , 2. 55 (3H, s) , 2. 55-2. 58 (2H, m) , 2 
. 58 (3H, s) , 2. 91 (3H, m) , 3. 00-3. 18 (2H, m) , 3. 42-3. 52 (1H, m) , 3. 60-3. 70 (1H, m) , 
4. 00-4. 08 (1H, m) , 4. 08 (1H, t, J=6. 8Hz) , 4. 25-4. 32 (2H, m) , 5. 8-5. 9 (1H, bs) , 6. 0 
-6. 1 (2H, bs) , 6. 6-6. 7 (1H, bs) , 6. 95 (1H, s) , 7. 01 (1H, t, J=7. 3Hz) , 7. 10 (1H, t, J-6 
. 1Hz) , 7. 21-7. 32 (4H, m) , 7. 35-7. 40 (2H, m) , 7. 50 (2H, d, J=8. 3Hz) , 7. 52 (1H, d, J=7 
. 6Hz) , 7. 73 (2H, d, J=7. 6Hz) , 8. 64 (1H, s) . 

Hjfcff!) 47-2 : N a -(4-(N-Boc-N-^T ^ y-S—/l~-2-'(A'* gvW T K J * ±J^±2. b 
4 M -l^-Proc-L-T/U^^ > 2- (3->T is K V /U) ji^/UT ^ K (ik&m XXIX-6) <D& 

MMm 47-1 1?&lz>tl1t4k&fa 0. 322g DMFlOml i^M^. v?xf/U7 

^o. 059 g t-c 2. 5 R#ra»t#Lfc©"fci&[fce* bfc c rtucmsfli 17-4 

T^l±>htcfc&yd 0. 153g £ HOBt 0.0595g ^Dx."C, DMFlOml {C^^-^t/c 
WSCI i£mt£ 0.084g SrAn^.T 12 B#RHI#Lfc» S^(-tK 0.5ml ^P^fc 
IS^IL, * n D/t^A 5ml .trSsaPLT, 0. 25mol/l 4ml • &ft£*Sb*c& 

•j-mj ^-mcjssr 4mi -egfe^, mm±* i 7j*-Qzmi,MMm£:vtz 0 mz>ti 

fciB«£4*«:, >J # f^U 7A^n^f^77>f- (5g, 0-6%;* * y — n a 
tfvuiO -Ci»§SN-<5 ^ tc J: t> . aUB^fc-^ 0. 0579 g * i; tt#fc 0 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 23-1. 38 (1H, m) , 1. 29 (6H, s) , 1. 45-1. 75 (2H, m) , 1. 52 
(9H, s) , 1. 78 (2H, t, J=6. 6Hz) , 1. 78-1. 88 (1H, m) , 2. 09 (3H, s) , 2. 55 (3H, s) , 2. 56 (3H 
, s) , 2. 60 (2H, t, J=6. 8Hz) , 2. 90-3. 00 (2H, m) , 3. 10-3. 30 (2H, m) , 3. 44-3. 54 (1H, m) , 3 
. 60-3. 70 (1H, m) , 4. 27 (2H, s) , 4. 58-4. 65 (1H, m) , 4. 85 (1H, m) , 4. 93 (1H, d, J=15. 9Hz) 
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, 6. 05-6. 12 (1H, bs) , 6. 12-6. 20 (1H, bs) , 6. 80-6. 96 (2H, bs) , 6. 99 (1H, s) , 7. 05 (1H, d 
t, 1. 5Hz, 9. 3Hz) , 7. 13 (1H, t, 3=7. 3Hz) , 7. 21 (1H, d, J=6. 3Hz) , 7. 34 (2H, d, J=7. 8Hz) , 
7. 44-7. 52 (2H, m) , 7. 56 (1H, d, J=7. 3Hz) , 7. 97 (1H, d, J= 7. 3Hz) , 8. 23 (1H, d, 3=7. 6Hz) . 
gajjgU 47-3 : N tt -(4-(^ 5 ;V-2—j}V^ ±A£T I * gvWlZ hdlMzkl 

T/W^- ^ 2- (3--^ > K V ;v)^;VT 5 K [ffr§^ No. 48] (Dctrfit 

47-2 X'&btltiik&m 0. 0499g n n sivl^ 1ml $gfffi&3JC?fr U h 
o.5ml ^Tlf:, ^2&T 5 BtPe'ftf #LfcO*>. ^©irU 
lmol/1 3ml Wod*M 2ml SrS&bn U 7k*l£#gtLT^ n n 
2ml -C«&#- UJgjfce* L^Co # <b*lfcSl?t lmol/1 * 7 -A-^fc^D 

tt^Ifit, tK 0.25ml &£TfT-£h^ 5ml SrJDx.r, 3§£ LfcH^SrlCZ 
v^y *^V*7^^ n-v hi/^^^ — (1. 5g, ^nn*;l/V^^/-/l' 
/32%^7K^=7/3/0.5)T**f©tLfc„ #e»Hfc^^^ lmol/1 t&m 1ml tC^ 

n&%Lm£"£z>zi:iz£<o, mu<Dit-&m<Dmm& o. oo4o g £ 

MS (FAB, Pos. ) : m/z=580 [M+l] + 

48 : N a -(4-(^ ^ ^V— /U-2-s(;ls* f-fV) T $ / * gv^±Z MIMzLzZ 

(l , S)-(l > -(l-^-^^/^)ji^yW)T^ KRb^No.49]Q^ 
48-1 : N"-Fmoc-N c -Pmc-L-T^^^ V (!' S) - (!' - (l-T 7 ^/U) T 
^ K Uk&W xxvil-3) o-g-fifc 

rfr|g£> N°-Fmoc-N G -Pmc-L-T/U^=^ 1. 334g N (S)-l-(l-t7f ;U7 5 

> 0. 568g *5 «fc t5 HOBt 0. 449g <D#£7fc DMF13ml WSCI 0. 636g 5r^DX 

x i6 mmmwvtKDibs m^m^tio mm*? * dtjvwa 20ml ^^u-c 

lmol/1 30ml i^fP^TK^^ h U !7^tK^ 30ml Tii&gfc^U SiTkfiit 
<Dik&m 1. 949g &m-&%i t IsX'&tCo 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 26 (3H, s) , 1. 27 (3H, s, Hz) , 1. 26-1. 42 (2H, m) , 1. 43-1. 
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55 (1H, m) , 1. 58 (3H, d, J=6. 8Hz) , 1. 75 (2H, t, J=6. 6Hz) , 2. 07 (3H, s, ) , 2. 51 (3H, s, ) , 
2. 52 (3H, s, ) , 2. 57 (2H, t, J=6. 8Hz) , 3. 00-3. 10 (2H, ra) , 4. 10 (1H, t, J=7. 3Hz) , 4. 25- 
4. 55 (3H, m) , 5. 65-5. 70 (1H, bs) , 5. 70-5. 80 (1H, bs) , 5^ 91 (1H, d, J=8. 5 Hz) , 7. 23-7. 
26 (2H, m) , 7. 35-7. 45 (5H, m) , 7. 28-7. 45 (3H, m) , 7. 70 (1H, d, J=8. 3Hz) , 7. 74 (2H, d, J= 
7. 6Hz) , 7. 80 (1H, d, J=8. 3Hz) , 7. 88-7. 98 (1H, bs) . 

MMM 48-2 : N tt -(4-(N-Boc-N-^ ^ Vl/— ^/U) T ^ J * f/Vt7 
IX-7) <n&& 

48-1 X-mhtltcit^ O. 326g DMFlOml iZfeffiZlt^ 

=• ^ o. 0604 g &mn ut 2. 5 mmmw vt^^mm^ l^o ^tL\z.mmm n- 

4 X-qHthfotLik-kW) 0. 157g t HOBt 0. 0610g Sr^T, MtK DMFlOml iz]gffi£l£ 
fct, WSCI 0. 0861g 12 B^lif #Lfc 0 SJ&i&f-TK 0. 5ml &1Nx_ 

tz&, *gi|§U ^on/ivW* 5ml £^JDLT, 0. 25mol/l mM 4ml '• tSfP^I^TK 

^hy^^TK^ 4mi xm&'&. m&±*7J±x$mvMM®4svtz 0 mh 
titim£-m&, i/))* ?>vi3 =7 j±t w Ytf?-? 4— (5 g , 0-6%^ * / — av^ o 

o^/UA)T'ffii^-r^>r k\Z£ t), W&<r>\t-&m 0.0672g IrefeMfetLTt 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 25-1. 36 (1H, m) , 1. 29 (6H, s) , 1. 48 (9H, s) , 1. 60 (3H, d, 
J=6. 8Hz) , 1. 77 (2H, t, J=6. 6Hz) , 2. 07 (3H, s) , 2. 49 (6H, s) , 2. 58 (2H, t, J=6. 6Hz) , 3. 

00-3. 30 (2H, m) , 4. 20-4. 35 (2H, m) , 4. 72-4. 82 (1H, m) , 4. 85-4. 95 (2H, m) , 5. 80-5. 90 - 
(iH, m) , 6. 05-6. 15 (1H, bs) , 6. 15-6. 25 (2H, bs) , 6. 82-7. 00 (2H, m) , 7. 21 (1H, d, J=7. 3 
Hz) , 7. 38 (2H, t, J=7. 8Hz) , 7. 30-7. 60 (5H, m) , 7. 74 (1H, d, J=8, 3Hz) , 7. 83 (1H, d, J=6 

.8 Hz), 7. 94-8. 06 (2H, m) , 8. 22 (1H, d, J=7. 6Hz) . 

Hjfeffi) 48-3 : N tt -(4-(>r 5 ^^-/WW/U^ gv^) 7^/^ f;W7 WAp-L- 
T;V*?~^ (TLS2zill^(iz±Z±M^±MZJ K[4b^No..49]g>^ric 

HJ&tfiJ 48-2 T*# ibtltzit^-^ 0. 172g O ^ n cr *;l> A 1. 7ml ^^^ttK^ U h 
y 1.7ml ^aSDPUT, ^T5B#P^#Lfc(Dl=>, »»W*Ufca 

mmmz lmol/l 4n 5ml 3o£W dd*M 3ml £«1U TktB^r^glUr^ 
Doafc/U* 3ml t^lt, ^fi^UfcOlb, lraol/1 tffflfe^ ^ ^ — A«ttSr 

114 



WO 01/79168 



PCT/JPO 1/03123 



tzmmyo* imoi/i m.m imi izmrnvx^m^v. s—Mz.m&z+ttKD 
<k&yo<Dm.mi& o.o89i g *&&m&t LT#ri 0 

MS (FAB, Pos. ) : m/z= 591 [M+l] + 
J H-NMR (500MHz, DMS0-d 6 ) : 6 = 1. 50-1. 63 (2H, m) 1. 56 (3H, d, J=6. 8Hz) , 1. 64-1. 
76 (1H, m) 1. 78-1. 86 (1H, m) 3. 08-3. 18 (2H, m) 4. 58-4. 65 (3H, m) , 4. 82 (2H, s) , 5. 78 (1H 
, quint, J=7. 3Hz) , 7. 28-7. 71 (9H, m) 7. 74 (1H, t, J=5. 4Hz) , 7. 79 (1H, d, J= 7. 3Hz) , 7. 
85 (1H, d, J=8. 3Hz) , 7. 96 (1H, d, J=8. 1Hz) , 8. 15 (1H, d, J=8. 8Hz) , 8. 26 (1H, d, J=7. 6Hz 
) , 8. 30 (1H, d, J=8. 5Hz) , 8. 72 (1H, d, J=8. 1Hz) , 8. 80 (1H, d, J=7. 8Hz) . 

Hifeffil 49 : N tt -(4-(^T ^ yyr—/is-2-4/\'* fviQ T $ J * ^-^y h^CM-L-T 
su*?=lis (i'R)-(i'-(i-ry^M^ju)T^ K[-fb:^No.50]o^ 

49-1 : N tt -Fmoc-N c -Pmc-L-TA'3 ? :^ a'R)-(V-(l-f-y^M^^/V-)T 

5 K jj^tM XXVII-4) gy£M 

N'-Fmoc-I^-Pmc-L-T/^^^^ 2. 00g, (R)-l-(l-^^^^)^^-/l^T ^ 
> 0. 853g *3 cfctf HOBt 0. 674g <£>4&7k DMF20ml 2&f£l£, WSCI 0. 954g &j}Qz. 

X 16 B#ra8t#L*:0>*>, *jKSr«5feLfe. n ntfvW* 20ml l«LT 

lmol/1 ^ 30ml ir^fP^TK^^" h V ^AtK^ 30ml T?J!|I&i5fc#U M^m. 

h^7^W-(50g,2%^^y-yW^crD^UA)T*«i5i-rsr ir^J: 
(Oit&m 1. 122g £&£,?JM#|^ LT#fc„ 

•H-NMR (500MHz, CDC1 3 ) : 5 =1. 26 (3H, s) , 1. 26 (3H, s) , 1. 45-1. 78 (3H, m) , 1. 56 3H, d, 
J=6. 8Hz), 1. 75 (2H, t, J=6. 8Hz), 1. 80-1. 90 (1H, m), 2. 08 (3H, s), 2. 52 (3H, s), 2. 55 
(3H, s) . 2. 52-2. 57 (2H, m) , 3. 1-3. 2 (1H, m) , 3. 2-3. 3 (1H, m) , 4. 04 (1H, t, J=7. 1 Hz) , 
4. 18-4. 28 (3H, m) , 5. 81 (1H, t, J=7. 3Hz) , 5. 9-6. 0 (1H, bs) , 6. 0-6. 1 (2H, bs) , 7. 18- 
7. 55 (10H, m) , 7. 67 (1H, d, J=8. 3Hz) , 7. 72 (2H, d, J=7. 6Hz) , 7. 77 (1H, d, J=8. 1 Hz) , 8. 
04(lH,d, J=8. 3Hz). 
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49-2 : N"-(4-(N-Boc-N-^ ^ ?V—}V-2—( T ^ / * ±A^ry_ Y 

-8) (Dc3$L 

mmm 49-1 xnhtit^k&Vd 0. 326 g DMFiomi izmm^^t. v^^t 

^ ^ 0. 0604g SrSSbD Lt 2. 5 B^3f # Lfc<£>*>^@:£ Lf^o mtC^^J 17- 
4 ■V&bfrtzik'k'®) 0..157g <h HOBt 0. 0610g &1NZ-X, MtK DMFlOml 

WSCI mmm. 0. 0861g £;tJQ;tT 12 Bt Hgjf#L/c 0 KJS«Jt* 0. 5ml Ztoz. 
tc&, }g*iU p^yl^A 5ml Sr^JOLT, 0. 25mol/l 4ml • g&ft]^®?* 

hh-mj ^a*^ 4mi -e?5fe#^. ^±^^A-r^aL,^@*ufco 

tLtzM£r&>$:, i/ V t> Vflsjj ? h ^ — (5g, 0-6%^ 9 J —jW* o 

o -efflfK-f 5 r. t iz£ <Q \ &ti.<Dft&m 0. 0780g £ tt# 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 22-1. 32 (1H, m) , 1. 29 (3H, s) , 1. 48 (9H, s) , 1. 40-1. 
70 (2H, m) , 1. 60 (3H, d, J=6. 8Hz) , 1. 77 (2H, t, J=6. 8Hz) , 1. 85-2. 00 (1H, m) , 2. 08 (3H, 
s) , 2. 50 (3H, s) , 2. 52 (3H, s) , 2. 57 (2H, t, J=6. 8Hz) , 3. 06-3. 26 (2H, m) , 4. 23 (2H, s) , 
4. 62-4. 72 (2H, m) , 4. 80-4. 95 (2H, m) , 5. 80-5. 90 (1H, m) , 6. 08-6. 18 (1H, bs) , 6. 80-6. 
98 (2H, bs) , 7. 12 (1H, d, J=7. 1Hz) , 7. 29 (1H, t, J=7. 8Hz) , 7. 30-7. 46 (5H, m) , 7. 52 (1H, 
d, J=7. 3Hz) , 7. 67 (1H, d, J=8. 3Hz) , 7. 79 (1H, d, J=7. 6Hz) , 7. 94 (1H, d, J=9Hz) , 8. 02-8 
. 12(2H,m). 

mmm 49-3 : n°-(4-(^ $ ^v— $ 7 * ^t? 

m&rn 49-2 xm^t^t^ 0. i328 g <d? u □ 1. 3mi m&&7k?$ u 

h y 7yV^Bftfi6 1. 3ml ^^JObT^T 5 ^mmWVtKDib, ^@3sLfc 0 
Sg^ld lmol/1 5ml zfcit*;?' a o fr/VJ* 3ml Srt&bPU TkfBSr^gt LT;? 
dd*/^ 3ml Xfo&VX. mm&3kl^tt<Dlb. lmol/1 Z S — J^WtiL* 

UUz.Xfemg3zVti 0 mbtltzftiWiVoZTk 0.25ml ^<S?$-frT, T-feh^ 5ml 

titzmmz imoi/i mm imi-»t**uT«K«*u 
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MS (FAB, Pos. ) : m/z=591 [M+l J + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 55 (3H, d, J=6. 8Hz), 1. 50-1. 70 (2H, m), 1. 70-1. 80 ( 
1H, m) , 1. 80-1. 90 (1H, m) , 3. 18 (2H, q, J=6. 3Hz) , 4. 58-4. 64 (3H, n>) , 4. 83 (2H, s) , 5. 7 
5 (1H, quint. , J=7. 1Hz) , 7. 46-7. 72 (9H, m) , 7. 78 (2H, d, J=7. 1Hz) , 7. 86 (1H, d, J=8. 1 
Hz) , 7. 94-7. 97 (1H, m) 8. 14-8. 17 (1H, m) 8. 19 (1H, d, J=8. 5Hz) , 8. 29 (1H, d, J=8. 8Hz) , 
8. 80 (2H, d, J=8. 1Hz). 

mmm so : n°-(4-(^ ^ ^-^-2-^/1^ gvidzi 1 £ ±j^±2. h^M-L-r 

Hjfeffi] 50-1 : N a -Fmoc-N G -Pmc-L-T^^=^ 4-^^-fr-r vvi'T ^ /^y^/WT 
$ KfrffrS^ XXVI 1-5) 

rfifl£<D N a -Fmoc-N G -Pmc -L-T/^=¥— V 2. 18g. 4-^irtfv'/>7 S>S^<>i? 
A-T ^ 1/ 1. 883g *5«fct5 HOBt 0. 735g COMtK DMF20ml ^f^C. WSCI 1. 040g 

ZM^X 16 B»IW«#UfcO%, »«ESre*U^ 0 B^^^ au*/UJ* 20ml 
lltt lmol/1 ^ 30ml i: P^^tK^"^ h V <? J»7km& 30ml Tjll^^U. 

J* {7 n h^77^- (50g, 2SM * y — /IV^ n n jJvWA) 5 ^ i: <fc 9 , 

m^<0\\^m 1. 321g £*§£.?lim^£ UT#fc 0 

'H-NMR (500MHz, CDC1 3 ) : 6 =0. 88 (3H, t, J=6. 8Hz) , 1. 20-1. 40 (34H, m) , 1. 45-1. 60 (4 
H, m) , 1. 76 (2H, t, J=6. 8Hz) , 2. 08 (3H, s) , 2. 53 (3H, s) , 2. 55 (3H, s) , 2. 58 (2H, t, J=6. 
8Hz) , 2. 99 (2H, t, J=7. 1Hz) , 3. 10-3. 20 (1H, bs) , 3. 20-3. 30 (1H, bs) , 4. 10 (1H, t, J=7 
. 1Hz) , 4. 15-4. 25 (3H, m) , 4. 31 (2H, d, J=7. 3Hz) , 5. 90-6. 00 (1H, bs) , 6. 05-6. 15 (2H, 
bs) , 6. 46 (2H, d, J=8. 3Hz) , 7. 04 (2H, d, J=7. 1Hz) , 7. 23-7. 26 (2H, m) , 7. 36 (2H, t, J=7 
. 8Hz) , 7. 54 (2H, d, J=7. 6Hz) , 7. 55 (2H, d, J=7; 3Hz) . 

HjfeffJ 50-2 : N*-(4-(N-Boc-N-^ ^ ?V—>V-2-^>V* ^) T $ 7 * "f-fV-Ty Y 
-9) 
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mti&m 50-1 x-n^titzit^-m o. 397 g ^«tk DMFiomi izmmzit. v^^a-t 

5^0. 0604g %ma LT 2. 5 B^if # UfcOt,^®* bfc 0 rtL^H^iJ 17- 
4 X*'&btltz.fc&m 0. 157g £ HOBt 0.0610g £r2JDx."£\ *StK DMFlOml 
fc^, WSCI ttflfett 0. 0861g £r#Dx.T 12 l${R]ft& L7t 0 SfSW-Tk 0. 5ml 
tzM. SSlSU ? Dn*;l/A 5ml SrSfcbP 0. 25mol/l 4ml • ifrfP^^TK 

*-^by^A7K»tt 4mi -cm*&* ^±*7A«um4Lt#f, 

u xjx/ui.) r £ K «fc 0 , «IB^fk^«j"o.'i64g «rM6ttfR£4b £ LT# 

'H-NMR (500MHz, CDC1 3 ) : 8 =0. 88 (3H, t, J=6. 8Hz) , 1. 20-1. 40 (34H, m) , 1. 49 (9H, s) , 

1. 45-1. 70 (3H, m) , 1. 78 (H, , 6. 6Hz) , 2. 08 (3H, s) , 2. 51 (3H, s) , 2. 52 (3H, s) , 2. 59 (2 
H, t, J=6. 8Hz) , 3. 03 (2H, t, J=7. 1Hz) , 3. 10-3. 25 (1H, m) , 3. 25-3. 35 (1H, m) , 4. 20-4. 
35 (4H, m) , 4. 65-4. 75 (1H, m) , 4. 93 (2H, s) , 6. 16-6. 26 (2H, bs) , 6. 49 (2H, d, J=8. 5Hz) 
, 6. 85-6. 95 (2H, bs) , 7. 06 (2H, d, J=8. 3Hz) , 7. 20 (1H, d, J=7. 3Hz) , 7. 30-7. 50 (3H, m) , 
7. 98 (1H, d, J=7. 8Hz) , 8. 20 (1H, d, J=8. 1Hz) . 

mmm 50-3 : n°-(4-(^ $ yy— ;u-2-^^ gvk) z § 1 * ±^±2. tdJkhkz 

T/\s*c=-l/ A-^^'fiy^T % I <OZ?jl'7 % KKfrS^fe No. 51] O^-fifc 

$mm 50-2 -C# htLtz.it^m 0. 139g (D^nn jjvl^ 1. 4ml ^^ttK^ U h 
V 7/U4-ti]Sm 1. 4ml SriDiTffiT 5. 5 H#Wit*$b;fc:a>*>, »«©*b/t. « 

lmol/1 jftR 5ml :*3j;U^ n n 3ml SrSSflDU zMS^gllbT^ o 

d*;^ 3ml -Cffi^LT, $g|£S*Lfc:. #^>ttfc?ft^Sr lmol/1 * / 

-^«EtC^$-&TSjBCe*bfc©*>, 7K 0.25ml tC»»$*"C, T-feb^ 

MS (FAB, Pos. ) :m/z=766[M+l] + 
^-NMR (500MHz, DMSO-dg) : 8 =0. 85 (3H, t, J=6. 6Hz) , 1. 18-1. 40 (26H, m) , 1. 52-1. 
70 (4H, m) , 1. 70-1. 80 (1H, m) , 1. 80-1. 90 (1H, m) , 3. 10-3. 20 (4H, m) , 4. 33 (2H, s) , 4. 
54 (1H, dd, J=13. 2, 7. 6Hz) , 4. 66 (2H, s) , 4. 86 (2H, s) , 6. 8-7. 6 (6H, m) , 7. 32 (2H, bs) , 
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7. 62-7. 75 (4H, ra) , 7. 78 (1H, t, J=5. 6Hz) , 7. 82 (1H, d, J=7. 3Hz) , 8. 28 (1H, dd, 8. 6Hz, 
1. 0Hz) , 8. 31 (1H, d, J=7. 8Hz) , 8. 68 (1H, bs) , 8. 84 (1H, d, J=7. 6Hz) . 

^^j5l:N°-(4-(5,6, 7, 8-7" h7b Kp^t/D ^-8-^T/WT ^ / * tJ^j^2_ 
JM-L-T/)s*?-> l z ±Z-*±^JL±/kZJ> K [fc^ No. 52] (DMm 
Hjfeffi] 51-1 : N"-(4-(N-Cbz T x J * ^M^sV ■<< M-tf-Vmc-L-T /l<*r — ^ 1- 
7 * U V p< ^7 ^ K<D Uk&m XXX-1) 

MMM 42-1 X^hthtcit^-^) 2. 187g x WSCI 0. 95 g> HOBt 0. 67g DMF33ml iZ 

mmv. i-t7 : ?w>'^^7^ o.simi &M?Lit.i8 &m&.&j&m&mffi 

Ul mol/1 »jDi^Dn^AT'imLf;o W^^^pSWtK^P^L, 

!) ^t^it, aWBU '*§e>ftfc2fcaE5r DMF50ml l;i*gfl?U i?^<?-;VT ^ \s 
5ml &an*.fc. 1 R$RI3I« ^^^SHlLT#P>tbfc^ffiSr DMF40ml (Cjgl^U 
WSCIO. 95g.DMAP0. 6Og.Hi£0!| 41-1 T*# btllZit&ifo 0. 75g BgLSJfc 
at*«W6Ul mol/1 4l^llDt^PD*;i,AfitHU Wa«^rtSf0^7K-^ 

Xf^X^J*? n-v — (80g, ^ p n*/VA/^ *y — /l-=20/l) £ 

M Lx STOflXbg-fc 2. 47g £$ft£,@#£: U-C#fc 0 

gltfeffll 51-2 : N"-(4-(T ^ 7 ^ 5vu)^ vyV7U)-NM>mc-L-T/U=?-^ \-~f-y 
t^lst^/VT K(^teXXXI-l)Q-^Bfe 

^J£#J 51-1 X*'&tbthtiikG-m 407. 3mg y — ,U 20ml }C$gfl?U 10%Pd- 

C41mg *1m5_tL 0 TK^g&U 3 BRia&i, ^^^^7^^^/^^— XSi& 

u z&&mffiLx&bthtimm&i/})*v t /u#7j*# ysf^yj— ( 12g , 

^7-/1-5/1)^^ t)»«tU mU<Oit^m 113. 4mg 
MS (FAB, Pos. ) : m/z=713 [M+l] * 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 28 (6H, s) , 1, 45-1. 95 (2H, m) , 2. 05 (3H, s) , 2. 44 (3H, 
s) , 2. 45 (3H, s) , 2. 50-2. 60 (2H, m) ,. 3. 08-3. 19 (1H, m) , 3. 23-3. 32 (1H, m) , 3. 85 (2H, s) 
, 4. 60-4. 73 (2H, m) , 4. 83-4. 92 (1H, m) , 6. 14-6. 32 (2H, br) , 7. 20-7. 47 (6H, m) , 7. 61-7 
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. 82 (4H, m) , 7. 92-7. 99 (1H, m) . 

jjj 51-3 : N"-(4-(5, 6, 7, 8~T h 7 t Kn^/D >-8-^/UT 
y f -Y/W-N G -(2, 2, 6, 7, * gv^g ;V?.)Vfc=.>V)-'L-T 

is l-t7»l/^f/V7$ K gfrg-4& XXXII-1) 

HMj 51-2 T^ibtWtfc'S^ 109. 8mg ? S —fV 2ml iz&ffi U 5, 6, 7, 8- 
fh7t Kcdf/y ^-8-^"^ 34mg, h y J^/wr 5 > 21 m 1 &M?Lti 0 4 B3fF^ 

fcj&m&mffiis, w&**y—/i' 2mi ras#u 7km<t*vm-rhv vj± 
israg &iNX.tL 0 2*mm&&. ZLfcmiz.'pm<D7k&to*-, m*tu #^^aaE 

!:^y^W7A^Dv h^77^-(5g, ^ n n */VA/y £V — /l-=lO/l) 
J: 9 AIS U mUcOit&Vn 61. 8mg LT^/to 
MS (FAB, Pos. ) : m/ z=844 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6 =1. 23 (6H, s) , 1. 38-2. 09 (9H, m) , 2. 00 (3H, s) ,. 2. 45 (3 
H, s) , 2. 46 (3H, s) , 2. 50-2. 56 (2H, m) , 2. 67-2. 82 (2H, m) , 2. 99-3. 10 (2H, m) , 3. 17 (2H 
, d, J=4. 4Hz) , 3. 90 (2H, dd, J=14. 2, 23. 4Hz) , 4. 08-4. 12 (1H, m) , 4. 43-4. 50 (1H, m) , 4 
. 75 (2H, d, J=4. 9Hz) , 7. 17-7. 21 (1H, m) , 7. 40-7. 55 (7H, m) , 7. 83 (1H, t, J=4. 7Hz) , 7. 
87 (2H, d, J=8. 1Hz) , 7. 90-7. 95 (1H, m) , 8. 00-8. 06 (1H, m) , 8. 36 (1H, dd, J=l. 7, 2. 9Hz 
) , 8. 45 (1H, d, J=7. 8Hz) , 8. 53 (1H,. t, J=5. 7Hz) . 

H^ffll 51-4 : N"-(4-(5, 6, 7, 8-T" h^b KD^yjl y-8-^;U7 5 7 * ±A^<> 
^4M-l-T/^^> l-t7»l/y^W$ K lit^^O No. 52] 

51-3 T*# hivtz.\\&m 41. 7mg £ * a o ^/Ui. 0. 4ral izMM U h U 7 

Ar*uwm o.4mi ^^fco bi^wsjs^, sjES«E**«u, mbtitimm*^ 

V -bfjvU? p-v hi7*7^-f — (l. 5g, ^ o d ^/wJx/y ^ y — yu/7K=7/3/ 
0. 5) J; 0 fflf*l U »fett*:*IB^k-&*fc»tt«SrJn*., Lfc l 
mol/1 4Sm$rigPJ*DPx.. $£*§Lfc 0 mmnit&Vo 3. 5mg Sr&ltfeHffcO^lg 

MS (FAB, Pos. ) : m/z=578 [M+l] + 

'H-NMR (500MHz, DMSO-cO : 6 =1. 45-1. 63 (2H, m) , 1. 71 (3H, m) . 1.95(2H,m), 2.34( 
1H, m) , 2. 77-2. 85 (2H, m) , 3. 08-3. 15 (2H, m) , 4. 28-4. 43 (3H, m) , 4. 49-4. 56 (1H, m) , 4 
. 76 (2H, d, J=5. 6. Hz) , 7. 40 (1H, dd, J=4. 7, 7. 7Hz) , 7. 46 (2H, d, J=4. 9Hz) , 7. 51-7. 57 
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(2H, m) , 7. 66-7. 78 (4H, m) , 7. 84 (1H, t, J=4. 8Hz) , 7. 95 (1H, t, J=4. 8Hz) , 8. 01 (2H, d, 
J=8. 3Hz) , 8. 07 (1H, t, J=4. 8Hz) , 8. 53 (1H, d, J=4. 2Hz) , 8. 66 (2H, d, J= 7. 8Hz) . 

ili 52 : N a -(4-(^ 5 yV— A~2-^/l^ =5-MT* S *?-jV*<^/4 M-L-T 
;V3?->l-r7#\s^*=f-;)sT^ K [jk&m No. 53] <PM3f 
m$&m 52-1 : N a -(4-((^r $ ;V-2-s< ;V*J-jV)T $ y jt^yuQ^OsAQu)- 

N^Pmc-L-T/U^^ 1-7-7 * f;PT 5 KfrffrS-fo XXXII-2) Q-g-fiE 

51-2 btLtcit&Vd 85. 5mg £rp< * y — /!✓ 1. 7ml U 2— f 5 

y /Utf/W/tfTA'-r t K 12. 2mg ^D;^ ^jfiT* 2 0 HQ 15. 5 ^fP^^# Lfc 0 S*S<* 
T^x U HS<fej»Ufc«t3:*!l7K^^y— 1.7ml £riDx. x O'Clcft 

*!L***ftbJc*:*- h y 10.7mg ^JOtTlift-C 3 R^jf^Lfco 

* y -/U=5/l) Id £ o Ttt§* U 75. 6mg £ £ tt#fc. 

MS (FAB, Pos. ) : m/z=793 [M+l]* 

'H-NMR (500MHz, DMS0-d 6 ) : 5 =1. 23 (6H, s) , 1. 38-1. 58 (2H, m) , 1. 65-1. 82 (2H, m) , 1. 
73 (2H, t, J=6. 8Hz) , 2. 00 (3H, s) , 2. 45 (3H, s) , 2. 46 (3H, s) , 2. 50-2. 58 (2H, t, J=6. 8H 
z) , 3. 00-3. 08 (2H, m) , 3. 66 (2H, s) , 3. 73 (2H, s) , 4. 46-4. 55 (1H, in) , 4. 75(2H, d, J=5. 
1Hz) , 6. 37 (1H, brs) , 6. 70 (1H, brs) , 6. 79 (1H, s) , 7. 02 (1H, s) , 7. 41-7. 50 (4H, m) , 7. 
52-7. 58 (2H, m) , 7. 84 (1H, t, J=4. 6Hz) , 7. 86 (2H, d, J=8. 5Hz) , 7. 93-7. 96 (1H, m) , 8. 0 
2-8. 06 (1H, m) , 8. 44 (IH, d, J=7. 8Hz) , 8. 53 (1H, t, J=5. 6Hz) . 

H»ij52-2 : N a -(4-((^T $^^~/U-2-^/wy^7^)T$ 7 ^^/^^V^^)- 
L-Tfr*c—ls' lz±Z* l^jj^kZJ: K lit^rm No. 533 (D&f& 

52-1 T*# hfhtiit^^ 35. 7mg $r^Dn /t/l/A 0. 7ml \ZMM U 

I^^yyT^ittM?rv'y *^7^^av hi/7 7^-(1.5g, >7 
a p * y -/U/tK=7/3/0. 5)iao T*SM U 7 7^^>3 Lfc 0 
-n^r 1 mol/1 Mfcto&^fcigtflPU ««IU 7Kt?*^U^^(C@^$r^-^ 

^-e^LT^is^b^ 9. img zm&mitt it#fc, 

MS (FAB, Pos: ) : m/z=527 [M+l] + 
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'H-NMR (500MHz, DMSO-dg) : 5 =1. 45-1. 62 (2H, m) , 1. 70-1. 90 (2H, m) , 3. 02-3. 15 (2H 
, m) , 4. 36 (2H, s) , 4. 49 (2H, s) , 4. 45-4. 60 (1H, m) , 4. 76 (2H, d, J=5. 9Hz) , 6. 90 (2H, br 
) , 7. 39 (1H, br) , 7. 43-7. 50 (2H, in) , 7. 52-7. 57 (2H, m) , 7. 67 (4H, d, J=8. 1 Hz) , 7. 77 (1 
H, brs) , 7. 82-7. 87 (1H, m) , 7. 93-7. 97 (1H, m) , 7. 99 (2H, d, J=8. 1Hz) , 8. 03-8. 09 (1H, 
m), 8. 60-8. 70(2H,m). 

Hi^i 53 : (S) -2- (4- (N-2- b" a V )VT §^ZjL±M^>^Ld >¥Z % I \ ~5~ ( ft I 

H^ffl 53-1 : N a -Boc-L->yVU^ ^ \-~r7 9\s>* gvUT ^ K y-^Ov? 

/l^n^X/l- (it^^i XXXV-1) <D^E% 

mi5<^ N°-Boc-L-^/V^ 5: >®! y-^y^x^r^ 3. 168g ft- DMF64ml {d^ 
UWSCI2. 7g,DMAPl. 7 g> l-f7^ Tvl'T 5: > 2. 06ml &;&DX-fc 0 15 B#^^. 

SMSriliLa mol/1 ili^Di;^DD*;^t#ttlL, W8KJB&&?tl£4& 

6. 087g Sr#SS£#LS# £ LT#fc 0 

Hjigffll 53-2 : N a -4- (N-Boc-N-2- b° 3 ]) ,yj_ 5 J * f-jVOVJ >V)-\r# As* % 

>Wt \z±2_g_ u>^f-^7 K v-^^/^^-^^(xxxvii-i)o^fife 

53-1 X-mbtltcltG-M 1. 125g ^r^^y— 11ml {C*g$?U 4 mol/1 
^v^^-drif^^ 5. 5ml £;DD;lfc 0 1. 5 IfclHJRJfcgK KJ£$R&SM8U * o a 
L7*: 0 *JE«:*ftUs #b*tfc«taE 1. 13g £ DMF23ml fci&fl? U 
WSCI0. 50g,DMAP0. 32g % HJ£0i| 1-2 'Cnbtlltik&b 0. 65g £;&D;ifc. 27 B£BJgUR 
U 1 mol/1 ifiifeSrftJ*., ^ ° n ^/PAT^ttl U ^S^^^tK 

V y/l>* 9J±?why7-7j — (50g, Wg^^/l"=l/3) M J: 19 

U S 678mg SrH-fev'o . 
MS (Fab, pos. ) : m/z=625 [M+l] + 

X H-NMR (500MHz, CDC1 3 ) : 8 =1. 44andl. 46 (9H, 2s), 2. 05-2. 28 (2H, m) , 2. 37-2. 44 (1H, 
m) , 2. 57-2. 64 (1H, m) , 3. 62 (3H, s) , 4. 46 (1H, s) , 4. 50 (1H, s) , 4. 59 (2H, s) , 4. 63-4. 70 
(1H, m) , 4. 86-4. 98 (2H, m) , 6. 90 (1H, br) , 7. 45-7. 20 (1H, ra) , 7. 23-7. 51 (8H, m) , 7. 65 
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(1H, t, J=7. 5Hz) , 7. 70 (2H, d, J=5. 6Hz) , 7. 80 (1H, d, J=8. 1Hz) , 7. 87 (1H, d, J=7. 1Hz) 
, 7. 97 (1H, d, J=6. 8Hz) , 8. 01 (2H, s) , 8. 53 (1H, d, J=4. 4Hz) . 

53-3 : (S) -2- (4- (N-Boc-N-2- M =» V JVT ^ 7 * ±As) ^1/94 AST $ 7 )- 

5-(^y!)y-8-^;i/7-;;)ffi! i-ry?uis?t?-;vT* vaiu-\z)<D&f& 

ft3Rik))?'VJ*7A'%—*?J» 109mg & THF13ml lC!g$SU Hjffiftl 53-2 T#£> 
tltzik&to 672. lmg tf> THF3.5ml ^^7K^T*P^fc 0 1 BfP^JS^ SJ&f&K: 

^m^mm-t h v ^at^ii, mmu ^p^ry^-yw 566. 4m g 

DMSO. 52 m 1 icmt* f- \s> 3. 3ml £3jn;l x -78t:T^b^-^if U yW 32 » 1 £r?& 
Tbfcio 5 ftt^T'^^tLfc^PH^T/l-^— /V 110. 3mg (Dmt^^U^ 

0.6ml SgM^TU $f>ld25^ x h y oi^T ^ > 0. 21ml &lNtt 0 ^(O 
*$>o< <9#mU 1.5 B#p B ^-i5T:T-7k£jQ^fc:„ fil^^an^A-C 

2. 2ml U 8-T $y^r/!Jy 32mg, h ]) xf;uj ^ > 26 » 1 £JD;t— S 

#f£SUfc 0 SJ&?££igfii, d£J£3£j^ H^^^y— yw 2.2ml U M£ 

0.2ml, imitisT y^vm-T hi) 35mg ^JIi»^L/c 0 7 BP^Si^m, 

^^^stTK^D^, ^ a n^y^T'ttmu7t„ mmm^M^mmi- h v ?j±x* 

ttfiS U . A*§ U # ^Hfc^m^ "> y # ^yu^7 7A^n7>^77>f- (5g, 
^W®f^:7Vl^l/4)t£«fc<9MMU mtZWt&m 19.9mg £j££@#£ tr# 

MS (FAB, Pos. ) : m/z=723 [M+l] * 

^-NMR (500MHz, CDC1 3 ) : 8 =1. 44andl. 46 (9H, 2s), 1. 83-1. 95 (2H, m), 1. 95-2. 02 (1H, 
m) , 2. 11-2. 20 (1H, m) , 3. 35 (2H, t, J=6. 6Hz) , 4. 41-4. 72 (6H, m) , 4. 82-4. 96 (2H, m) , 
6. 49 (1H, br) , 6. 63 (1H, d, J=7. 3Hz) , 6. 93 (1H, br) , 7. 03 (1H, d, J=7. 8Hz) , 7. 12-7. 
62 (6H, m) , 7. 60-7. 68 (3H, m) , 7. 73-7. 97 (3H, m) , 8. 04 (1H, d, J=7. 1Hz) , 8. 53 (1H, d, J 
=4. 4Hz), 8. 62 (1H, dd, J=4. 1, 1. 7Hz). 
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MMM 53-4 : (S)-2-(4-(N-2-t: e =i V ±T $7^ ±MsS^L±J^Z. L^2l§zi± 
/ yy-8-^^7$y)tfi l-t7^uy^f;U7$ K No. 54] <D& 

mM9\ 53-3 X^htltzit^ 19.0mg £p< — /U 0. 19ml l£^#?U4 mol/1 
SfrSfc-i^-^-y-^ 0.19ml ^Dxfc 0 2.5 ^m.S^^^ * / 
Lfc nbtltzmm&Z/V *ys]sjJ ? V??? 4 — (lg, 

*/-/iVtK=7/3/o.5)icj; imasu #bnfc^ia^t;^^p< * 

«?U S44£* 4rag ^D^L, jgStU #£>H?ca?tt- 1 mol/1 :&^'>S 

<D* ? /—/U&Mz.. m%fe. «JEfe0feU ^feo-fb^O^^ 17.9mg Srftfe 

MS (FAB, Pos. ) :m/z=623[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 70-1. 89 (2H, m) , 1. 90-2. 00 (2H, m) , 3. 30 (2H, t, J= 7. 6 
Hz) , 4. 30 (4H, s) , 4. 57-4. 63 (1H, m) , 4. 71-4. 82 (2H, m) , 6. 77 (1H, brd, J=5. 9Hz) , 7. 
15 (1H, d, J=8. 1Hz) , 7. 38-7. 60 (8H, m) , 7. 65 (2H, d, J=8. 5Hz) , 7. 84 (1H, d, J= 7. 8Hz) 
, 7. 86-7. 96 (2H, m) , 7. 99 (2H, d, J=8. 5Hz) , 8. 06 (1H, m) , 8. 34 (1H, brd, J= 7. 3Hz) , 8. 
62-8. 70 (3H, m) , 8. 77 (1H, d, J=2. 9Hz) , 9. 79 (2H, s) . 

H mm 54 : (2S)-2-(4-(N-2- fc'3yyV7^^f^)t7 h^/V7$ 7)-6- 
((8R)-5,6,7,8-T- hvt Knjr/ijy-8-^^7$/)^fi \-*)~7 # 
/UT$ K Dffrg-^ No. 55] <om& .- 

MMM 54-1 : 8-T $ I -5, 6, 7, 8-T" h ^ t: Kp»;!)^- LzgQlM^l^ 

Journal of Medicinal Chemistry, vol. 20, No. 10, ppl35 1-1354 (1977) \Z. IE W. £ 
tV-S^-r-^bfc 5,6, 7, 8-^r h^t Kd^yy >-8-^-— 3. 53g &^<l/-gls 
18ml te*gtf?U HJMfrfc;*:7-f 6.74ml &%[\kti 0 1 BSKSfSSL SJ&f&K: 
lmol/1 TkB&fl^ h II ^AtK^^AD^l, m pHIO ^ a o */Wx-C}4tB Ufc„ 

mm.* DMF50ml tcSflIU 7*/W S K# y ?A 4.38g ^Dx.fc 0 3 B Mtft#&; 
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#fc 0 500mg tv 2.5ml IC^St, t K^v 5 ^ 1 7k?P^ 

0.44ml ?r»D^fe 0 5B#^JI^. SJMI-tK^P^ @^^^T»mbfc 0 W 

?gtf>9*>, 61.7mg /HC**U L-iS^62.5mg Z1Wz_ti 0 ffi^^Jd 

^(Dik&m 102. lmg SrSfeSMfclli: LT#fc 0 
MS (FAB, Pos. ) : m/z=149 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 69-1. 85 (2H, m) , 1. 87-2. 03 (1H, m) , 2. 17-2. 24 (1H, m) , 
2. 72-2. 88 (2H, m) , 3. 97-4. 03 (1H, m) , 7. 07 (1H, dd, J=4. 7, 7. 6Hz) , 7. 38 (1H, d, J=7. 6H 
z),8. 42(lH,d, J=4. 7Hz). 

54-2 : (R)-8-T ^ y-5, 6, 7, 8-7" hytKn^yjy- L-iB^gl&Sg^fife 
%lfe0i| 54-1 btltcik&m 99. 8mg SrfMy * > — A- 5ml U * n o 

5ml SrJP*., 3 0r a MLfc o «fWbfcj|**SriMJiU SfetttKifB 30. lmg 
£#fc 0 £ ^Kl^O?^ 18.4mg £y *y—/W lmllC*gfl¥U ^ nc*/UA 0.18 
ml £r*Q;t, *fttJUfejeS«:»5lU, ^ISOT ^ >Oft^t±# 9.8mg 

[a] D =-25. 5° (H 2 0,c=0.2) 

54-3 : (2S)-2-(4-(N-2-b°=» V /U-N-Boc ^yU)^^ h ^ ;U7 $ 

y)-5-((8R)-5,6,7,8-7 L 1-7 fc Kn D y-8-^;W7 $ y ) l-^-^^U 
>y 5 K {jfrjj^ XII 1-14) <D&1& 

53-1 -Q'&hfrtz.W&m 669. 3mg £y * y — 6. 7ml U 4mol/l 

^^^f-^3. 3ml ^XXWBJQ 1 l^ra«£»Ufe 0 K^T^, 
U.^JE^Lfc^tCDMF^ml (C^^UWSCI^^404mg % DMAP257mg, JkZfM 
mm 43-2 X-'&tbtltLit&Vd 606mg &;!Hl*.T^iB/? 11 B#P^}f# Lfc 0 

mm^m^ u^bb ^/wi. tt imoi/i ^tk^, «afpA*fi7K-et*^ u 
izmrnvfomtv i6om g (DWF^m iomi stad^., ^ja-c i. 5 mmmwx^tco 
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U 464. 7mg (D^m^ntio -78^CO DMS026/X 1 RXfl&ik**°? V^16» 1 CO 
ifrfb^ ^ 1. 8ml ^^^{C5fetc#btt/c^ P^ffr 58. 9mg (D^-fb^ ^ U-^ 0. 3ml 
*§f£3r^T U 1 mmm.ft<D&ic h y xf/i/7 0. 1ml £*P;tT^® 

T**»^L#f 3 nr^fr B W?r^^y-/V' 0.79ml lC$g#?U ^IS^J 54-2 -e#^tL7c 
te-^8.8rag. g*g& 0.03ml, NaBH 3 CN6mg £#0;^ 2 0«L/:. ^^^TitiSi 
U #<bttfc^?S$ri/y t)V;\s*>7J±? h^77^-(0.5g,;5'oo*/PV 
^ — >\> =10/1) ICJ; t)ffiiaU^ia<D{b^ 7.9mg &*&^>n UT#7i 0 
MS (FAB, Pos. ) : m/z=777 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 46 and 1. 49 (9H, 2s) , 1. 70-2. 50 (6H, m) , 2. 80-2. 92 ( 
2H, m) , 3. 09-3. 18 (1H, m) , 3. 24-3. 31 (1H, m) , 4. 32-4. 45 (2H, m) , 4. 52-4. 59 (1H, m) , 4 
. 85-5. 10(5H, m), 7. 08-7. 62(15H, m), 7. 79(1H, d, J=7. 8Hz), 7. 86(1H, d, J=8. 1Hz) , 8 
. 00-8. 07 (1H, m) , 8. 12 (1H, d, J=8. 8Hz) , 8. 17-8. 23 (1H, m) , 8. 40 (1H, brs) , 8. 51 (1H, 
brs). 

mmrn 54-4 : (2S)-2-(4-(N-2- fc°3y/>7$/> ^-fV) t7h^f tVT * J )-5- 
((8R)-5,6, 7,8-7" h^t: Ko^/yy-S-^/VT^/)^! l-~T7? IsZ/*?- 
J^T^ K [jb-^feNo.55] <D<&J& 

54-3 X-nbtltzit^ 7.2mg /V 0. 15ml &C^?U 4 mol/1 

mmt-V***)-^ 0.15ml £7JDX.rt 0 2« £[JKf££3g*ii U #<biX7iaig£- 
v- y ^7 <7VU# 7^^D-7b^77>f-^np tJ^UJ*/;* ^ / — 7l^/7R=7/3/ 0. 5) 
{-J: ^ISMb^t^^fca^^ l mol/1 ^^0^Tlt*iS, y*/-^*#&U 

mmcoit^rmcommm. e. 3m g £ LT#fd 0 

MS (FAB, Pos. ) : m/z=677 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 62-2. 01 (7H, m) , 2. 30-2. 40 (1H, m) , 2. 78-2. 88 (2H, 
m) , 2. 95-3. 03 (1H, m) , 3. 04-3. 22 (1H, m) , 4. 47 (3H, m) , 4. 61-4. 70 (1H, m) , 4. 79 (2H, s 
) , 4. 83 (1H, d, J=15. 6, 5. 6Hz) , 4. 85 (1H, dd, J=15. 6, 5. 6Hz) , 7. 37-7. 42 (1H, m) , 7. 47 
-7. 51 (2H, m) , 7. 52-7. 64 (5H, m) , 7. 67-7. 73 (3H, m) , 7. 80 (1H, d, J=7. 1Hz) , 7. 88 (1H 
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, d, J=8. 1Hz) , 7. 93 (1H, td, J=7. 6, 1. 7Hz) , 8. 07-8. 13 (1H, m) , 8. 26-8. 33 (2H, m) , 8. 4 
9 (1H, d, J=4. 6Hz) , 8. 71 (1H, d, J=4. 8Hz) , 8. 76 (1H, brs) , 8. 87 (1H, d, J= 7. 8Hz) , 9. 10 
(2H,br),9. 80 (2H, br). 

mmm 55 : (s)-2-(4-(^r ^ ^ ;u-2-^;v^ =5->v) r k j * ^-M-i-y v^/isT 
^ 5-(2-b 8 =iy^T$/)^m^ a , s)-(i , -(i-^-7^)ji^)T$ vut 

&m No. 56] <DWk 

mmm 55-1 : n°-boc-l-^^^ $ >>m a's)-a'-a-'ry^-/u)^MT^ k 

y <>> vVu jc ^, 7VU (XXXV-2) <D-g-J5fc 

rfTflKtf) N°-Boc-L-^^ 5: y-^<Z/i?jV^7>*r;V l.05g & DMF 21. 0ml 
mm £ iir, rfTlgCO (S) -1- (1-^- -7 ^5vl^T ^ V 0. 799 g> WSCI 0. 894g, 

H0Bt0.631g *MiL-mm,\Z.X 1 BP^abfCo TLC {CTSJ^i^T5tm^, 

Lfco Sli£3r y # y7u# 7A^nvb^77^- (50g, ^ n a zJvUA/g^oi^ 
7U=5/l)(CT^ia^b^ 1.42g *&&mVft LT^IfCo 
MS (FAB, Pos. ) :m/z=491 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 40 (9H, s) , 1. 63 (3H, d, J=6. 8Hz) , 1. 84-1. 91 (1H, ra) , 2 
. 01-2. 10 (1H, m) , 2. 32-2. 36 (1H, m) , 2. 45-2. 51 (1H, m) , 4. 05-4. 15 (1H, m) , 5. 07 (2H, 
s) , 5. 22-5. 30 (1H, m) , 5. 90 (1H, t, J=7. 3Hz) , 6. 42-6. 50 (1H, m) , 7. 23-7. 53 (9H, m) , 7. 
78(lH,d. J=8. lHz),7.84(lH,d, J=7. 8Hz), 8. 04 (1H, d, J=8.5Hz). 

mmm 55-2 : n°-(4-(n-boc-t ^ y * ^-/v)-ry w M-L-y;v* $ i/m <x s)- 
mmm 55-1 x-mhtiK-ik&m i.oi g ^ 15. imi izmmzit. io%& 

y- /vmm. 15. lral ^TL'mmz.X l 0^#tgL.fc o TLC iZXfcJ&mrT 

rnz-tt, mmm 25-2 x^hM^\\L^m o.62o g> wsci &mm. o.592 g , dmap 

0. 752g ^D^jfilCT 1 SmnmVtio TLC tcTSJ^H-Tflfi^^, Kfo%k$:3:<n 
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A^07^y7^- (50g, ^ o n ? J — A-=40/l) (CT^ L,«SfB<0f fc 

MS (FAB, Pos. ) :m/z=598[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 47 (9H, s) , 1. 69 (3H, d, J=6. 6Hz) , 2. 01-2. 08 (1H, m) , 
2. 15-2. 22 (1H, m) , 2. 35-2. 42 (1H, m) , 2. 56-2. 63 (1H, m) , 3. 62 (3H, s) , 4. 74-4. 87 (3H, 
m) , 5. 95 (1H, quintet, J=7. 0Hz) , 6. 82-6. 90 (1H, m) , 6. 96-7. 02 (1H, m) , 7. 40-7. 60 (9H 
, m) , 7. 81 (1H, d, J=8. 3Hz) , 7. 88 (1H, d, J=7. 8Hz) , 8. 04-8. 10 (2H, m) , 8. 29 (1H, d, J=8. 
1Hz). 

^MM 55-3 : (S)-2-(4-(N-Boc-T ^ ; ^f^)t7 h^^TS. 7)-4-*A^/l- 

d' s)-(V -d-ry^/u)^Mr ^ k(xli-d<p^j& 

7kmi£l) ^?AT/l^=?A0.213g%4pS7K7- b7t Kn 77 ^ 11.2ml tCtfA, 
HJ£#l! 55-2 X'WbfrtLfcG-®) 1. 12g £21* h7t Kd 7 7 ^ 22. 4ml 

i^fls^fcfc^aox., istt 0.5 B^imatftb^. tlc iz:xKi&&Tvm&s 

? n Yf^-p 4 — (80g, ^ n n -fcjVJ*/* $ / — A-20/1) }CT*ii!i IfHftT/W 
= — /n. 44g £ Sfegffc £ LT#fc 0 

^-fb> ^ 20. lral -78<C}f ^T^^lf y /^ «=» 7 K 0. 151ml, ^ 

/U^/M^i/ K 0.251ml 0. 5 B#Mif#&. %\Z.'&htltz.<P?$W7 7V= — 

t\> 0. 670g Zmb**?^ 6. 70ml tC*«¥$*fct>O«ri0*., $ blZ 0. 5 I^MSt# 
Lfc^K h V x-^/VT % ^ 0. 738ml ^P^L^T 1. 5 NFM8t# bfc c SJfcW-* 

Ttt«U*JE*filLfc. ^'>y #?/l>1>Tl*jru'<r b^77^ — (50g, p 
o * y -/u=30/l) fcLTfiMRU Wl&mt&m 0. 450g L 

MS (FAB, Pos. ) : m/z=568 [M+l] * 

'H-NMR (500MHz, CDCI3) : 8 =1. 47 (9H, s) , 1. 73 (3H, d, J=6. 8Hz) , 1. 82-1. 99 (2H, m) , 2 
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. 28-2. 40 (1H, m) , 3. 56-3. 62 (2H, m) , 4. 62-4. 92 (4H, m) , 5. 98 (1H, t, J=7. 3Hz) , 7. 08- 
"7. 20 (2H, m) , 7. 36-7. 60 (8H, m) , 7. 79 (1H, d, J=8. 1Hz) , 7. 84-7. 90 (1H, m) , 8. 04-8. 16 
(3H,m). 

mmm 55-4 : (s)-2-(4-(n-boc-t f-M-f-? w/ut $y)-5-(2-b°=iy 
^T$y)^Mm (i's)-( 1' -{\-~r7f->v)^>v)T ^ k(xxi-5)cd^ 

55-3 X-mhtltzit^ 200. Omg £y * y 6. Oral {^mM^^t, 2-T 
^ / * ^fcT V 44. 3mg, ->T / *i5fte* Vm-T V V *?J* 44. 3mg £^fi{£T 
flD*:, g^KT P H=4 fab 5 £ I 2 BF«gjf#Lfc„ TLC (ClT^^^^Si^, 

futr ysfyy 4 — (lOg, n n A/y * y — /U=15/l) {CTffiSiL, ^IS(D<t 
&m 91. 5mg SrjSfcStfe^fri: LT#fc 0 
MS (FAB, Pos. ) : m/z=660 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 47 (9H, s) , 1. 67 (3H, d, J=6. 8Hz) , 1. 70^1. 90 (2H, m) , 1 
. 90-2. 04 (2H, m) , 2. 88-3. 00 (2H, m) , 3. 87 (2H, s) , 4. 62-4. 75 (2H, m) , 4. 82-4. 88 (2H, 
m) , 5. 90-6. 00 (1H, m) , 7. 00-7. 10 (2H, m) , 7. 34 (1H, d, J=7. 1Hz) , 7. 40-7. 58 (7H, m) , 7 
. 77 (1H, m, J=8. 1Hz) , 7. 87 (1H, d, J=7. 6Hz) , 7. 90-8. 02 (2H, m) , 8. 12 (1H, d, J=8. 5Hz) 
,8.20-8. 32 (2H, id). 

MMM 55-5 : (S)-2-(4-(^ $ y-/-;W2-^;U^ ^MT ^ / y h^;V 

[ib:^No.56] <D^I& 

55-4 X*m bfttz^^O 91. 5mg ? y — )V 2ml izmffi U 4 mol/1 

^/v 5 ^-^^ 2mi *fia^ mt* i n^jt^bfco RfcmrT&. m-mzm^i^ 

M^MM bfc 0 r th&m** * J — /WC^fl? U h V xf;i/7 ^ is 58. 0ml &t>\ 
2^^/-;V*/^f7/Uft K 16. Omg ZmtLXmUT' 5 ti?fflm&Vtz 0 Rfc 
%k7'&s ^SSU ^iE^t^, MTky *y-/u 2ml t^3?U Ot^iftiPL 

£o wO^tcTkmb^^^^- h y 10. 5mg £;bn;tT^s-e o. 5 mmmwL 
tz 0 fcfcmT&mm&i&mis, »^y^W7^^D•7^^77^-(5g 1 
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? u n fr/UJ*/* * J -/^/tK=7/3/0. 5) (C J: o TfitM U 1 mol/1 
MSi" SlB«Mba*05£>*£Ife*i[ 63. 5mg £• 6 i: b T#fc„ 

MS (FAB, Pos. ) : m/z=640 [M+l] * 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 56 (3H, d, J=6. 8Hz) , 1. 66-1. 90 (4H, m) ,2. 96-3. 
08 (2H, m) , 4. 26-4. 32 (2H, m) , 4. 62-4. 78 (2H, m) , 4. 82-4. 94 (2H, in) , 5. 74-5. 82 (1H, m 
) , 7. 40-7. 96 (14H, m) , 8. 14 (1H, d, J=8. 5Hz) , 8. 28 (1H, d, J=8. 5Hz) , 8. 30-8. 36 (1H, m) 
, 8. 63 (1H, d, J=7. 1Hz) , 8. 83 (1H, d, J=7. 6Hz) , 8. 80-8. 84 (1H, m) . 

mmm 56 : (s)-2-(4-(>f 5 £Vr=4k=2zdlik2i±M21i I * ±M±2. hdJkZ 

$ y)- 5-(5,6.7,8-r KPjgV V >8->f^7$y)gg» (!' S)-(l' -(1- 

±ZX^d^±MZI: K Pffrfrte No: 57] (DMit 

Hifeffj 56-1 : (S) -2- (4- (N-Boc-T $7^ gvU) t7h^ /UT ^7)- 5- (5, 6, 7, 8- 
7h7b: KP»;yv-8->f^7^)t$» (l'S)-(l'-(l-^-7^/U)^^-/v-)T 
$ K (XXI-6) (D^^L 

mt&m 55-3 •Vftbtl-fc.fc&m 200. Orag ? J — 6. 00ml t^#$-«r. HIS 
0!l 54-1 X'&btltzT K V 126. lmg, iXT / TRUHfc* «7-k 44. 3mg &m 

«&tCTiO^> B^mt-T pH=4 5 £ b 23 l*M«E#U^l. TLC \zxBmm&*:i* 

$7J±?u^ b^77^- (10g, ^ncuM^A* /W=15/l)(C-Cffi§!ib^|E 
<7><k^ 162. 9mg t LXntio 

MS (FAB, Pos. ) :m/z=700[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =: 1. 47 (9H, s) , 1. 68 (3H, d, J=6. 6Hz) , 1. 76-2. 10 (8H, m) , 
2. 20-2. 40 (2H, m) , 2. 60-2. 78 (2H, m) , 3. 02-3. 38 (4H, m) , 4. 62-4. 96 (4H, ra) , 5. 84-5. 
96 (1H, m) , 7. 00-7. 34. (8H, m) , 7. 73-7. 90 (2H, m) , 7. 94-8. 40 (4H, m) . 

mmm 56-2 : (s)-2-(4-(^r ^ yy^kzZzdJk* ±M z § 1 * ^-M-t-? y^a* . 

T $ l )-5-(5, 6, 7, 8-7- h7fc Ko^/'J >-8-^ /UT $ J ) (1* S)-(l' - 

(l-7-7^)^^/u)T^ K Dffrfrfo No. 57] qy£& 
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56-1 Xmhfltz^m 162. 9mg — A- 2nd W§#U 4 mol/1 

^/^^rf-^ 2ral ^jfiT* 1 0#^}f # L*: 0 Si»7& v Mm^W^ 

U I^ltit^ CL;ft£r*S7M /Md$gfl?U h y^^/t'T^ >- 97.3^1 

&U\ 2->T ^ V^-J^/^T^ t K 26. 8mg ^itifil? 5 B^lif # L7c 0 

sj»t&, sisu mmnm\.tz.^ m***;-^ 2mi i£}§fi?u o<ct^ 
mistco z<D&m\z7kmik*.tm~r hvtJ* i7.6m g &;od;it^&-c- 0.5 mmm 

(5g, fuu A/y * / -/V/tK=7/3/0. 5) id £ o T*§M U 1 mol/1 l&^zMt 

m-c9m.-rzz.biz.*. vm&<D<k&m<oi&st)& 102, om g ixifc, 

MS (FAB, Pos. ) :m/z=680 [M+l] + 
'H-NMR (500MHz. DMSO-dg) : 8 =1. 56 (3H, d, J=6. 8Hz), 1. 70-1. 94 (6H, m), 2. 24-2. 
36 (2H, m) , 2. 78-2. 82 (1H, m) , 4. 60-4. 76 (2H, m) , 4. 82-4. 90 (2H, m) , 5. 76-5. 80 (1H, m) 
, 7. 36-7. 40 (1H, m) , 7. 44-7. 66 (12H, m) , 7. 84 (1H, d, J=7. 8Hz) , 7. 96 (1H, d, J=7. 6Hz) , 
8. 14 (1H, d, J=8. 5Hz) , 8. 24-8. 36 (2H, ra) , 8. 42-8. 46 (1H, m) , 8. 68-8. 82 (2H, m) . 

mmm 57 : (s)-2-(4-(^ $ =?;v)r $ 1 y ±m±2l y^a^t 

mmm 57-1 : n'-boc-l-^/u* $ >b? (r R)-(r-(i-t7^) ^gvt^r ^ k 

•y > * g (XXXV-3) (P-g-fife 

rfrl&tf> N a -Boc-L-i//U^ ^ v -^^^^7^ 1. 12g & DMF 21. 0ml 

rtTl© (R)-l-(l-t 7 f x ^/l,7 5 y 0.853g, WSCI m.&& 
0. 955g, HOBtO. 673g ^OilfiCT 1 BIHJJfcfiLfc. TLC lCTS^T«t^^> 

.iESilfeo a?t$r^.y ^7<7*/^^A>7 o-^ hi7^7^ — (50g, ^ do*;^/ 
ftKxf/i«5/l) teT«3EOffr£4& 1. 63g £ B&mftk LTHfc, 
MS (FAB, Pos. ) :m/z=491 [M+l]* 

l H-NMR (500MHz, CDC1 3 ) : 8 =1. 33 (9H, s) , 1. 63 (3H, d, J=6. 8Hz) , 1. 88-1. 98 (1H, ra) , 
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2. 12-2. 22 (1H, m) , 2. 45 (1H, dt, J=6. 8, 16. 6Hz) , 2. 50-2. 58 (1H, m) , 4. 08-4. 20 (1H, 
m) , 5. 11 (2H, s) , 5. 04-5. 09 (1H, m) , 5. 88 (1H, t, J=7. 1Hz) , 6. 48-6. 62 (1H, m) , 7. 23-7. 
53 (9H, m) , 7. 78 (1H, d, J=7. 8Hz) , 7. 84 (1H, d, J=7. 8Hz) , 8. 04 (1H, d, J=8. 3Hz) . 

mmm 57-2 : n*-(4-(n-bqc-t ^ y y v-M-r-? h^M-i-y^* $ >m jv r)- 
mmm 57-1 -e&btitifc&fo 1. i5 g 17.3ml io**£ 

* / — A4£JK 17.3ml SriW^MlCT 1 PMftllfc, TLC fcTfiJSIfrT 

VXmtio -H3r DMF14. 7ml Hl$8#$-l3\ HJg^J 25-2 X'^^tltzit^ 0. 706g, 
WSCI Jtg^i^ 0. 674g, DMAP0.859g SrJPx.MliT 1 B^iLfc. TLC (uTM 

=4o/i){dT)fSMb. m&<Dit&%> i.03 g zmn&mwt l-cwc 0 

MS (FAB, Pos. ) : m/z=598 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 47 (9H, s) , 1. 69 (d, 3H, J=6. 8Hz) , 2. 1 1-2. 19 (1H, m) , 2 
. 28-2. 35 (1H, m) , 2. 50-2. 56 (1H, m) , 2. 66-2. 72 (1H, m) , 3. 67 (3H, s) , 4. 70-4. 84 (3 
H, m) , 5. 95 (1H, quintet, J=7. 0Hz) , 6. 82-6. 92 (1H, d, J=7. 8Hz) , 6. 99 (1H, d, J= 8. 3H 
z) , 7. 30-7. 57 (9H, m) , 7. 77 (1H, d, J=8. 1Hz) , 7. 85 (1H, d, J=7. 8Hz) , 8. 03 (1H, d, J=8. 3 
Hz),8.09(lH,d, J=8. 3Hz),8. 15(lH,d, J=8.5Hz). 

MMM 57-3 : (S)-2-(4-(N-Boc-T^ J 2j±A±rz \^jJtZJUl±^l/t^2kz 

mm (XMzSlLi(l=±Z±M^2}dZJ : K(xli-2) 

fcBit}) *?-VJ*T;V* ~ 0. 196g ^mfc^r h7t 10. 3ml tilt A, 

m nmm 57-2 xm htitcit&m 1. 03 g ^m^T b7t k n ? ? >- 20. 6mi 
\z%mis*&*L\><n>*:to%-, wbaz.x 0.5 mmmwvfro, tlc \z.xRj&i»Tvm&. 
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^D^h^77-f- (80g, ^ n a TjvU-A/y * J — /V=15/l) KTfflR L+WttT/l' 
= — yUO. 785g LT#fc 0 

^k^^U-^ 23.6ml «f»fc, -78^*rM-=¥l?yA^n7-< K 0. 177ml, V* f- 
/W*/Msdf^K 0.294ml 0.5H$FWf, 5fe(C#P>tb^^ F^3- 

/V 0. 670g Sr&fcy ^ 6. 70ml lCjg#£-£fcfc<0&;&D;L % $ fcfc 0. 5 R$M%# 
h y xf/uj ^ > 0. 864ml ^r*P^.7K^T 1. 5 J$raH£# Lfc 0 SJE&ffifc 

t-Tf£j!^ LjgtJ£3g#S LfCo a^^r y # ^/i^ 7A^.07F^7^- (50g, ^ 
o n ^ y —71-30/1) Ictfli U «lE<&ffc£-*b 0. 446g SrS&ffifeHftri: 

MS (FAB, Pos. ) : m/z=568 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 45 (9H, s) , 1. 63 (3H, d, J=6. 8Hz) , 1. 80-2. 42 (4H, m) , 
3. 37 (2H, m) , 4. 40-5. 04 (4H, m) , 5. 90-5. 98 (1H, m) , 7. 05 (1H, d, J=7. 1Hz) , 7. 12-7. 60 ( 
8H,m), 7.64-8. 16 (5H,m), 

57-4 : (S)-2-(4-(N-Boc-T ±M±Z h±2kZ ^)-5-(2-b'3iJ 

frT$S)&MM (l'R)-(r-(l-j-7^u)^/W)7$ K(XXI-7)<P£i5K 

MM 57-3 T-# tbtltzfc&yo 200. Omg £y * y —;V 6. 00ml (C^#?$-£ v 2-T ^ 

y f/wfy^y 44. 3m g , ->r y^mit^^m-r h y 44. 3 mg SrMii-ain*., 

RBfeteT pH=4 5 i L 3 HIHJ8S#Lfc, TLC KlT]lW«H3lc&*BI*, fcfcWi 

h^^^^f — (lOg, ^ a n*;W>/y *y — M0/1)|IT»SL, ^IS^b^^ 
66.6mg£gfc3tfi.@f£i: Lt#fc, 
MS (FAB, Pos. ) : m/z=660 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1: 47 (9H, s) , ll 68 (3H, d, J=6. 8Hz) , 1. 90-2. 20 (4H, m) , 
3. 00-3. 16 (2H, m) , 3. 86-4. 00 (2H, m) , 4. 64-4. 88 (4H, m) , 5. 90-6. 00 (1H, m) , 7. 00-7. 1 
8 (2H, m) , 7. 28-7. 60 (8H, m) , 7. 73 (1H, d, J=8. 1Hz) , 7. 83 (1H, d, J=8. 1Hz) , 7. 90-8. 02 ( 
2H, m) , 8. 14 (1H, d, J=8. 3Hz) , 8. 22 (2H, d, J=8. 3Hz) . 
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mmm 57-5 : (s>-2-(4-(>< $ ^ ^-2-^/1^ j-mts. ; * ^M-r-y y^tv 

T^/)- 5-(2-K°=*V;i<T5iS)-gWm (l'R)-(l'-(l-t7f ^)xf;P)7$ K 
lXfrg^No.58] (D^f& 

57-4 kfrfcfc^ 66. 6mg £ ^ * J —?V 2ml lC$gflf t, 4 mol/1 % 
^/i^-*-*^ 2ml Sraq*, i^t i S^l^7t> U 

JSSffcSILfc. rtt^TK^^/— /WC*#U, h V if^7^ V 42. 2^1 
2— < ^y-/^/l/J)?7/l^t K 11.6rag ?riDx.TliT' 5 B#F£Jf#Lfc 0 ^ 
i&TSU ^*§U W&MM\stztk, Mfc* ? S 2ml tC$g#U OXHzfttMls 

tco r (Dmm^mib* tm-r hv *? ^ 7. 6mg it^f 0. 5 utr^ # bfc„ 

n * / — /1^/tR=7/3/0. 5) ^ «t oTH U 1 mol/1 *S&7K$&ifcT?*Q ! 3ll 

t^rita «9 ^ISO^b^O^m 27. 6mg £ &&mw-t bT#yt 0 
MS (FAB, Pos. ) : m/z=640 [M+l ] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 55 (3H, d, J=6. 8Hz) , 1. 78-1. 94 (4H, m) , 3. 00-3. 08 ( 
2H, m) , 4. 34-4. 38 (2H, m) , 4. 58-4. 76 (2H, m) , 4. 80-4. 96 (2H, m) , 5. 74 (1H, t, J=7. 0Hz 
) , 7. 40-7. 96 (14H, m) , 8. 14 (1H, d, J=8. 5Hz) , 8. 20 (1H, d, J=8. 5Hz) , 8. 31 (1H, d, J=9. 0 
Hz) , 8. 65 (1H, d, J=7. 1Hz) , 8. 78-8. 84 (2H, m) . 

mmm ss : (s)-2-(4-(^f $ ^2-4^* ^ 1 * gvi^±z>dl^kZ 

$ /)- 5-(5,6,7,8-f h7t KP^ry V >-8-^f >\>T $ J ) MMM O'lQ-Q'-Q- 

±2^j^lz^Mxa k [^^no.59] comm 

miMm58-l : (S)-2-(4-(N-Boc-T$ y ^^-/U)-^-^ h<4 sl-T $7)- 5-(5. 6,7.8- 

Z in Kn^y yy-8-^^7$y)tf|g (i'r)-(i'-(i-^-^^/^)^^^) ^ 

$ K(XXI-8)<D^-fife 

MM&\ 57-3 X^htltiit^^O 200. Omg £7 * 7 — /U 6. 00ml Ki8$¥$lJ\ ^JS 
. m 54-1 ^ttfcT 5 > 126. lmg, v-T / h D £ A 44. 3mg £^ 

fite-aw*.* mmzx p h=4 5 i: l 3 Br^^Lfco tlc izxmnm^m 
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*7A^Dvh^77>f- (lOg, ^ p n /-ix^A/^ ^ y — /U=15/l) tCTlSM L^IS 
(Dit&m 123. 3mg ^HfeSffct LT#fc 0 
MS (FAB, Pos. ) : m/z=700 [M+l] + 

'H-NMR (5.00MHz, CDC1 3 ) : 6 =1. 47 (9H, s) , 1. 68 (3H, d, J=6. 8Hz) , 1. 76-2. 40 (8H, m) , 2 
. 60-2. 78 (2H, m) , 3. 04-3. 40 (4H, m) , 4. 62-4. 90 (4H, m) , 5. 86-5. 96 (1H, m) , 7. 04-7. 1 
2 (1H, m) , 7. 22-7. 58 (7H, in) , 7. 73-7. 84 (3H, m) , 7. 90-8. 04 (4H, m) , 8. 08-8. 20 (1H, m) 
,8.24-8. 36 (lH,m). 

mmm 58-2 : (s)-2-(4-(^r ^ ^LzJk±^± f^k) Z § l * 1£M ^ h^Jk 

T$S)- 5-(5,6,7,8-r t KP»y'J >-8-^/UT $ y)^m^ (l'R)-(l'- 
58-1 X^hfltcit^ 123. 3mg £y — /V 2ml U 4 mol/1 

ttflfe/s?^-**^ 2mi ziiax., m-o i i*w«h* k&fcT&s mmzmiz 

U LfCo mSrMTM * y — /u 3. 17ml izm-M U h!J ^.f-tVT 5 >- 

73.7 M 1 2->f $4f*S—A'#A'&TA^ s \l K 20. 3mg ^Px.T^j£T* 5 

Jt^UfCo S^HT«. ftffiU &7M*/-^ 2ml icigflfU 

O'CWftlflLfc. i©»ffitd**^*^*^ h y t?J* 13. 3mg ^*P^T^?£T* 0. 5" 

7 -f — (5g, ^ u a * y — /W/tK=7/3/0. 5) (C <fc o U 1 mol/1 % 

gkK^-c&a-rs wiict!? tnia^b^omtt:' 75. 5m g & m-&m&t lt 

MS (FAB, Pos. ) :m/z=680[M+l] + 

'H-NMR (500MHz, DMSO-cQ : 6 =1. 55 (3H, d, J=6. 8Hz) , 1. 70-2. 04 (6H, m) , 2. 32-2. 
40 (2H, m) , 2. 78-2. 82 (1H, m) , 4. 40-4. 64 (2H, m) , 4. 68-4. 76 (2H, m) , 4. 82-4. 94 (2H, m 
) , 5. 74 (1H, t, J=7. 0Hz) , 7. 38-7. 42 (1H, m) , 7. 46-7. 78 (12H, m) , 7. 80-7. 88 (2H, m) , 7 
. 96 (1H, d, J=7. 0Hz) , 8. 14 (1H, d, J=7. 5Hz) , 8. 20 (2H, d, J=8. 3Hz) , 8. 31 (1H, d, J=8. 1 
Hz) , 8. 50 (1H, d, J=4. 6Hz) , 8. 80-8. 88 (2H, m) . 

HJfcflil 59 : (S)-2-(4-(N-2-b° g V >l/7 W-<y/^/W7 $ 7 )~5-(2-fc° 

=« v >±t % j ) ^Mm =$-)vt $ k Ut£M no. 6q] <pmm 



135 



WO 01/79168 



PCT/JP01/03123 



Hi£0)J 19-3 X'l&btltilt&im 48. 8mg * / —JU l. Oml icmffi U h V ^ 

f;w7 5: ^ 30. 0^ i 2-t° y ^yr^rk K 17. 5 ^ 1 zmz-xm&x* 30 ^-pg 

ig#bfc 0 KJC&lfcTSL -»iKSre*Lfc^ SStM^V— /i> 1.0ml ^riD^T Ot: 
(^?££PL7c 0 iCO^^C7K^b^^^-7"h y 26.6mg ^AO^.. K^i&CL 

itw 5 f) 40 #raflt#Lfc 0 sjsa&Tgu js«t&e*u »aE«r->y*^* 

7A^07h^77^- (2g, ^ n D A/y 7 — /lV7k=7/3/0. 5) «fc o 

rtfMfc^Sr 1 mol/l i£ift7KS*^»U^tC7k«re*b, ^IBO 

it^<m<ommm. 24. 8m g b-c#fc 0 

MS (FAB, Pos. ) :m/z=587 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 5 =1. 75-1. 90 (4H, m), 2. 90-3. 10 (2H, m) , 4. 29and 4. 30(6 
H, s) , 4. 54-4. 58 (1H, m) , 4. 76 (2H, d, J=5. 6Hz) , 7. 40-7. 49 (4H, ro) , 7. 52-7. 61 (4H, m) , 
7. 67 (2H, d, J=8. 1Hz) , 7. 84-7. 86 (1H, m) , 7. 91-7. 96 (3H, m) , 7. 99 (2H, d, J=8. 1Hz) , 8 
. 05-8. 08 (1H, m) , 8. 62 (1H, d, J=4. 9Hz) , 8. 66 (1H, d, J=4. 9 Hz) , 8. 69-8. 73 (2H, m) , 9 
. 37 (2H, brs) , 9. 95 (2H, brs) . 

60 : (S)-2-(4-(N~2- t°=t y ,VT $ I ) 7* ^yWO W AST % 7 )-4-(N~2- 
t'JiJ 5 / ) g§B£ 7^1/y> gv^Z § K UtjtM No. 61] cDigjg 

Hlfcff j 60-1 : (S) -2- (N-Fmoc T ^ 7 ) -4- (N-Boc T ^ J ) g§g£ lzg^g_k^2L± 
/UT$ h* Ut&Vd X-3) <D&J& 

rfilSO(S) -2- (N-Fmoc 7$/) -4- (N-Boc y)@g^ 201. 9mg £ DMF 2.0ml \Z. 

mffiv. wsci 106. lmg Rxf HOBt 7i. Omg zm*.. mm$itti 0 zvmm 

iZ. l-t7^ky^f^7^y 67ml &m*.X&m.-e 16 ^W«#Ufeo 

«3KSr«*UT»JS«r'>y Xf/UX^J*? o-^ h;T^^^^-(i0g, ^un* 
^A/y ^y-/>=30/l)lCJ:oT*tMb, W%MO\\&m 231.8mg $r6£.@#£:L 

MS (FAB, Pos. ) : m/z=580 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 37 (9H, s) , 1. 65-1. 73 (1H, m) , 1. 78-1. 83 (1H, m) , 2. 
97-3. 03 (2H, m) , 4. 05-4. 10 (1H, m) , 4. 20-4. 28 (3H, m) , 4. 75 (2H, brs) , 6. 75 (1H, brs) 
, 7. 30-7. 37 (2H, m) , 7. 42 (2H, t, J=7. 4Hz) , 7. 43-7. 49 (2H, m) , 7. 50-7. 57 (2H, m) , 7. 6 
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4 (1H, d, J=8. 3Hz) , 7. 74 (1H, t, J=6. 7Hz) , 7. 84 (1H, d, J= 7. 3 Hz) , 7. 90 (2H, d, J=7. 4 
Hz) , 7. 93 (1H, m) , 8. 02 (1H, d, J=6. 3Hz) , 8. 42 (1H, t, J=5. 6Hz) . 

60-2 : (S)-2-(4-(N-Boc 7^/^ f;W)^y-/^^7 ^ J )-4-(N-Boc 7 ^ 
/)jgg£ l-i-7*ls^*^T^ K Ut&m XVI 1 1-8) 
MMW 60-1 -Cnhtltzit^ 152. 2mg £ DMF 3. 0ml (C*gfl?U i/^/VT ^ 

> o.3mi s^p*^ ^i&-t?5o#raj£#ut. %Lfcmi"&, mm&m^v, 

# fbilfc^-^ 141. 7mg £r DMF 3ml izfeffi L v WSCI 75.6mg % HOBt 

35.5mg % ^&fc#J 19-1 -C#ibtLfc^^ 79. 3mg £r^JPx. x ^2&T* 22 B#fiajg*£ L*L 0 
KJfcif&T^ ^&£^nn*^.MC^?U 1 mol/1 &^7k^$u 

i moi/i *wtik-}-hv?j±*mm, s.t^iafn^TKT^^L^c ^wi^tm 

^~(7.5g, ^ d uTjt/u^/^ — /v=30/l)^«J:oTifi^U, mz&Dik&fy) 
109. lmg 3r£j6@ft:<i: LT#7t<, 
MS (FAB, Pos. ) : m/z=59 1 [M+l] * 

'H-NMR (500MHz, DMS0-d 6 ) : 6 =1. 35 (9H, s) , 1. 39 (9H, s) , 1. 83-1. 87 (1H, m) , 1. 91-1 
. 95 (1H, m) , 2. 98-3. 03 (2H, m) , 4. 17 (2H, d, J=6. 3Hz) , 4. 48-4. 52 (1H, m) , 4. 75 (2H, d 
, J=5. 6Hz) , 6. 78 (1H, t, J=5. 3Hz) , 7. 31 (2H, d, J=8. 1Hz) , 7. 44-7. 49 (3H, m) , 7. 52-7. 
56 (2H, m) , 7. 83-7. 86 (3H, m) , 7. 93-7. 96 (1H, m) , 8. 04-8. 06 (1H, m) , 8. 47-8. 49 (2H, 
m). 

MMm 60-3 : (S) -2- (4-7 ^ J * gvl^ is )VT $ / ) -4-7 $ J B§1£ V 
ZUls* *5->VT $ P iit^t^ XIX-2) <D^i& 

60-2 X*mbtltL4k&V9 49. 7mg * J —A- 0. 5ml iiigfllU 4mol/l 
^K/^df.^> 0.5ral SriPxi, Ifif 1.5 WMiJH^Ufc. »*SE*r 
JI£#:^^ttiftLTfKlE<Dfk3^ 52.4mg $r6fei^i:tX#fc, 
MS (FAB, Pos. ) : m/z=391 M+l] + 

mifcffl 60-4 : (S)-2-(4-(N-2-fc°=' V ;VT $ 7 ) * ^vWO-^ /U7 $ / )~4~(N- 
2- fc° a y A7 lz±Z*±^2? ^^7 5 K* tik&m No. 61] <D^J5fc 
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mmm 60-3 ■xmbtuzit&Qo 45. img * / — ^ 0. 9mi u h y ^ 

f-AST ^ ./ 24. 4ju 1 2-t°y ^VT/Vf t K 14. 4m 1 &fiO?LT^UX« 70 £fs^ 
^4PbfCo iO^toMfrffc***-*- h y ?A 23.4mg CSfilC 

lLWSf> 35 £rmMWl>1t 0 SJS:»T«, SiR*«3&U a*£^>y#^W# 
7A^n7^77^(^nD * 7 — 7U/tK=7/3/0. 5) iliotil U 

7c 0 Z<Dik&yo& 1 mol/l 4ftK7k»#£3S#U;fc&fc7k«re*U aHEflMfc-g" 

28. 4mg £&fe@ft:£ LT#fdo 
MS (FAB, Pos. ) : m/z=573 Off 1] + 

'H-NMR (500MHz, DMS0-d 6 ) : 6 =2. 20-2. 37 (4H, m) , 3. 0-3. 15 (2H, m) , 4. 22-4. 37 (6H, 
m) , 4. 61-4. 67 (1H, m) , 4. 74 (1H, dd, J=15. 6, 5. 9Hz) , 4. 79 (1H, dd, J=15. 6, 5. 9 Hz) , 7. 
44-7. 49 (4H, m) , 7. 52-7. 58 (3H, m) , 7. 61 (1H, d, J=7. 8Hz) , 7. 67 (2H, d, J=8. 5Hz) , 7. 86 
(1H, dd, J=7. 3, 1. 9Hz) , 7. 89-7. 96 (3H, m) , 7. 99 (2H, d, J=8. 5Hz) , 8. 06-8. 09 (1H, m) , 
8. 62 (1H, dd, J=4. 9, 1. 7Hz) , 8. 67 (1H, dd, J=4. 9, 1. 7Hz) , 8. 74 (1H, t, J=5. 6Hz) , 8. 86 ( 
1H, d, J=7. 8Hz) , 9. 46 (2H, brs) , 9. 96 (2H, brs) . 

Hjfe ffiJ 61 : (S) -2- (4- (N-2- g g V AST 5 7)7 ±A^< 1/ }/j± fVT 5 7 ) -3- (N-2- 
t:'3!J;W7$/)7 p Pb^yi k±2-*Lk^2L±^ZJ if [jbj^ No. 62] g> 

Mil 

Hjfeffl 61-1 : (S)-2-(N-Fmoc T 5 7 ) -3- (N-Boc T 5 7 ) :/p VHr ^W. 
<?U^* gvl^T 5 K (jb^ X-4) O^fifc 

rfr|£4>(S)-2-(N-Fmoc 75 7 )-4-(N-Boc T 5 7 ) 7"n tf^^ifc 201. 6mg Sr DMF 
2. 0ml U WSCI mmm. HO.Omg Xtf HOBt 75. 6mg ^^^rTto 
:®» 1-1-7* 5 > 29^ 1 &jbPx.TML"? 16 B^j^Lfdo 

R^T^x ^K%@*bT^iiE^i^.y XtffrX^Jxtw h^77^- (lOg, . 
^ n o */l^/7 ? 7 — /u=30/l) iCto Till mnZ<Dik&m 226. 3mg £ fife 

MS (FAB, Pos. ) :m/z=566[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 37 (9H, s) , 3. 26-3. 29 (2H, m) , 4. 10-4. 25 (2H, m) , 4. 
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27-4. 29 (2H, m) , 4. 76 (2H, d, J=5. 6Hz) , 6. 80 (1H, t. J=5. 6Hz) , 7. 30-7. 37 (2H, m) , 7. 4 
3 (2H, t, J=7. 3Hz) , 7. 44 (2H, d, J=5. 8Hz) , 7. 71 (2H, d, J=7. 7Hz) , 7. 88 (1H, t, J= 4. 3Hz 
) , 7. 90 (2H, d, J=7. 6Hz) , 7. 93 (1H, m) , 8. 03 (1H, d, J=6. 8Hz) , 8. 51 (1H, t, J=5. 6Hz) . 
mMM 61-2 : (S)-2-(4-N-Boc 7^;^ f'M^O'z/yf ;±T ^ J )-3-(N~Boc T $ 

HJStfil 61-1 X^btltcit^ 151. 6mg £• DMF 3. Oml {C*g#?U i/^fjUT ^ > 

o.3mi ^d^l, mux 60 ftmmftvtio 5ifcmT&. mmzg&u m&#^ 

'&bthtzi&-kV!) 136. Omg £ DMF 3ml WSCI 76.6mg, HOBt 

35.3mg, ^i&^l 19-lT*#b^c^^ 79.7mg^P^ % ^iST* 23 B#F^Jf #Lfc c 

^ Dn*;VV^ /W-30/1) lZ.£<oXmmi^ WS&Oit&m 46. 2mg 

MS (FAB, Pos. ) :m/z=577[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 35 (9H, s) , 1. 39 (9H, s) , 3. 34-3. 72 (2H, m) , 4. 16 (2 
H, d, J=6. 3Hz), 4. 54-4. 57(1H, m), 4. 74(1H, dd, J=ll. 7, 5. 6Hz), 4. 78(1H, dd, J=ll. 7 
, 5. 6Hz) , 7. 05 (1H, t, J=5. 6Hz) , 7. 31 (2H, d, J=8. 3Hz) , 7. 44-7. 49 (3H, m) , 7. 51-7. 57 
(2H, m) , 7. 81-7. 85 (3H, m) , 7. 93-7. 95 (1H, m) , 8. 02-8. 05 (1H, m) , 8. 33 (1H, d, J=7. 8H 
z),8. 54 (1H, t, J=5.6Hz). 

M1&M 61-3 : (S)-2-(4-T ^vl^^^AY A-T $ 7 )-3~T ^ / \fi>r^m. 

\-rz?*\s>* ^-jvt $ k xix-3) gy£& 

MMm Z-{2)X'i%htltzik&tfo 43.2mg * * ? J — >V 0.86ml Icigfl? U 4. 
mol/1 ^/v^*-^ 0.86ml £*D;L, ^T-.100^m^bfc o SfS#*T^ 
.^&©:fcL*:^ KS^^^T-^LT^IS^t:^ 42. lmg £&£@#£L 

MS (FAB, Pos. ) : m/z=377 [M+l] + 

MMrn 61-4 : (S)-2-(4-(N-2-b 0 =i ]} ;U7 ^ 7 ) * *?vW< vyW ;VT $ / )-3-(N- 
2-b'3y^7$y)7°Pb^^ l-t7^l/^f;V7>; K C^^? No. 62] 
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mt&M 61-3 X'^htLtiit^ 36. 8mg * J — ;V 0. 8ml \Z.ffl& U h V 
=}-)VT ^ > 22. 1 n 1 SXP 2- 1° y v^T/l^fc K 13. 0 M 1 ZlJUZ-XmUX* 70 #K 
«#Lfc„ SJ£f*TI&> SfiB£«r9*uyt«, SStM * / — /H. 0ml *MtlX qx: 

iztbmvtio zcoigmiz7kmk*vm-}-h!) 2o.8m g 'zuaz^ tfc*»afca»c 

Mt^f) 35 ^Wft^Lfco SJStffrTfc, »«i*«*u M^v^y^W 

7ji,^n-7h^77-f — (2g, ^ b b * y — /iVtK=7/3/0. 5) |;iot» 

ML/c, Z<D4t&yB& 1 mol/1 *£»7KS»ttCj§#Lyt«^7K^e*b, ^ISO 

it&®><Dmmm. 25.9mg tt#fc 0 

MS (FAB, Pos. ) :m/z=559[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6 =3. 4-3. 7 (4H, m) , 4. 34 (4H, brs) , 4. 42 (2H, s) , 4. 77 (1H 
, d, J=5. 9Hz) , 5. 00-5. 05 (1H, m) , 7. 43-7. 50 (4H, m) , 7. 52-7. 56 (2H, m) , 7. 58 (1H, d, J 
=7. 8Hz) , 7. 62 (1H, d, J=7. 8Hz) , 7. 69 (2H, d, J=8. 3Hz) , 7. 85 (1H, dd, J=7. 3, 2. 0Hz) , 7. 
90-7. 96 (3H, m) , 8. 05 (2H, d, J=8. 3Hz) , 8. 05-8. 06 (1H, m) , 8. 62 (1H, dd, J=4. 9, 1. 7Hz 
) , 8. 67 (1H, dd, J=4: 9, 1. 7Hz) , 8. 85 (1H, t, J=5. 6Hz) , 9. 16 (1H, d, J=7. 8Hz) , 9. 58 (2H, 
brs), 9. 99 (2H, brs). 

HJfcffy.62 : (S)-2-(4-(N-2-t° J V ;±T f/l/)^^y>f/V)-5-(N-2-if3 V 

/V7^)^7'yyi l-t7»l/^W$ K [fc£^No.63] OM3£ 
Hjfeffi] 62-1 : N a -4- (N-Fmoc 7$7 ^ fyl^^^A^ ^ N ' ~Boc-L- 'J > 1-^ 
7 ^ U > * *5->VT 5 K Uk&Vd X-5) <£>^fi£ 

miKO N°-Fmoc-N 4 -Boc-L-!; v'V 510. Omg £r DMFlOml (£2gfl?U WSCI 
25.5. 4mg %.Tf H0Btl77. 6mg 3rflD;t, *§#?£-£fc 0 w (Dfgtf&iZ. l-f7? UZs * 

t^is 157 yi srJDjtra^aiT? 2 BraflM$ut. &fcm-T&. «SjBi&e*u m 

?y -7 4 — (25g, * crn *A^/Mfc:ai^vu=2/1) Hio TfitiS! U m&<Oik&® 
455. 9mg. 5: Ltftfc. 
MS (FAB, Pos. ) : m/z=608 [M+l] + 

X H-NMR (500MHz, DMSO-dg) : 8 =1. 36 (9H, s) , 1. 22-1. 40 (4H, m) , 1. 55-1. 65 (2H, m) , 2 
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. 86 (2H, d, J=6. 1, 5. 6Hz) , 4. 02 (1H, m) , 4. 20-4. 30 (3H, m) , 4. 75 (2H, m) , 6. 78 (1H, t, 
J=5, 6Hz) , 7. 31-7. 35 (2H, m) , 7. 41 (2H, t, J=7. 6Hz) , 7. 43-7. 47 (2H, m) , 7. 50-7. 55 (3 
H, m) , 7. 73 (2H, d, J=7. 6Hz) , 7. 84 (1H, m) , 7. 90 (2H, d, J=7. 6Hz) , 7. 94 (1H, m) , 7. 93 (1 
H, m) , 8. 03 (1H, m) , 8. 45 (1H, t, J=5. 6Hz) . 

H jfeffl 62-2 : N* -4- (N-Boc T ^ 7 t^M^lsy* 4 yU-N \ -3oc-L- V is is 1-f 7 
f;U7 ^ Kfrfr£4ft XVIII-10) g>^fi£ 
MMM 62-1 X-&L>tl1Zib'&V0 301. Omg £• DMF6ml K:?SA?U is^^T 5 > 
•0.6ml £;&Dx., *m*T? 140 #RSJt#L*: 0 ^Tt, i&K&e*U 
^T'^Lfdo r*L£ DMF6ml K:*gfl?U WSCI Jfi&Jfi 143. 8mg, HOBt 75. 4mg, H 
Jgfd 19-1 T*#e>tt^b^ 137. Omg ^D^., M"C 13. 5 B#Rg}f# Lfc„ Ki» 
*§&£@i:U JStm&isV *W7^^dv hi/v^^-(15g, ^nn 
^l/Dici o SHEO-ffc^fe 125. 2mg £6£@#<t L 

MS (FAB, Pos. ) : m/z=619 [M+l] * 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 35 (9H, s) , 1. 39 (9H, s) , 1. 20-1. 45 (4H, m) , L 70-1. 
80 (2H, m) , 2. 86 (2H, m) , 4. 17 (2H, d, J=6. 1Hz) , 4. 46 (1H, m) , 4. 75 (2H, m) , 6. 77 (1H, t, 
J=5. 6Hz) , 7. 31 (2H, d, J=8. 3Hz) , 7. 43-7. 49 (3H, in) , 7. 51-7. 56 (2H, m) , 7. 83-7. 86 (3 
H, m) , 7. 93-7. 96/1H, m) , 8. 04-8. 60 (1H, m) , 8. 40 (1H, d, J=7. 6Hz) , 8. 52 (1H, t, J=5. 6 
Hz). 

HjfeffiJ 62-3 : N"- (4-T ^ 7 * gvW< is 7l7) -L- V isls \-jr y ? Uls * ^/V 
T H K Uk&m XIX-4) <D&& . 

62-2 X-mbthtcikG-yo 53.7mg $ J— ;V 2.0ral {JL|g#U 4mol/l XL 
^/^=*-1^ 2. 0ml MUX' 20 B$1Rffit Ufc„ &fc&T&. 

LfcSK 3IS>K>^ftjftUT«SBO^^»51.9ing *&&mteb LT#fc 0 - 
MS (FAB, Pos. ) :m/z=419[M+l]* 

MMm 62-4 : (S)-2-(4-(2-b° j V AST $77 ^/U)--<^-y^/U)-5-(2-t: 0 3 U 
7 gyp^y >lfe l-t7^1/y^f;W7$ K No. 63] <£>£-fifc 

HJ&0i| 62-3 X&totl1Zit&V0 51. 9rag £ ^ 7 — ^ 1. 0ml U h V 3i<5vU 

T 5: ^ 29. 3/z 1 SU! 2-t° y v?y7/Ufk K 17. 5^ 1 S^Ox-T^ST* 90 &m&& 
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SPLfdo r0^ig?{C7K^b*!>^ h y !7A 26.6mg SrJn*., tiSCIl 
fc#e> 60 #IHH*#Lfc. RfclfrT*, U «i/^^7A 

>7 a h ^ 7 7 >( — (2. 5g, ^ o o JtvW A/y ^ y — AVzk=7/3/0. 5)Cto Tfftli 

OttfttfcSl. lmg bT#fc 0 
MS (FAB, Pos. ) : m/z=601 [M+l] * 

J H-NMR (500MHz, DMSO-dg) : 6 =1. 30-1. 46 (2H, m) , 1. 60-1. 75 (2H, m) , 1. 80-1. 83 (2H, 
m) , 2. 80-3. 00 (2H, m) , 4. 30 (6H, brs) , 4. 52 (1H, m) , 4. 73 (1H, dd, J=15. 3, 5. 6Hz) , 4. 78 
(1H, dd, J=15. 3, 5. 6Hz) , 7. 44-7. 49 (3H, m) , 7. 52-7. 55 (2H, m) , 7. 59 (2H, t, J=7. 8Hz) , 
7. 66 (2H, d, J=8. 5Hz) , 7. 83-7^ 86 (1H, m) , 7. 91-7. 96 (3H, m) , 7. 99 (2H, d, J=8. 5Hz) , 8. 
05-8. 09 (1H, m) , 8. 64-8. 68 (4H, m) , 9. 36 (2H, brs) , 9. 95 (2H, brs) . 

63 : (2S)-2-(4-((5. 6, 7, 8-7" h^bKP^yjJ >-8->f /WT $ J * ±A£ 
^Z^fA^ZS y)-5-((5.6,7.8-T- H7_fc Kp^Z V ^-8-4 M T x. J ) 
l-±2_2JZ>^^kZl K Dffr£4ft No. 64] <DMjt 

Hlfcfll 19-3 X*'&btlt=.1k&m 25. Omg ? S —?\> 0. 5ml Wg#U h y ^ 
f/l'T 5 > llmg 5, 6, 7, 8-^ f7t Ko^y |j 16. Omg &Mx.X^ 

120 sje&»t«. ««t*e* **tM * y — ^ a 5mi 

£*P;lT Or^iPb^Co -©^S^tK*^*^*"^ h y 12. Omg ^Px., 

i*i;iiEi:ML/iii^ 40 #IHH*#Lfc. S*SI*T«, *tt«:W*U a^Sr 
v^y^W7A^nv — (lg, ^nn^V^^/-^5/l)l:<J; 

oTfiftKUfc. Z.<Dit&m& 1 mol/1 «K7k^StC»*Ufe«C7KSre*U. 

Sia©<k^fe©tt»k 10. 2mg&&&m&t ur#fc. 

MS (FAB, Pos. ) : m/z=667 [M+l] * 

'H-NMR (500MHz, DMSO-de) : 6 =1. 76-1. 83 (4H, m) ,1. 85-1. 91 (3H, m) , 1. 98-2. 05 (3H, 
m) , 2. 23-2. 36 (1H, m) , 2. 36-2. 41 (1H, m) , 2. 78-2. 82 (4H, m) , 2. 90-2. 99 (1H, m) , 3. 04 
-3. 17 (1H, m) , 4. 37 (2H, m) , 4. 41 (2H, m) , 4. 54-4. 58 (1H, m) , 4. 77 (2H, m) , 7. 36-7. 41 
(2H, m) , 7. 47 (2H, m) , 7. 55 (2H, m) , 7. 65-7. 73 (4H, m) , 7. 84 (1H, m) , 7. 94 (1H, m) , 8. 0 
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0 (2H, ra) , 8. 06 (1H, m) , 8. 45 (1H, m) , 8. 53 (1H, m) , 8. 70 (2H, m) , 9. 12 (2H, m) . 

MMM 64 : (2S)-2-(4-(N-2-fc°=i V tkZ § I £ ±M^^±2kZ § /)~5-((5. 6, 
7, 8-fh7l: Kp^t/ V >-8-^CjU)TK y)ff^ l-t7^uy^f;U7$ K 

Rb^No.65] (S>Mi£ 
^MM 64-1 : N a -4-(N-Boc-N-2-fc° J U ;VT $77 ^vU)^<:/yV/U-(N*-2-^ p 

4%) XI-10) 0£-j3c 

N°-Fmoc-(N*-2-^ n P^^i^M*^ i/$> /I'tf—M-L-^/V—^ls 2. 03g, WSC 

1 mmm. 1. 10 gx HOBt 0. 79g £ DMF 40ml {di£fi?U 1-^7^ U->^ ^ 
0.63ml ^P^LfCo 17 titm'&s Rfc&Zmffil^ 1 mol/1 jfiMi^P^ 

TK^^-hy^A-C^, Mb, fe^#I^^@<*:<i:UT2.47g#^ 0 # 
5 1- 12g £ DMF 20ml {C$gfl¥U v^fvl^T ^ ^ 2ml £*D;t 

/Co m#rasL mfcmzmm^. mz^tmvxmhtitciyu^^t^ wscimmm. 

0. 49g, DMAP 0. 31g % HiStfl 1-2 XS&Ltzfc&m 0. 58g £ DMF 15ml t^fl?bfc 0 
15 B#^^, SJ£fl££MiU 1 mol/1 mk^l&TL? p P*/i^T*JiffiU 

£r v' i; ;*7 ^A-;*7 7A^nvF ^7 7^- (50g, ^ p p t£/UJ>/* ^ J — /U=20/l) 
lC«fc9i|fj^U Blft^£Stfe@#£bT1.24 g #;fc 0 
MS (Fab, pos. ) : m/z=765 [M+H] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 44andl. 46 (9H, 2s) , 1. 48-1. 80 (3H, m) , 1. 85-1. 93 (1H 
, m) , 3. 08-3. 15 (1H, m) , 3. 46-3. 57 (1H, m) , 4. 45 (1H, s) , 4. 50 (1H, s) , 4. 58 (2H, s) , 4 
. 72-4. 80 (2H, m) , 4. 84-5. 00 (3H, m) , 7. 10-7. 52 (15H, m) , 7. 65 (1H, t, J=7. 8 Hz) , 7. 73 
(3H, d, J=8. 1Hz) , 7. 97 (1H, d, J=8. 3Hz) , 8. 53 (1H, d, J=4. 2Hz) . 

*£Mm 64-2 : (2S)-2-(4-(N-Boc-N-2-fc°=r ]) jVT ^Vl^^yV/U-S-qs. 6 

, 7, 8-t- hvt v y-8-^^)7-;;)tgi j-±Z* u^^^-jvt $ K 

ii£tm XIII-15)Q-^5fe 
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mmm 64-1 X'^hfltz^^Q 130mg J—?\< 6ml ^#p$-fr % 10%^° 7 

v?r>J>;t7— 130mg ^*Px., 3^EETT«tt,'g^7f> 
# — tfi'&ii&JbfcgU U a?S2r 0. 15g #fc e £*L«r* * A- 

2ml ICigfifU 5,6,7,8-r h 7 t Ko^y!) 27. 5mg ^I^tCX'MM.X 1 

ttd&k-r hv$j* 20. 7mg u izmuiz t*#*& ^ 30 bfc c 

tfvi^/^ ^ > -A-20/1) l:io L, WmitS® 18. 4mg SrgfclifeStt: t b 
MS (FAB, Pos. ) : m/z=727 [M+l] + 

^-NMR (500MHz, DMSO-de) : 6 =1. 31andl. 38 (9H, s) , 1. 48-1. 68 (3H, m) , 1. 85 (3H, m) , 
1. 98 (1H, m) , 2. 35-2. 72 (5H, m) , 4. 39 (1H, brs) , 4. 47 (4H, brs) , 4. 55 (1H, brs) , 4. 76 ( 
2H, brs) , 7. 18-7. 29 (6H, m) , 7. 42-7. 54 (5H, m) , 7. 77 (1H, m) , 7. 85 (3H, m) , 7. 94 (1H, m 
) , 8. 06 (1H, m) , 8. 33 (1H, m) , 8. 44-8. 63 (3H, m) . 

64-3 : (2S)-2-(4-(N-2-fc'=» V ;U7$ J * f-AA^sV 4 >VT $ / )-5-((5. 
6, 7, 8-r F7U'p^/P >--8-^ /u)7$S) -g&m \z±Z± \Lk^L ±2^2. % 
K [ttS^No.65] O^-fife 

mmm 64-2 t# hntzit^m is. 4mg ^ ^ ^ y —a- 0. 4mi i^a? $ mum 

&T 4mal/l-1ggk/i?**'9- > >& 0.6ml 2 B#|BMfc#bfc« ^J&i&T^ ^ 

=1/1) -CffifSl U 13.1mg£#fc 0 wtvSr 1 mol/1 ^tK^T'^S bfc&. 

U ^lfEtel^<DJ&Ik& 14. Omg &&M&m»b bT#fc c 
MS (FAB, Pos. ) : m/z=627 [M+l] + 

l H-NMR (500MHz, DMSO-cQ : 5 =1. 84 (6H, m) , 1. 98 (1H, m) , 2. 39 (1H, m) , 2. 81 (1H, m) , 2 
. 97 (1H, m) , 3. 09 (1H, m) , 4. 32 (4H, brs) , 4. 42 (1H, m) , 4. 56 (1H, m) , 4. 77 (2H, d) , 7. 37 
(1H, m) , 7. 47 (3H, m) , 7. 51 (1H, m) , 7. 55 (2H, m) , 7. 66 (3H, m) , 7. 85-7. 91 (2H, m) , 7. 94 
(3H, m) , 8. 05 (1H, m) , 8. 46 (1H, m) , 8. 66 (1H, m) , 8. 72 (2H, m) , 9. 18 (2H, brs) , 9. 98 (2 
H, brs) . 
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mmm 65 ; (s) -2- (4-(3-fc o 3 v ;±r % ; * ±MrS>^dJkZ % /)-5-(3-b° 

=» V JVT % l ) tft \-±Z±±LZ* 22kZ § K No. 66] <D^i5£ 

mmm 65- 1 : (s) -2- (4- (3- fa y jvt $ y ^ gvi^<>^£dlzkZ * ^)-5-(3- 

mmm 19- 2 xm^titzit^-m ss.2wz*** ; -a- imi tcjgfl? u 4moi/i % 

^SrSiTM * y — lml {C^fifL, 3-t°y i^T/i^ fc K 34. 2 A 1 ZINtL^MtK: 
4.5 B^SJ&LfCo &/&f££3t^ MJE$£*£U f?g;**y-/U 1.4ml lCi£fl?U 

tk^^xk h y * a 25m g sr^Dx., mm.-? 1 «fiwsjes ufco s^HTf, mm 

77^ — (4g, * p n ^;l,A/> * / — /WtK=7/3/0. 5) Id <fc <9 *fM U nbftttit 

&m\z.i moi/i ^^dx., ft*g % mtR<k&fo<om&m.33.Gmg&m& 

MS (Fab, pos. ) :m/z=587[M+H] + 
'H-NMR (500MHz, DMSO-d^) : 6 =1. 72-1. 95 (4H, m) , 2. 90-3. 02 (2H, m) , 4. 28 (2H, s) , 

4. 33 (2H, t, J=5. 6Hz) , 4. 41 (2H, s) 4. 31 (6H, s) , 4. 55-4. 61 (1H, m) , 4. 76 (2H, d, J= 

5. 9Hz) , 7. 43-7. 48 (2H, m) , 7. 51-7. 57 (2H, m) , 7. 71 (2H, d, J=8. 1Hz) , 7. 82-7. 87 
(1H, m) , 7. 92-7. 95 (1H, m) , 7. 99 (2H, d, J=8. 1Hz) , 7. 99-8. 04 (2H, m) , 8. 06-8. 09 
(1H, m) , 8. 68-8. 80 (4H, m) , 8. 90 (1H, d, J=6. 1Hz) , 8. 91 (1H, d, J=5. 9Hz) , 9. 09 (1H, s) , 
9. 12 (1H, s) . 9. 88 (2H, brs) , 10. 45 (2H, brs) . 

mMffl 66 : (S)-2-(4-(N-2-fc° J V A*T $ J * f;l/)^>'/>fyV7 ^ 7)-5-(N-2- 
b° =t y jvt $ I ) fft 3- (n-^ h t/p \£a,T $ K Df fc£-& No. 67] 
H]6Sffil66-l : N'-Fmoc-N'-Boc-L-^-/^^^^ fvl^*7VW(XLH-l) <P£-fifc 

H7fl5tf> N a -Fraoc-N*-Boc-L-^-^— 1. 00g x WSCI &&& 0. 633g x HOBt 0. 446 
g Srp* * J —A* 20ml <K g^g.-? 23 *§WlEJ& Lfc 0 S/t^T^> * * / — /l'&Efc 
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m^&'&btlti->n yf'&QoR&i'y XffjVCDJj^J*? u^r htfyy^ — (50g, 
$ a o A/^ni^/W=5/l) <9 #ftti|f U ^fE<7Mfc£^ 1. 06g £ 6 £@ 

MS (FAB, Pos. ) : m/z=469 [M+l] + 

HMffiJ 66-2 : N a -(4-(N-Boc-N-(2-fc:°=i V M T ^ / * ^vU)^yy^)-N a -Boc 
-L-^-/U=^^y ^vUJ^-7VHte^%> XLIV-1) (D-&$L 

66-1 Xmhtitlit^^O 0. 300g. ^xf/WT ^ ^ 0. 136ml, DMF5ml &m. 

hinK-it&W) 0. 241g, WSCI 0. 184g, HOBtO. 130g. DMF5ml £2jP;tx S2g.T* 

mm u m&nit&m o. 337 g $rnnfe»^ t L.x#fc 0 

MS (FAB, Pos. ) :m/z=571 [M+l] + 
l H-NMR (500MHz, DMSO-d^) : 8 =1. 44andl. 46(18H, 2s), 1. 56-1. 60 (2H, m), 1. 78-1. 
85 (1H, m) , 1. 97-2. 04 (1H, m) , 3. 17-3. 18 (2H, m) , 3. 79 (3H, s) , 4. 46and4. 51 (2H, 2s) , 
4. 59 (2H, brs) , 4. 65 (1H, br) , 4. 80-4. 84 (1H, m) , 6. 93 (1H, m) , 7. 17-7. 19 (2H, m) , 7. 29 
-7. 30 (1H, m) , 7. 34-7. 36 (1H, m) , 7. 64-7. 67 (1H, m) , 7. 78-7. 79 (2H, m) , 8. 53 (1H, d, J= 
4.2Hz). 

HMffJ 66-3 : (S) -2- (4- (N-Boc-N- (2- b° =* V jV) T ^ J * *J-M -^s9_± ^ ~ 5 ~ (N- 
Boc-2-t'3 ]} /UT $ y ) ^MESt* ^/VJ-^^^(XLVI-l) (D^-f& 

MM®] 66-2 X^bthtzit&y>) 0. 337g £ 5ml * J —S^tgffi U Z(D*p\Z. 
4 mol/1 M©^^ft^t 5ml i£X* 1. 5 BtH^jfc b/c c SJ&#*T 

^?r©*bfCo rtb^ 5ml <D*f/— /W£*8fc?U 2-k°y 
T/Vx fc K 0. 085ml. h V ^5v^T ^ > 0. 247ml SrAtl, IIST' 2 B#Pp3SI& Lfc 0 

PHW" h y V A 0. 04g ^D^L/Co 0. 5 Hf^/fr \-,tz&* * / — . 
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Sr^fdo 5ml <D DMF t£*gfl?U Z<D^iZi^-t-Zf^/^^—^— h 0.25 

6g, h y xf/U7 5 > 0. 242ml £ Atk ^fiT* 1. 5 B#P^1& Lfc„ S)»T^ 

& v' y # tfjWjo =7J*>7 n -v Y-if=7^ -< — (35g, ^ v n tfvl^/Me0H=40/l) Id <£ K) 

ftmmm u muwk&w o. 236 g ^ ur#/c 0 

MS (FAB, Pos. ) : m/z=662 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 5 =1. 39, 1. 44andl. 46 (18H, 3s) , 1. 61-1. 95 (4H, m) , 3. 
26-3. 42 (2H, m) , 3. 76 (3H, s) , 4. 46-4. 59 (6H, m) , 4. 76-4. 79 (1H, m) , 6. 70 (1H, brs) , 7. 
15-7. 20 (4H, m) , 7. 23-7. 35 (2H, m) , 7. 64-7. 67 (2H, m) , 7. 73-7. 74 (1H, m) , 7. 81-7. 82 ( 
1H, m),8.49(lH,m),8. 53(lH,d,J=4.2Hz). 

UMm 66-4 : (S) -2- (4- (N-Boc-N- (2- M°=i V % / * ^< ^ )V) -5- (N- 

Boc-2- tf =» V JVT. % I > XLVII-1) <D&f& 

MM®! 66-3 "C# htlttit'&to 8. 96g £y * / — ^ 134. 4ml \Zffl#£lt s 

kit l^STKBMb^- h v t^mm 134.4ml stjd*./ i &mmwvtz 0 TLC Ct 

BfTKSriD^. pH=2"3 iU Wig^^^x^ttmu^bn^WaWBSrlSTKSfiS! 
MS (FAB, Pos. ) :m/z=648[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 44 (9H, s), 1. 46 (9H, s), 1. 62-2. 04 (4H, m), 3. 20-3. 42 
(2H, m) , 4. 38-4. 84 (7H, m) , 7. 18-7. 48 (6H, m) , 7. 64-7. 82 (4H, m) , 8. 42-8. 56 (2H, m) . 

66-5 : 2-(4-(N-2-b'n y ;VT * / * f/l/)^^//f^7 ^ / ) -5- (N-2- g 
3^7$/) 3-(n-^ V *r^) -fn g/j^T % K [jfra^ No. 67] (Pl^fifc 

0£J£#l 66-4 X-mbtltiib&VD 0.600g <D DMF 10ml HOBt 0. 2508g <D DMF 

10ml WSGI 0. 3552g <D DMF 50ml tl^tlim Lfc 0 

3-(n-y h * vO tT/UT ^ V 19. 7mg £f*g*Wi-W- *) b V ^ 5fe(-|^S LfcHJfc 
flj 59-5 bthtLik&V>)<0 DMF 0. 83ml *3«£ 15 HOBt DMF *£f& 0. 83ml £ 
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^ax-enAD^fco -2<fcm&T&> h^ctb^n vtz^^ti wsci <o dmf mm 4. 2mi 
z^tt^timx.. ^^^ficiimtTifi$T#s$*, 63.5 b# 

R««Sr-tO**3t^«»U, 2Sj£K*Dt2*/W, 2ml SrJPx., lfcJ^JfiBfcK 
2ml T-&#U TKti^i? dd*M 2ml T*#jffi bfc„ m^rl&fP^^TK^^ h !> 
?^7k^2ml -eSfc^Lfcm Chem-Elut(^y T>-tt88)-CJBbK«i3g*m\ 
HfcWttMBSrflMeb'feo £tf>38aE%* 9 -MSep-Pak Vac silicaC?* 

— * — xttssi) , 2 g , ^ n a 7js/w a/-< ^if * y — ao -e**ss b feo 

#btbfc«S^^{^ 4 mol/l 1.5ml tK 1.5ml & 

KSf£**$-&«IE^k^<Diftift*90.Sing £rfi£.@#£ Utftfc. 
MS (FAB, Pos. ) : m/z=561 [M+l] + 

'H-NMR (500MHz, DMSO-d^) : 6 =0. 86 (3H, t, J=7. 6Hz) , 1. 22-1. 35 (2H, m) , 1. 42-1. 50 ( 
2H, m) , 1. 60-1. 70 (2H, m) , 1. 70-1. 90 (4H, m) , 2. 94-3. 04 (2H, m) , 3. 08-3. 16 (2H, m) , 3 
. 30-3. 40 (4H, m) , 4. 30 (6H, s) , 4. 40-4. 48 (1H, m) , 7. 47 (1H, t, J=7. 8Hz) , 7. 48 (1H, t, 
J=7. 6Hz) , 7. 60 (2H, t, J=8. 3Hz) , 7. 67 (2H, d, J=8. 1Hz) , 7. 90-7. 95 (2H, m) , 7. 98 (2H, 
d, J=8. 3Hz) , 8. 17 (1H, t, J=5. 4Hz) , 8. 60-8. 68 (2H, m) , 9. 39 (2H, bs) , 9. 97 (2H, bs) . 

mmm 67 : ut^-m no. 68] ~ ut&mxo. 82] 

TU<o£?\zmmm 66-5 km&<n&ftiz£vmnfc&to(o&wt&&*ti?tv& 

Tz.o 

(S)-2-(4-(N-2-t: 0 =i ]) ;\>T $ J * f/V)^y/^;V7 5 / ) -5- (N-2- g =* V ;±T 5 

J ) fh7b Kp7;u7 V A*T 5 K [_\Y&m No. 68] <D^& 

• fh7k Kn7/l^7!J;U7 5y 15.6mg &m^xn&<D&ft&ft\t*W&<Di\& 

MS (FAB, Pos. ) : m/z=53 1 [M+l] + 

'H-NMR (500MHz, DMSO-d 6 ) : 5 =1. 45-1. 55 (1H, m) , 1. 70-2. 00 (7H, m) , 2. 90-3. 08 (2H, 
m) , 3. 12-3. 18 (1H, m) , 3. 50-3. 56 (1H, m) , 3. 68-3. 78 (2H, m) , 3. 80-3. 86 (1H, m) , 4. 30 ( 
6H, s) , 4. 45-4. 52 (1H, m) , 7. 42-7. 48 (2H, m) , 7. 54 (2H, t, J=8. 3Hz) , 7. 66 (2H, d, J=8. 
3Hz) , 7. 88-7. 94 (2H, m) , 7. 97 (2H, d, J=8. 3Hz) , 8. 15 (1H, t, J=6. 1Hz) , 8. 58-8. 68 (3H, 
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m) , 9. 24 (2H, bs) , 9. 82 (2H, bs) . 
(S) -2- (4- (N-2- fc a a y ;VT %. J * ^ > S << ?VT * /)-5- (N-2- b° =r V ;±T 
^/)^1$m 7*. -JVM KtvMK [>fk£-#? No. 69] O^fife 

7oi-^t K7^> 16.7mg STJlV^T^tROtftf^^fTV^aSS^k-a^^gfia 
34. 4rag £r £ LTWfc. 

MS (FAB, Pos. ) :m/z=538[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 74-2. 00 (4H, m) , 3. 00-3. 10 (1H, m) , 4. 31 (6H, s) , 4. 
40-4. 46 (1H, in) , 6. 60-7. 40 (5H, m) , 7. 44-7. 50 (2H, m) , 7. 50-7. 60 (2H, m) , 7. 60-7. 74 ( 
2H, m) , 7. 88-8. 02 (4H, m) , 8. 60-8. 70 (2H, m) , 9. 41 (2H, bs) , 9. 99 (2H, bs) . 

(s)-2-(4-(N-2-t°=i y tvr %; * ±Mr5^Z^JkZ 1 1 )-5-(N-2-t a =i y /ur $ 
i ) ^mm 2- (3-^r > k y xf;>7 5 k c^-a^ no. 70] 
h y 5: ^ 24. 7m g &m\t*xm<Dmfc&ft\r*m&to{k&tb<Dm& 45. 7m g 

MS (FAB, Pos. ) :m/z=590[M+l] + 

'H-NMR (500MHz, DMSO-de) : 6 =1. 60-1. 90 (4H, m) , 2. 80-3. 10 (4H, m) , 3. 20-3. 40 (2H, 
m) , 4. 30 (6H, s) , 4. 40-4. 55 (1H, m) , 6. 84-7. 40 (5H, m) , 7. 40-7. 56 (4H, m) , 7. 56-7. 70 ( 
4H, m) , 7. 84-8. 06 (4H, m) , 8. 58-8. 72 (2H, m) , 9. 43 (2H, bs) , 10. 03 (2H, bs) . 
(S) -2- (4- (N-2- b'aU }VT_ $ J * fvip ^< ^ ✓ 4 J±T \ / ) -5- (N-2- b° =» ]) JUT ^ 
(l-^y^;ubV7^y-W^)7 $ K [fl^feNo.71] <D&f& 
4-T ^ ;-Hy^t^7^> 29. 4mg ^ffiV^T^co^5:^T^^I^cO^ 

vo<Di&wtm. 40. 5m g £ t vxmti 0 . 

MS (FAB, Pos. ) : m/z=620 [M+l] + 

'H-NMR (50QMHz, DMSO-de) : 6 =1. 68-2. 10 (8H, m) , 2. 94-3. 08 (4H, m) , 3, 24-3. 34 (2H, 
m) , 3. 40-3. 50 (1H, m) , 3. 64-3. 80 (2H, m) , 4. 20-4. 33 (6H, m) , 4. 41-4. 48 (1H, m) , 7. 40 
-7. 52 (5H, m) , 7. 58-7. 70 (6H, m) , 7. 88-8. 00 (4H, m) , 8. 45 (1H, d, J=7. 3Hz) , 8. 60-8. 7 
0 (2H, m) , 9. 44 (2H, bs) , 9. 99 (2H, bs) . 

(2S) -2- (4- (N-2- b° n y >VT $ 7 * ^< 1/ )VT ^ 7 ) -5- (N-2- fjjJ/UT 
$ 7)^CTKl' S)-l' -(2-t7f 7 ^ y ^;u^^;V7x^^7 ^ K 
4&No. 72] (D^f& 



149 



WO 01/79168 



PCT/JPO 1/03123 



7i^77^^2-t7f/W7 5 K44.8mg &m^xm&<Otgtft&'ff^m&<0 

<k&m<Dm.mm. 39. 8m g &&&mtet uttt. . 

MS (FAB, Pos. ) : m/z=720 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 60-1. 95 (4H, ra) , 2. 86-3. 08 (2H, m) , 3. 45-3. 55 (1H, 
m) , 3. 64-3. 76 (1H, m) , 4. 48-4. 55 (1H, m) , 4. 70-4. 77 (1H, m) , 7. 14-7. 25 (3H, m) , 7. 24 ( 
2H, d, J=7. 3Hz) , 7. 40-7. 56 (6H, m) , 7. 56-7. 70 (3H, m) , 7. 76-8. 10 (8H, m) , 8. 46 (1H, d 
, J=7. 8Hz) , 8. 60-8. 72 (4H, m) , 9. 33 (1H, bs) , 9. 93 (1H, bs) . 

(S)-2- (4-(N-2-b° j y ;i/7 ^ / * f;P)^>//f;U7 $ y ) -5- (N~2- t° => ?J ;k7 ^ 
/ ) 4-^=fr+J-7^>^T $ y<ls*j7VT $ K [{b^ No. 73] cP-g-fiE 

4— ^•y-^ix/t'T ^ /-o-^/ur ^ ^ 53. 5mg ^m^xmn^m^n V^ISO 
it&m<Dmm. 19. omg & it#fc 0 

MS (FAB, Pos. ) : m/z=777 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =0. 85 (3H, t, J=6. 8Hz) , 1. 10-1. 38 (26H, m) , 1. 65 (2H, q 
uint. , J=7. 8Hz) , 1. 70-1. 96 (4H, m) , 2. 95-3. 05 (2H, m) , 3. 19 (2H, t, J=7. 8 Hz) , 8. 30 ( 
8H, s) , 4. 48-4. 56 (1H, m) , 7. 38 (2H, d, J=8. 3Hz) , 7. 42-7. 50 (2H, ra) , 7. 59 (2H, t, J=8. 1 
Hz) , 7. 68 (2H, d, J=8. 3Hz) , 7. 86-7. 94 (2H, m) , 8. 01 (2H, d, J=8. 3Hz) , 8. 60-8. 68 (2H, m 
) , 8. 70-8. 78 (2H, ra) , 9. 39 (2H, bs) , 9. 96 (2H, bs) . 

(S)-2-(4-(N-2-fc°=t ]) IVT ^vU^^yV ;VT ^ J )-5-(N-2-b°=i V )VT 5 

4-(N-(l, 2, 3, 4-Th7.bKP-l, 4-v ? ;fr/W^7W:7 #=7i? ^-6- 
^ /U )-N-Ji^^T ^ J ) -f^JVT $ K lVci$m No. 74] 

n-(4-t ^ y y^/w-N-^^/w y — a-. 42. 7mg ^m^xmm.<om^^n 
v ^mm<Dit&v>)<Dm.miM. 40. 7 mg t itnf:, 

MS (FAB, Pos. ) :m/z=706[M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =0. 85 (3H, t, J=6. 8Hz) , 1. 10-1. 38 (26H, m) , 1. 65 (2H, q 
uint. , J=7. 8Hz) , 1. 70-1. 96 (4H, m) , 2. 95-3. 05 (2H, m) , 3. 19 (2H, t, J= 7. 8 Hz) , 8. 30 
(8H, s) , 4. 48-4. 56 (1H, m) , 7. 38 (2H, d, J=8. 3Hz) , 7. 42-7. 50 (2H, m) , 7. 59 (2H, t, J=8 
. 1Hz), 7. 68 (2H, d, J=8. 3Hz) , 7. 86-7. 94 (2H, m) , 8. 01 (2H, d, J= 8. 3Hz) , 8. 60-8. 68 (2 
H, m) , 8. 70-8. 78 (2H, ra) , 9. 39 (2H, bs) , 9. 96 (2H, bs) . 
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(S)-2-(4-(N-2-fc: 8 J \) )VT '£MsSZ^A*lL § / ) ~5~ (N~2- V ;±T ^ 

2, 4, 6-hHPP7x^bK7^K [JfrS^ No. 75] O^fifc 
2,4 ( 6-M)^Da7i^t F9*?Zs 32.6rag £/BV^Tl^iai<DSf1e&mvgSlE 
<D{t&Vo<Dmmm. 61. 4rog £ fi#,@ffc i: LT^fc, 
MS (FAB, Pos. ) : m/z=640, 642, 644 [M+l] + 

l H-NMR (500MHz, DMSO-de) : 6 =1. 68-1. 98 (4H, m) , 2. 92-3. 08 (2H, m) , 4. 31 (6H, bs) , 4 
. 56-4. 60 (1H, m) , 4. 72-4. 52 (4H, m) , 7. 50 (2H, s) , 7. 59 (2H, t, J=8. 3Hz) , 7. 66 (2H, d, 
J=8. 5Hz) , 7. 88-7. 98 (4H, m) , 8. 60-8. 68 (2H, in) , 9. 38 (2H, bs) , 10. 32 (2H, bs) . 
(S)-2-(4-(N-2-b°3 V j\sT 5 J * gA^j^AjV^T ^ / )-5-(N-2-b° j V >l>T $ 
J)^m§i 2-b'3!);U7-; K Ctt/g^No.76] <D^rfL 

2-f3j);i/7>;y 16.7mg &m\<^Tmm<Dmft&ft\,^mU<Dik<fryd<D)&mm. 
61. 5mg & &-&mftt LT#fc e 
MS (FAB, Pos. ) :m/z=538[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6 =1. 75-2. 00 (4H, m) , 2. 95-3. 06 (2H, m) , 4. 31 (6H, bs) , 4 
. 50-4. 58 (1H, m) , 4. 66 (1H, dd, J=17. 0, 5. 6Hz) , 4. 72 (1H, dd, J=17. 0, 5. 6Hz) , 7. 46-7 
. 56 (2H, m) , 7. 62-7. 75 (6H, m) , 7. 88-8. 00 (6H, m) , 8. 05 (2H, d, J=8. 3Hz) , 8. 53 (1H, t, 
J=7. 6Hz) , 8. 65-8. 70 (2H, m) , 8. 97 (1H, d, J=7. 8Hz) , 9. 13 (1H, t, J= 6. 1Hz) , 9. 56 (2H, 
bs), 10. 14(2H,bs). 

(S) -2- (4- (N-2- b° J V fVT $ J * ±A>± ^<>- JVT % y ) -5- (N-2- b° j V >VT $ 

y ) ^nm 2- (n. n-^x^t $ y ) =^^-;vr ^ k ut&Vd no. 77] 
N,N-i?x^xfi/vv;7^ i7.9mg ^m^^xmrn^^n^^mtd.^t^- 

®}<Dm®& 58. 7mg £ fcfeSfri: UT#fCo 
MS (FAB, Pos. ) : m/z=546 [M+l] + 
'H-NMR (500MHz, DMSO-dg) : 6 =1. 21 (3H, t, J=4. 6Hz) , 1. 22 (3H, t, J=4. 6Hz) , 1. 70-1. 
90 (4H, m) , 2. 95-3. 05 (2H, m) , 3. 05-3. 20 (2H, m) , 3. 44 (2H, q, J=7. 1Hz) , 2. 46-2. 56 (6H 
, m) , 4. 46 (1H, q, J=4. 4Hz) , 7. 46-7. 52 (2H, m) , 7. 63 (2H, d, J=7. 8Hz) , 7. 66 (2H, d, J= 
7. 8Hz) , 7. 69 (2H, d, J=8. 5Hz) , 7. 90-7. 98 (2H, m) , 8. 04 (2H, d, J= 8. 3Hz) , 8. 55 (1H, t, 
J=5. 6Hz) , 8. 64 (1H, dt, J=3. 2, 1. 0Hz) , 8. 67 (1H, dt, J=3. 9, l.'OHz) , 8. 87 (1H, d, J=8. 
1Hz) , 2. 47 (2H, bs) , 10. 08 (2H, bs) , 1 1. 01 (1H, bs) . 
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(S)-2-(4-(N-2-fc° =» V >±T f-A^^^/j fVT 5 / ) -5- (N-2- fc° =» V ;±T ^ 

3-(^r/^V ^-W/U^nbVWX^ K Dfb-g^ No. 78] <D&$L 
N-(3-T $ / fcVW^-A'/fc y ^ 22. 3mg ^V^T^C0^f^^^t^^l^O'fb 
^<D±^mm 59. 6mg £ EjfeSffci: UT#fc e 
MS (FAB, Pos. ) : m/z=574 [M+l] + 

m-NMR (500MHz, DMSO-dg) : 5 =1. 70-1. 95 (6H, m) , 2. 95-3. 10 (6H, m) , 3. 09 (2H, q, J=5 
. 6Hz) , 3. 15 (2H, q, J=6. 6Hz) , 3. 38 (2H, q, J=7. 3Hz) , 3. 82 (2H, td, J=12. 2, 3. 2 Hz) , 3. 
93 (2H, d, J=12. 5Hz) , 4. 26-4. 36 (6H, m) , 4. 42 (1H, q, J=5. 1Hz) , 7. 50 (1H, t, J=5. 1Hz) 
, 7. 51 (1H, t, J=4. 9Hz) , 7. 64-7. 74 (4H, m) , 7. 97 (2H, td, J=7. 6, 1. 5Hz) , 8. 01 (2H, d, J 
=8. 3Hz) , 8. 43 (1H, t, J=5. 9Hz) , 8. 66 (1H, d, J=4. 9Hz) , 8. 68 (1H, d, J=4.-6Hz) , 8. 75 (1 
H, d, J=8. 1Hz), 9. 56 (2H, bs), 10. 10 (2H, bs), 11. 22 (1H, bs). 

(S)-2-(4-(N-2-fc°r3 ]) ,VT * J * ^M^^y^f^T ^ J ) -5- (N-2- J V ;UT $ 
y)^^m 2-(N,N-^^7l-T^y)^^T^ K Dffrg-^No.79] 

N, N-v^ ^-JV^ U^-JT 5 is 13. 6mg >SrfflV^TP^<D^^tTV^|SO^ 
iOMIS 53. 8mg £ 6-fe@# t UX#fc„ 
MS (FAB, Pos. ) :m/z=518[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 70-2. 00 (4H, m) , 2. 76 (5H, d, J=4. 9Hz) , 2. 81 (1H, d, 
J=4. 9Hz)., 2. 92-3. 06 (2H, m) , 3. 15 (2H, q, J=5. 8Hz) , 3. 30-3. 60 (2H, m) , 4. 26-4. 36 (6H 
, m) , 4. 50 (iH, q, J=?4. 2Hz) , 7. 49 (1H, t, J=8. 1Hz) , 7. 50 (1H, t, J=7. 8Hz) , 7. 64 (1H, d, 
J=8. 1Hz) , 7. 66 (1H, d, J=8. 5Hz) , 7. 69 (2H, d, J=8. 3Hz) , 7. 95 (1H, td, J=7. 6, 1. 7Hz) , 
7. 97 (1H, td, J=7. 3, 1. 7Hz) , 8. 05 (2H, d, J=8. 3Hz) , 8. 48 (1H, t, J=5. 6Hz) , 8. 65 (1H, 
d, J=4. 2Hz) , 8. 68 (1H, d, J=4. 2Hz) , 8. 90 (1H, d, J=8. 3Hz) , 9. 48 (2H, bs) , 10. 11 (2H, b 
s), 10.62 (lH.bs). 

(S)-2-(4-(N-2-b° J ]) tVT $7^ ^-M^-ls-/^ ;VT ^ / ) -5- (N-2- b° J V fVT ^ 
y)^Mm 4- (2, 4-v ? -t-T^/^7 J iy^v-)^/^T$ K [jfrj^ No. 80] <D& 

A 

4-(2, 4-i?-t-T^/i'-7=.y ^«»^f/V7^ 47.2mg £/8V^Tl^13l<£>$»fE£*T 

^mu&ib&ytKDm&tm. 59. 7m g * &&m&k LT#fc„ . 

MS (FAB, Pos. ) : m/z=735 [M+l] + 
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'H-NMR (500MHz, DMSO-dg) : 6 =0. 53 (3H, t, J=7. 6Hz) , 0. 60 (3H, t, J=7. 3Hz) , 1. 20 (6H, 
s) , 1. 28 (6H, s) , 1. 53-1. 63 (4H, m) , 1. 68-1. 88 (8H, m) , 2. 82-3. 04 (2H, m) , 3. 10-3. 20 
(2H, m) , 3. 30 (2H, t, J=6. 1Hz) , 4. 26-4. 36 (6H, m) , 4. 44-4. 52 (1H, m) , 6. 83 (1H, d, J=8. 
3Hz) , 7. 06 (1H, d, J=7. 8Hz) , 7. 07 (1H, s) , 7. 44-7. 50 (2H, m) , 7. 60 (2H, t, J=8. 5Hz) , 
7. 67 (2H, d, J=8. 3Hz) , 7. 92 (1H, td, J=7. 6, 1. 7Hz) , 7. 93 (1H, td, J=7. 6, 1. 7Hz) , 7. 99 ( 
2H, d, J= 8. 3Hz) , 8. 25 (1H, t, J=5. 6Hz) , 8. 63 (1H, s) , 8. 62-8. 68 (1H, m) , 8. 67 (1H, td, 
J=4. 9, 1. 0 Hz) , 9. 39 (2H, bs) , 9. 97 (2H, bs) . 

(S)-2-(4-(N-2-h°J V ;VT $77 gvU^^AQUT $ J ) -5- (N-2- M" =2 ]) tVT_ $ 
I ) 3-T $ l -fu M°/VT K K Ut&m No. 81] <D&!& 

3-(Boc T $ J ) zfu M'jVT 5 V 26. 9mg *m^Xffl&<»mft%:ft^m£.<Oi)(& 
®<DmM®& 35. 2mg *&&m&k ITifco 
MS (FAB, Pos. ) : m/z=504 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8=1. 65-1. 95 (2H, m) , 2. 95-3. 05 (2H, m) , 3. 15 (2H, q, J=6 
. 3Hz) , 4. 25-4. 35 (6H, m) , 4. 35-4. 45 (1H, m) , 7. 44-7. 54 (2H, m) , 7. 58-7. 68 (2H, m) , 7 
. 68 (2H, d, J=8. 3Hz) , 7. 90-8. 00 (2H, m) , 8. 00 (2H, d, J=8. 3Hz) , 8. 05 (3H, bs) , 8. 42 (1 
H, t, J=5. 9Hz) , 8. 64 (1H, dd, J=4. 2, 0. 7Hz) , 8. 67 (1H, td, J=3. 4, 0. 7Hz) , 8. 73 (1H, d, J 
=7. 8Hz) , 9. 50 (2H, bs) , 10. 06 (2H, bs) . 

( S) -2- (4- (N-2- b" a V ;VT $ J * gvU) <^j/_± J^T 5 / ) -5- (N-2- fjjJ A^T 5 
yy&Mm Wj^A-ZklO K [Jfrg-te No. 82] <D&J& 

5-7$^^y/-;v 2o.6m g ^m^xmm^^n \,^ia<D4k&vo(Dmm 

&59.0mg &&&m&£ b-C#fc 0 
MS (FAB, Pos. ) : m/z=563 [M+l] + 

'H-NMR (500MHz, DMS0-d fi ) : 6 =1. 75-1. 95 (4H, m) , 2. 95-3. 05 (2H, m) , 4. 31 (6H, bs) , 4 
. 35-4. 40 (1H, m) , 7. 36 (1H, dd, J=8. 8, 2. 0Hz) , 7. 48 (1H, t, J=6. 8Hz) , 7. 49 (1H, t, J=6 
. 6Hz) , 7. 62 (1H, d, J=9. 3Hz) , 7. 64 (1H, d, J=8. 1Hz) , 7. 65-7. 70 (3H, m) , 7. 84 (1H, dd, 
J=2, 0. 7Hz) , 7, 92-7. 96 (2H, m) , 7. 96 (2H, d, J=8. 3Hz) , 8. 19 (1H, dd, J= 8. 3, 1. 0Hz) , 8 
. 65 (1H, dq, J=4. 9, 0. 7Hz) , 8. 68 (1H, dq, J=4. 9, 0. 7Hz) , 8. 80 (1H, d, J=7. 8Hz) , 9. 43 ( 
2H, bs) , 10. 01 (2H, bs) , 10. 41 (2H, bs) . 
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68: (2S)-2-(2-(N-2-fc 9 3 V ;±T $ S * ?■ /l>) \? V v^-5-^ /k*2k£=: 
AO 7$ 7-5- (5,6,7, 8-T- hvt Ko^y V ^S-'CMTSS&mWl '(l'S)-!'- 
(l-t7f;u)xf-;W7S K Dffr^ No. 83] £>Mjg 
H3i&ff!l68-1: N e -Fmoc-N 8 -Boc-^-/^^^ (l'S)-l , -(l-f7f-^)x^;l/7$ 

TtflRO N 0 -Fraoc-N*-Boc-^-/^=.^^ 3. OOg * DMF 60ml WSCI 
1. 6784g&t*H0Bt 0.9561g *A0;t^ *fi?$-fr£: 0 £ <0*jRfc (IS) -1- (1-7" 7^ 
/P)xf^7 5> 0.165ml *aDx.TMi&-e 3 HIWUtttLfc. 5^7t, *i&* 
**U «a**nn*yu.Mj:*#U lmol/1 46ife7kS^x ^^tK"C^ 

ltc 0 *^*«*aa^hy i?A^ftfli«, ****** ut. r^^i^i 

UraJIEO-fb-a^ 3. 6698g *6fe@#£ LTftfc, 
MS(FAB,Pos. ) :m/z=608[M+l] + 

Hlfegy 68-2 : N«- (2- (N-Boc-N-2- M° =i V ±T ^ S * ±M b ° H ¥^zZtd ±#JkM 
— ^-N^Boc-L-^-^-^-^- (l'S)-!' -(1-^7^)31^7$ KCffrS^XI- 
11) 

Hffiftl 68-1 "ZftbtHtit&Qo 502. 5mg * DMF 10ml K^M^^^T 5 ^ 
1.0ml SrJ0^.TMT?4B#iaat#^Ufc. Kfci&TSL ****** U H^ft«feU 
fc 0 ^tt* DMFlOml {C*8?U WSCI^^ig 237. 4mg N HOBt 124. 8mg, 6-(N-Hl£ 
#1 12-3 Tmbtl1t4t&V0 305. 2mg *fl];t» M"C 21 B#FfS]if # Lfc„ S&i&T 
****** U 38iSSr^nD*;^tjgj)PU lmol/1 *g&7k*#u lmol/1 

!>AT«> ****** U »aE*^y*y^*9A^o-^h^9 7-f — 

(35g, i7 a a tJvUA/;/ * / — /U=25/l) lC«£o T**M U ^ISO-fb^ 490mg 
*6&&#$&t bT#fc„ 
MS(FAB,Pos.):m/z=711 [M+l] + 

1 H-NMR(500MHz, DMSO-d,,) : 5 =1. 27-1. 58 (2H, m) , 1. 31 (9H, s) , 1. 36 (9H, s) , 1. 51 (3H, d, 
J=7. 1Hz) , 1. 62-1. 69 (2H, m) , 2. 83-2. 95 (2H, m) , 4. 45-4. 68 (5H, m) , 5. 71 (1H, quint. , J 
=7. 1Hz) , 6. 78 (1H, t, J=5. 6Hz) , 7. 25-7. 40 (3H, m) , 7. 46-7. 58 (4H, m) , 7. 78 (1H, td, J=7. 
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8, 1. 7Hz) , 7. 93-7. 95 (1H, m) , 8. 10 (1H, d, J=8. 3Hz) , 8. 20 (1H, d, J=8. 1Hz) , 8. 50 (1H, d 
d, J=4. 9, 1. 7Hz) , 8. 60-8. 67 (2H, m) , 8. 97 (1H, d, J=2. 0Hz) . 

68-3: (2S)-2-(2-(N-2-fc° J V % / * ^tV) t" V ^-5-</U;*7/U#'~ 
^)7Q-5-(5,6,7,8-Th7b Kp *J V ^-8-^^)7 ^ S^mfc (l'S)-!'- 
{l-Ty^-M^^T $ K Dffc^#J No. 83] <D^J& 

nfam 68-2 X^nhfhti^m 209. 6mg ? J —>V 2ml &d$gfl?U 4mol/l i& 
^/i^^t^ 2ml ^D^T, mUX~8.5f%mmWVtc 0 SJ»T^, 
*U X^^Lfe 0 Ztl&**y— >V 4ml W£fl?U Mjxf;>7^ 
0. 119ml, 5, 6, 7, 8-r h^fc K n # / vj >-8-^> 50. 8mg RXf. frMit^T J * 
tm-r h V !>^26.5mg N ^25?g^P^.TpH^5^-ifi(^gb, H^T' 22 B# 

r^m^ufco kjse^t^ mm&m&v. iMvu^^^A^^h^ 

7 ^ — (5g, ^ d u tfvlok/y * y — /1VtK= 7/3/0. 5) Kl <fc o TififM U ^liEtfMb 
^ 108. 7mg &&&m&b tT#fc. 
MS(FAB,Pos.) :m/z=642 [M+l] + 

'H-NMR (500MHz, DMSO-dJ : 8 =1. 52 (3H, d, J=6. 8Hz) , 1. 65-2. 02 (7H, m) , 2. 24-2. 35 (1H, 
m) , 2. 75-2. 85 (2H, m) , 2. 90-3. 01 (1H, m) , 3. 02-3. 13 (1H, m) , 4. 38-4. 50 (1H, m) , 4. 44 (2 
H, s) , 4. 50 (2H, s) , 4. 58-4. 65 (1H, m) , 5. 71 (1H, quint. , J=6. 8Hz) , 7. 35-7. 41 (1H, m) , 
7. 42-7. 73 (10H, m) , 7. 81 (1H, d, J=8. 3Hz) , 7. 92-8. 00 (2H, m) , 8. 11 (1H, d, J=8. 5Hz) , 8. 
35 (1H, d, J=8. 1Hz) , 8. 45 (1H, ddd, J=10. 8, 4. 9, 1. 7Hz) , 8. 68 (1H, ddd, J=4. 9, 1. 7, 1. OH 
z) , 8. 90-9. 07 (2H, m) , 9. 13 (1H, s) , 9. 2 (2H, br) , 9. 9 (2H, br) . 

m$&m 69: (2S)-2-(2-(N-2-t:°=' V >VT $77 t:° U v^-5--Y 

7 $ ;-5-((l-> f ;K $ > f ;>7 )7 7 j (l'S)- 

ll^lz±Z±M^±^Zl K [te^No.84] (OMit 

mmm 68-2 xmbthtdt^ iso. im g ^y ^ y 1. 5mi Kmrn u 4moi/i 

mtk/i?**V-l/ 1.5ml ^D^T. IfiT'2«^tfc 0 KJ»T*&, 

U K^^ bfCo wtt^ry ? 7 —/V- 3ml U h y a^/UT 5 ^ 

0. 119ml, 1-y fvU-2-^f $ ^/-/^;V/f7/V7t K 23. 6mg ^PxT^ig. 
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—>V 3ml KMffi U tmi- h V VJ± 16mg SrAO^fi-C 1. 5 R$|HH£# b 

(5g, ^ a n * / — /W/tK= 7/3/0. 5) Hio TfitSS! U WM<nit&M 

110. 7mg Lt#fc,' 
MS(FAB,Pos. ):m/z=605 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 52 (3H, d, J=6. 8Hz) , 1. 74-1. 95 (4H, m) , 3. 02-3. 17 (2H, 
m) , 3. 98 (3H, s) , 4. 44 (2H, s) , 4. 49 (2H, s) , 4. 53 (1H, s) , 4. 59-4. 68 (1H, m) , 5. 71 (1H, 
quint. , J=6. 8Hz) , 7. 45-7. 58 (6H, m) , 7. 65 (1H, d, J=8. 3Hz) , 7. 76-7. '78 (2H, m) , 7. 81 
(1H, d, J=8. 1Hz) , 7. 90-7. 96 (2H, m) , 8. 1 1 (1H, d, J=8. 3Hz) , 8. 39 (1H, dd, J=8. 3, 2. 2 
Hz) , 8. 67 (1H, ddd, J=4. 9, 1. 7, 1. 0Hz) , 8. 94 (1H, d, J=8. 3Hz) , 8. 95 (1H, d, J=7. 8Hz) , 9. 
14 (1H, d, J=2. 2Hz) , 9. 88 (2H, br) , 10. 25 (2H, br) . 

70 : (2S) -2- (4- (N-2- b*3 !) ;VT %J * t7 h^;W)7$ / -5- 
(5, 6,7,8-fh7tKP^/y ^-8-^T si") T % J CTSfe (1* S) -1' - Z ±M 
^f-tVT% K [ft^ft No. 85] <DMl£ 

70-1: N a -(4-(N-Boc-N-2-fc°=i y ,vt %J * ±J}£±2. h±Mz. N 8 -Boc- 
L-JnV^ls (!' S)-l' -(l-t7Wx^7 ^ Y-(A\&m XI-12) <D£-J& 

68-I T^/& bfcft:^^ 499. 9mg £r DMF 10ml \zmM V&=>-f'A'T 5 V 
I.OmlSrJn*.Tm-eiB*M0t»Ufc. SjSB&TSL «j«S:e*L, JJ£if£*£b 
fc„ rtL^DMFlOml K:8»U, WSCI jfiK^fi 239. Omg, HOBt 123. 7mg, HJfctfll 43- 
2t#?)^k;^ 340. lmg SrJO*., M-?24ll#|HH*#bfc. SJ&ifet-T^ ^ 
MiU M^oo^WU 1k>1/1 MtoKiSifc, lmol/l*SHfc. 

— ;U=25/l)tCj;oT»Mt, SSlE^t-g^ 349. lmg 
MS (FAB, Pos ? ) : m/z=760 [M+l] * 

^-NMR (500MHz, DMSO-de) : 6 =1. 33andl. 37(18H, 2s), 1. 25-1. 78 (4H, m), 1. 55 (3H, d, 
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J=6. 8Hz) , 2. 92 (2H, m) , 4. 36and4. 44 (2H, 2s) , 4. 50-4. 59 (1H, m) , 4. 98and5. 02 (2H, 2s) , 
5. 75 (1H, quint. , J=6. 8Hz) , 6. 80 (1H, t, J=5. 6Hz) , 7. 19-7. 40 (4H, m) , 7. 49 (1H, t, J= 
7. 8Hz) , 7. 51-7. 62 (8H, m) , 7. 77 (1H, td, J=7. 8, 1. 7Hz) , 7. 84 (1H, d, J=8. 1Hz) , 7. 94 
-8. 00 (2H, m) , 8. 08-8. 02 (2H, m) , 8. 26 (1H, d, J=7. 8Hz) , 8. 52 (1H, brs) , 8. 61 (1H, d, J= 
8.1Hz). 

Hjfeffj 70-2 : (2S) -2- (4- (N-2- t'ajj >VT_ %j * ±A>) ± 7 h ± M T % 7 -5- 
(5.6,7,8-fh7b Kn^yy^-8-^^)7$y^fi (l'S)-l , -(l-^7^) 
^f^7$ K UY&m No. 85] <D&1& 

MMm 70-1 X*mb*ltzit&V!> 200. Omg * * * J —;V 2ml U 4mol/l 

3SU K^^bfCo CtLSr^ — 4mltd^«?L, 5,6,7,8-f h7t Ko 
^/y ^-8-^-> 51. 6 mg &U\ jfcJfcffcVTy h V V ^ 27. lmg £JP;U 

ftS?35j»SrADx.TpHSr5#jfilcWfiL, Ml? 13 B#M8l^ Lfc. RJE^T^L 
®«ESr©*lxx ^jgSr^y^y^^A.^n-^ (5g, ^nn*M 

/y ^ / — yu/7R= 7/3/0. 5) laoTflll, «IB©fc£4&83.7mg«rfig,@fle£: 

MS (FAB, Pos. ) : m/z=691 [M+l] + 

'H-NMR (500MHz, DMSO-cQ : 5 =1. 56 (3H, d, J=6. 8Hz) , 1. 64-2. 02 (7H, m) , 2. 28-2. 35 (1H, 
m) , 2. 78-2. 83 (2H, m) , 2. 92-3. 01 (1H, m) , 3. 05-3. 20 (1H, m) , 4. 35-4. 47 (1H, m) , 4. 48 
(2H, s) , 4. 65-4. 70 (1H, m) , 4. 78 (2H, s) , 5. 77 (1H, quint. , J=6. 8Hz) , 7. 38 (1H, dd, J= 

7. 8, 4. 9Hz) , 7. 41-7. 75 (10H, m) , 7. 80-7. 87 (2H, m) , 7. 93-8. 00 (2H, m) , 8. 15 (1H, d, J= 

8. 5Hz) , 8. 28 (1H, d, J=8. 5Hz) , 8. 30 (1H, d, J=8. 3Hz) , 8. 48 (1H, dd, J=4. 6, 0. 7Hz) , 8. 72 
(1H, dd, J=4. 9, 1. 0Hz) , 8. 70 (1H, d, J=8. 3Hz) , 8. 88 (1H, t, d=6. 8Hz) , 9. 27 (2H, br) , 9. 9 
6(2H,br). . 

Htfeffl 71: N°-(4-(N-2-tr°=t ]} ;±T ^ /^f^^y/^^-L-yyU^V 
(1'S)-1'.-(1-^-7^)jc^T$ K Pffc£»4ft No. 86] <bm& 
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mmmn-i: N 0 -Fmoc-N c -Pbf-L-T^~^ (!' S)-l' -(l-t7f/U)af/|/7 j 
Hjjbj^ XXVI-6) (D^& 
rfrlgtf) N°-FiDOC-N c -Pbf-L-T/^ d r— ^ 2. 6467 g £r DMF 53ml {C*£fl?U WSCI & 
1. 1830g HOBt 0.6609g^Dx., mf&Z*£fz. 0 :«l:(lS)-l-(l-t 
^^vW^A-TS > 762. 5mg ^Bx.T^T*2 0^it#Ufeo S^T^s ^ 

MS(FAB,Pos. ):m/z=802 [M+l] + 

Hife^iJ 71-2 : N a - (4- (N-Boc-N-2- M° ^V AT § 7 gv^ ^ W /V) -ff-Pbf-T 
A^cr^ (rs)-l'-(l-7-7^-/U)3i^UT^ K XXIX-10) O^fifc 

71-1 X-nbtltzit-km 624. 7mg £ DMF 12. 8ml U ^xf^J ^ 

v i.28mi tattsi-e 2 ^pg^#ufc„ s*urr^> u x^ffc 

Jfcbfc. rtt^rDMF 12ml U WSCI 228. Omg, HOBt 116. 3mg ;S.T*|I 

mm 1-2 "eftbtiitit&to 284. 5m g isr»ttafc i2. 5 ^ram^byto k/£*s- 

Tt, U * a ci U lmol/1 lmol/1 TKBMfc"*-- b 

t&m&is'y ufivu? j±9 a-? h^77-f — (30g, ^no/t/i'V^^y-^ 

=25/1) laotilU meZ<Dit<£rm 582.5mg£^fe&?SW^t Ltffc. 
MS(FAB,Pos. ):m/z=904 [M+l] + 

'H-NMR (500MHz, DMSO-d^ : 5 =1. 25-1. 55 (2H, m) , 1. 31 (6H, s) , 1. 37 (9H, s) , 1. 51 (3H, d, 
J=7. 1Hz) , 1. 60-1. 81 (2H, m) , 1. 91 (3H, s) , 2. 40 (3H, s) , 2. 45 (3H, s) , 2. 90(2H, s) , 2. 98 
-3. 05 (2H, m) , 4. 35-4. 40 (5H, m) , 5. 70 (1H, quint, J=6. 8Hz) , 7. 19-7. 38 (4H, m) , 7. 47 (1 
H, t, J=7. 8Hz) , 7. 49-7. 58 (3H, m) , 7. 78 (1H, td, J=7. 8, 1. 7Hz) , 7. 81 (1H, d, J=8. 1Hz) , 7. 
86 (2H, d, J=8. 3Hz) , 7. 92-7. 96 (2H, m) , 8. 08 (1H, d, J=8. 1Hz) , 8. 36 (1H, d, J=8. 1Hz) , 8. 
52 (1H, d, J=4. 9Hz) , 8. 65 (1H, d, J=7. 8Hz) . 

mmm 71-3: N c -(4-(N-2-t: 0 =t V ;VT ^ J * ^A-)^<V^A-)-L-T/v^— > 
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(l , S)-l , -(l-j-7^/V)^^UT^ K U\&m No. 861 

MMM 71-2 -t?# btltzit-p-yo 250. 3mg & ^ n n sjvi^ 2. 5ml U h!J7 

/W^-n^2.5ml SrJDx., ^MT- 3. 5 B#P^# Lfc 0 ^»T&, ^^@*b 

u frjVJ*/* ? J -/u/7k=7/3/0. 5) izXo Xmm U 77^'>3 >-£r^*t Lfc 0 
lmol/1^7K^(C^L, 2g$§U ^*/-/U-?*$5U ^IHO^ 
®)(Dmm&. 59. 5mg ^rfifeS^i L-C#fc„ 
MS(FAB,Pos. ) :m/z=552 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 51 (3H, d, J=7. 1Hz), 1. 41-1. 59 (2H, ra), 1. 68-1. 85 

(2H, m) , 3. 02-3. 15 (2H, m) , 4. 31 (4H, s) , 4. 54-4. 59 (1H, m) , 5. 71 (1H, quint. , J=7. 1 
Hz) , 7. 45 (1H, ddd, J=7. 6, 4. 5, 1. 0Hz) , 7. 46-7. 59 (5H, m) , 7. 64 (2H, d, J=8. 5Hz) , 7. 7 
5 (1H, brs) , 7. 82 (1H, d, J=8. 3Hz) , 7. 90 (1H, td, J=7. 8, 1. 7Hz) , 7. 94 (1H, d, J=7. 8Hz) , 
7. 98 (2H, d, J=8. 5Hz) , 8. 10 (1H, d, J=8. 3Hz) , 8. 57 (1H, d, J=8. 1Hz) , 8. 66 (1H, ddd, J=4. 
9, 1. 7, 1. 0Hz) , 8. 81 (1H, d, J=8. 1Hz) , 9. 76 (2H, brs) . 

Mt&m 72 : (2S)-2-(4-((l-pt gvW $ Vl/—/U-2-^( /V* f/l/)7^ / * 
•7 Y4^T% y-5-((l-^^-/W $^V~/W-2-^/i^?vu)t'$ 

(i's)-i'-(i-t7f/u)x^7^ k Rb^No.87] <omvk 

mifeffl 72-1 : N g -(4-(N-Boc-T ^ J * ±£±±7 LlMz N'-Boc-L-^vU-^^ 
(l'S) -l'-(l-t7f-/W)x^U7$' K«fr£4»XViri-ll)(P^J$ 

^J£0!J 68-1 X*mb*ltz.it&m 503. lmg £ DMF 10ml (d^L^x^T 5: ^ 
1.0ml Sr*Dx.-CMT?'miH]«#U/t. SJfcifcTGK ' »«ESr«*U 3S3S«*Rb 
fc 0 wfttrDMFlOml KljgfllU WSCI 236. 9mg, HOBt 132. lmg, HJS^J25-. 

2.-?mhML\\&m 268.6mg^iP^, 2 Brafl£#Lfco SJSJS&Tm. 

£r@*U »a&*BP*A'.Mc*»U lmol/l^TK^, lmol/1 Tk^-ffc^ 

*tt&, «jKSre*L, ili^^W7^^Dvh^77^- (17g, *n 
n tf/UA/Mfeai^vi^i/i) {^.toTffiS^b. aHB^b^fe 434. 4mg £ 
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MS (FAB, Pos. ) :m/z=669[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 30-1. 80 (4H, m) , 1. 37 (9H, s) , 1. 41 (9H, s) , 1. 54 (3 
H, d, J=6. 8Hz) , 2. 85-3. 00 (2H, m) , 4. 55-4. 62 (1H, m) , 4. 60 (2H, d, J=6. 1Hz) , 5. 75 
(1H, quint, J=6. 8Hz) , 6. 80 (1H, t, J=5. 6Hz) , 7. 40 (1H, d, J=7. 3Hz) , 7. 43-7. 61 (8H, 
m) , 7. 84 (1H, d, J=8. 1Hz) , 7. 94-7. 98 (1H, m) , 8. 13 (1H, d, J=8. 1Hz) , 8. 15 (1H, d, J= 
8. 3Hz) , 8. 24 (1H, d, J=8. 1Hz) , 8. 51 (1H, d, J=8. 1Hz) , 8. 60 (1H, d, 3=7. 6Hz) . 

72-2: (2S)-2-(4-((l-> gvW ^ £V^Z2k^odJ^A ±M ~7 § I. * ±M 

t7h^f jvt ^ i -5- ( a-* ?vw ^ try— /u-2-^r a-^ gvu) r-;y) 

(1' S)-l' ^±AST. % K U^tm No. 87] <Djt& 

mmm 72-1 x-n^titzit^-m 204. 3mg ? y-/u2mi izmm^, 4moi/i m. 

>-&m 2ml ^D^T^TM^^LfCo S/fcif&T^ «S!§U 
^JBE^ LfCo r <DffiMj 109. 8mg ^ * J —)V 2ml fd^fl? U h y ^'Tvl'T 
^ ^ 51. 5ml 1-^ % yy—/U^^T/^H K 72. 2mg &1iVz_X 

^aT'15Btp B ^^LfCo 50SiS&7^ 'fltiffiU «BE*£«L;fc:|§L *StM*/- 
A< 2ral U O'CfcltfHsP bfc„ w ©SifcfC^SMfc* h y ^ A 46. 2mg 

^Dx:-r^j&T*o.5^Jt#u^c s^T^^^^b, ^^rv-y^y^ 

jj^J^fzi^hy??^— (lOg, ^ a o A/pt * / — A77k=7/3/0. 5) IdJ; 
o T*f M t, lmol/1 ^7K^-eMH*r 5 r <t <£ 9 ^IBO^b^O^m 
156. 4mg & &&mt£k LT#/to 
MS (FAB, Pos. ) : m/z=657 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 55 (3H, d, J=6. 8Hz) , 1. 70-1. 97 (4H, m) , 3. 07-3. 20 (2 
H, m) , 3. 97 (3H, s) , 3. 99 (3H, s) , 4. 54 (2H, s) , 4. 63-4. 70 (1H, m) , 4. 77 (2H, s) , 4. 90 (2H, 
s) , 5. 76 (1H, d, J=6. 8Hz) , 7. 50-7. 80 (1 1H, m) , 7. 54-7. 60 (3H, m) , 7. 83 (1H, d, J=8. 3Hz) 
, 7. 86 (1H, d, J=7. 6Hz) , 7. 95-7. 97 (1H, m) , 8. 14 (1H, d, J=8. 3Hz) , 8. 29 (1H, d, J=8. 3Hz) , 
8. 35 (1H, d, J=8. 3Hz) , 8. 77 (1H, d, J=8. 3Hz) , 8. 89 (1H, d, J=7. 8Hz) , 10. 19 (2H, br) . 



■MM 73: (2S)-2-(2-(N-2-t: 0 J V >\>T % S * f-M t:° ]) v?^-5--< ;U%/ut$~/1>) 
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y-5-(N-y ^fc°a~7U-2->f/uy^/U)T$ S^MM (!' S)-l' 
/u)ji^/vt$ K [Jfrfrfo No. 88] OMit 

68-2 hintiit^^ 87. 2mg £y * y — A- 1ml {C&ft? U 4mol/l & 
K/S^*-*^ lml «:J0jfc-C, M?2B*W«#Ui:. 
U KSteJfcbfc. r*L£y*y — /i- 2ml te##u * U ^a-t 5: > o. 069m, 

N-y 5vW2-fc"n — /l^/l^TVl^ t K 0. 0145ml £*P;tT^£T* 14 l^rflSl&$ 

i^r^o j£J«£e*Lfc#lditef£j»U &7ky*y-A-2ml tc^bTho SJ^fS 

£*^bfc&Ui7k^n:*!7i?t^ h y 9. log SrJotrSJa-C 5 NfMS5J*fc. 

KJ&^T^ *§$t£&@5&U mm&t/V *^*7A^a-7 h^77^- (5g, 

y P o /J>A-i»/ y y y -A/tK= 7/3/0. 5) id J: o TJfitM U mU<Dit&m 65. Omg 

£&#.@#£bT#fc 0 

MS (FAB, Pos. ) : m/z=604 [M+l ] + 

'H-NMR (500MHz, DMSO-de) : 5 =1. 52 (3H, d, J=6. 8Hz) , 1. 65-1. 84 (4H, m) , 2. 84-2. 93 
(2H, m) , 4. 07 (2H, t, J=5. 6Hz) , 4. 44 (2H, s) , 4. 50 (2H, s) ; 4. 58-4. 63 (1H, m) , 5. 71 (1H, 
quint. , J=6. 8Hz) , 5. 97 (1H, dd, J=3. 6, 2. 7Hz) , 6. 23 (1H, dd, J=3. 6, 2. 0Hz) , 6. 78 (1H, 
dd, J=2. 7, 2. 0Hz) , 7. 43-7. 58 (5H, m) , 7. 62 (1H, d, J=7. 8Hz) , 7. 66 (1H, d, 8. 1Hz) , 7. 81 
(1H, d, J=8. 3Hz) , 7. 91-8. 99 (2H, m) , 8. 11 (1H, d, J=8. 5Hz) , 8. 38 (1H, dd, J=8. 1, 2. 2 
Hz) , 8. 68 (1H, ddd, J=4. 9, 1. 7, 1. 0Hz) , 8. 97 (1H, d, J=7. 8Hz) , 9. 14 (1H, d, J=2. 2Hz) , 
9.20(2H,brs). 

MMM 74: N a -(4-(N-(l-^ gvW $ jfl/^jV-2->(M * 5v^T 
^No.89] <DM& 

mmm 74-1 : y gvu 4- ( a-y ^/u^ $ ^y— /uy ^vu) Tj/j 

frtf^WtUk&VB V-6) CO-^5fe 
17-3 X-mbthtzikG-!®} 0. 8568g £ y y y — /V 25ml lZ.&f& U 1-y ^ 
A-2-^ ^ yV— yU*/U3K =^>T )Vf t K 0. 526g t h V-^^T 5: ^ 1. 11ml £ 

#dx."c 63 mmmn u ^irt- hy^^o. 329 g tt 1. 5 mmm& 

bfc 0 W*Ui/^7 , /l'*7^^n-7h^77>f-(5g, 3%yyy— A74 
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7%? n p ^/UA/50%-O"fe^) T-mm-TZ ZtiCXO. mU<Dfc<&® 0. 9489g £ 

MS (FAB, Pos. ) : m/z=310 [M+l] + 
X H-NMR (500MHz, CDC1 3 ) : 8 =3. 58 (3H, s) , 3. 94 (2H, s) , 3. 99 (3H, s) , 4. 32 (2H, s) , 6. 83 
(1H, d, J=l. 2Hz) , 6. 95 (1H, d, J=l. 2Hz) , 7. 53-7. 63 (3H, m) , 8. 11 (1H, d, J=7. 6Hz) , 8. 16 
(1H, dd, J=7. 8, 0. 7Hz) , 8. 93 (1H, dd, J=8. 10. 7Hz). 

Hifeffl 74-2: * ^/U 4-(N-Boc-(l-p< gvW $ ^V— /l^ ^/^) T $ 7 
P< gvWj ^ U^-l-^^^^mHt^-^J VI-10) (D-^^c 

HJ£0!l 74-1 X'&btltiik&Vo 0. 9452g $r DMFlOml tC^^U ^-t-y^vUv^ 
/U/J€*- }> 0. 767g £ h y ^^vUT 5^0. 464g ^P^L, 22 B^if # 

h^77>f- (25g, 50%^^^/^=¥-9- ^) T'ffl^i-^ ^lE^fc-a-. 

^ i. 0569 g znmimmft-t u-c#fc 0 

MS (FAB, Pos. ) : m/z=410 [M+l] * 
'H-NMR (500MHz, CDC1 3 ) : 5 =1. 42 (9H, s), 3. 55and3. 70 (3H, bs), 4. 00 (3H, s), 4. 45and4. 
59 (2H, bs) , 6. 82 (1H, bs) , 6. 93 (1H, s) , 7. 35 (1H, bs) , 7. 55 (1H, td, J=8. 1, 1. 2Hz) , 7. 62 
(1H, t, J=7. 1Hz) , 8. 07and8. 21 (1H, bs) , 8. 13 (1H, d, J=7. 3Hz) , 8. 94 (1H, d, J=8. 1Hz) . 

mmm 74-3 ; 4- (n-boc- q-^ ^vwf $ yv—sv-i-^ t ^ / * ^-m 

# uz/-i-jj/\s7$^mUk&V!) VH-i4)<?P-£-fifc 

74-2 X*'&hfltz.ik&® 1. 0526g * J —;V 10ml U IN-tK®? 

h V 10ml t THFlOml IT 2. 5 B#F^jf #Lfc 0 SJfof^-Tk 

(Dit^m 0. 8551g -SrgfcHfe^ft: t Ltifc, 
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MS (FAB, Pos. ) :m/z=396[M+l] + 
^-NMR (500MHz, CDC1 3 ) : 5 =1. 51andl. 58 (9H, s), 3. 76and3. 78 (3H, s), 4. 74and4. 85(4 
H, s) , 6. 95 (1H, s) , 7. 19and7. 22 (1H, s) , 7. 33 (1H, d, J=7. 3Hz) , 7. 39-7. 48 (2H, m) , 7. 92 
and8. 19 (1H, d, J=7. 8Hz) , 8. 01 (1H, d, J=8. 1Hz) , 8. 89and9. 00 (1H, d, J=7. 8Hz) 

HjfeffU 74-4:2-(1-^-^^-/W)7 p p fc>7 $ XD^fiic 

mt± V $ ^tK?P^ 14. 594g £Jf # 150*C (0. 5mm) X 2 ^HQf£iR$^ 

^I'^iSr^ALfco TK^T'^iPLT, THF 80ml ^rJDx.^ 25^CT' 1. 5 mmW. 
WlstzCOh. -Soic^TJJl^UJ&iSfe, ^^A0.861g^r30^T^ 
^PL/do 30 ^WfiH*bfcW*>, l-V7/t7^ 2g tf> THF5ml ^^gsJqb, 
^jfi 2 H#Bi]jf # Lfc 0 £jS«lC»r-/*=7* (25ml) & j&&D UtO h "CiSiS 
U M^^i/l>AT«, *£2&@*LT WWoi>30ral fC*gfl?U lmol/1 

h #=7 -y * — dog, 5%^ * y — av^ □ □ xmm-rz> r £ ic «t 9 x ^ie^ 

<fc-B^ 0. 2640g £ bT#fc 0 

MS (FAB, Pos.) :m/z=186[M+l] + ; 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 78 (6H, s), 7. 40 (1H, dd, J=8. 1, 7. 3Hz), 7. 46 (1H, ddd, 
J=8. 1, 6. 8, 1. 2Hz) , 7. 50 (1H, ddd, J=8. 8, 7. 1, 1. 7Hz) , 7. 60 (1H, dd, J=7. 3, 1. 2Hz) , 7. 7 
5 (1H, d, 8. 1Hz) , 7. 86 (1H, dd, J=8. 1, 1. 7Hz) , 8. 89 (1H, dd, J=8. 1, 1. 0Hz) 

H3i&ff!l74-5: N'-Fmoc-N 0 - Pmc-L-TA^— > 2-(\-TZ? 4 yzfa fcVi^T ^ 
K ab^fe XXVI 1-7) <D£-f& 
rfjf£(D N^Fmoc-N 0 - Pmc-L-7Vl'=¥=>' 487. lmg £ DMF 10ml IdSBBU WSCI ^ 
0. 2516gS.!5H0Bt 0. 1578mg(l. 17mmol) £r*0;ts f£M£lt1Zo Z.<Dfgm\Z.m 
MM 74-4 X*mbthtz4k&V0 119. 8mg &toz.XMffi.X 13 B#fiSMf #Lfco 
It, 2gj£§r@5feU a*g£^nn*/W4c:*£ft?U lmol/1 1 

moi/i imtik-r y v $j»7kmm. ^^^p^TkX'gfe^ufco mmmzmfcrnm 
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- (25g, ^OD*/^/Rixf;U=i/l) t£.fco-C«fSlU «|E<Dffc;£-«5 
348. 8rag £ 6 i: LT#fc„ 

MS (FAB, Pos. ) : m/z=830 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 6 =1. 23 (6H, s) , 1. 20-1. 40 (3H, m) , 1. 50-1. 62 (1H, m) , 1. 74 
(2H, t, J=6. 8Hz) , 1. 77 (3H, s) , 1. 78 (3H, s) , 2. 02 (3H, s) , 2. 55 (2H, t, J=6. 8Hz) , 2. 89- 
3. 01 (2H, m) , 3. 98-4. 06 (1H, m) , 4. 18-4. 21 (1H, m) , 4. 21-4. 29 (2H, m) , 6. 30-6. 80 (3H, 
br) , 7. 21 (1H, d, J=8. 5Hz) , 7. 27-7. 31 (2H, m) , 7. 30-7. 42 (4H, m) , 7. 52 (1H, d, J=7. 3H 
z) , 7. 69 (2H, dd, J=7. 3, 4. 6Hz) , 7. 77 (1H, d, J=8. 1Hz) , 7. 82-7. 90 (3H, m) , 8. 40 (1H, 
s),8.49(lH,d, J=9.3Hz). 

M1fcM 74-6: N°-(4-(N-Boc-N-(l-^ gvj^ ^ W—Z^-^M * f-/^T 

fcVl^T 5 K XXIX-11) <^-g-fifc 

MM&l 74-5 -Q'&h%h*L\\&m 343. 7rag £r DMF 7ml t£*£fl? U v^^vWT 5 V 
0.7ml ^P^-C^fiT-2^m#b^i 0 M7f, }£$;£^feU K^^b. 
fcc - tL^ DMF 7ml U WSCI j&ifttt 126. 4mg, HOBt 65. 9mg RXtmfam 

74-3 X-mbfrtlitG-®) 179. 3mg ZMZ-X^UX* 16. 5 B#F S ^t# bfc, ^UTt, 
U * n n zM^tC^fl? U lmol/1 &Bft, lmol/1 TK^Hb-*" b J* 

Uffr-Xiy J*t? d-^ h^7^>r— (20g, ^Dn*;i/V^y-/i' 
=30/1) ^J;oT*i^L, MIBO>fb^ 311. 5mg ^B^^mt tt#fc 0 
MS (FAB, Pos. ) : m/z=985 [M+l] * 

mMffl 74-7: N g -(4-(N-(l-y ^/IM* $ ;U-2~^/W ^ ^A*T $ 7 > ^Vl-)- 

[Jb^ No. 89] O^fiE 

UlS^il 74-6 Xnbtl.tz-ik'&m 308. 7mg ^ ^ n n afc/WA 3. 1ml tcitfl? U h V 
■7/l<*zimWk3. lml ^D^.. ^fi^ 5 Bf P^SI^LTio Sf&I^Tf, *§j&&«rL. 
K^^T-f^U lmol/1 ^7K^^iP^fc 0 tKJI £ ^ c n 
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S^Stx^^t— ->3^U, #btbfca«^ lmol/l r 
MS (FAB, Pos. ) : m/z=619 [M+l] + 

^-NMR (500MHz, DMSO-de) : 6 =1. 40-1. 65 (3H, m) , 1. 68-1. 82 (1H, m) , 1. 85 (6H, s) , 3. 0 
5-3. 18 (2H, m) , 3. 96 (3H, s) , 4. 59-4. 64 (1H, m) , 4. 73 (2H, s) , 2. 96 (2H, s) , 6. 90 (2H, b 
r) , 7. 20 (1H, br) , 7. 40-7. 55 (4H, m) , 7. 58-7. 62 (2H, m) , 7. 64-7. 81 (6H, m) , 7. 85 (1 
H, d, J=7. 7Hz) , 8. 11 (1H, d, J=8. 5Hz) , 8. 28 (1H, d, J=8. 3Hz) , 8. 51 (1H, d, J=8. 3Hz) , 8. 
64 (1H, d, J=8. 5Hz) , 8. 79 (1H, s) . 



HMffll 75: N"- (2-(N-2-fc°^ V $ J * b" V JVJ) 
L-T/U^=V (l'S)-l'-(l-t7f/U)xf/l<7$ K [fc^No.90] <D^it 
MW\ 75-1 : N° - (2- (N-Boc-N-2- b° =» V ;VT $ / * b° V i? /Vaff 

— /u) -r^-Pbf -L- T/^^-^-x (i , s)-i , -(i-^-7^/^)ji^/^r K(>fb^^xxix- 

12) 

HiS^i! 71-1 -C&btltzlk&y!) 504. 2mg £ DMF 10ml i^mffl U >?x^/U7 ^ ^ 
lml ^n^T^-C2^^Lfc 0 S/fci&T^ i£M£W35U 3l£$£*iL7t„ 
r.*L2r DMF 12ml l^fl? U WSCI 180. 3mg, HOBt 96. Omg RXIMMM 12-3 

X*mbtltiit&V0 225. 6mg ^D^T^T* 12. 5 mf$mWVtz 0 S/£**T^ ^ 
j®£W3r U ^ n nt^/PAtd^L., lmol/1 lmol/1 7k$Hb"+- h V *-Mc 

v'!j*y/^7^^D-7h^77>(- (30g, ^ n □ ^ y ~/V=25/l) 

{CtoTmMb, mtd.(D<t&® 404.6mg&^fe|&f§m^£ L-T#fc e 
MS (FAB, Pos. ) : m/z=906 [M+l] * 

75-2: N a -(2-(N-2-fc° =» U ;W7 ?yW) b° l> i^-5-^/l^ft/U/ft'-^)- 

L-T^=¥-^ (l > S)-l'-(l-+-^^^)^^-/l^T$ K [{££•#) No. 90] <D^J5fc 
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MttW 75-1 X^htltcit^^) 200. Omg^r^nn zJvl^A 2ml U h V 7 

/l^nftlfc 2ml£;*J0;t. 12. 5 R#IWJ«# Ufe. S^Tf, U 

Jlgatf^-CftjfcU l«ol/l i!B»3ic»tt*JP5k.fc. jJcJf &*nns|vi^ 

* * / -/W-C*^^ U ttJft"f5 ^<bt-=t <9 «K<Dfc^*5©tSIfe£ 114. 2mg % 
MS (FAB, Pos. ) :m/z=553 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 52 (3H, d, J=7. 1Hz) , 1. 41-1. 60 (2H, m) , 1. 66-1. 87 (2H, 
m) , 3. 02-3. 17 (2H, m) , 4. 44 (2H, s) , 4. 50 (2H, s) , 4. 56-4. 60 (1H, m) , 5. 72 (1H, quint. , J 
=7. 1Hz) , 6. 9 (2H, br) , 7. 4 (1H, br) , 7. 40-7. 61 (6H, m) , 7. 65 (1H, d, J=8. 5Hz) , 7. 81 (1H, . 
d, J=8. 1Hz) , 7. 86 (1H, brs) , 7. 91-7. 96 (2H, m) , 8. 1 1 (1H, d, J=8. 3Hz) , 8. 38 (1H, dd, J= 
8. 1, 2. 2Hz) , 8. 67 (1H, ddd, J=4. 9, 1. 7, 1. 0Hz) , 8. 88 (1H, d, J=7. 8Hz) , 8. 91 (1H, d, J=8. 
lHz),9. 14 (1H, d, J=2.2Hz). 

Mt&M 76 : (2S) -2- (4- (N~2- g V >V7_ f-fV) ^^ZAMZJ^J. Z^Z 

(5, 6, 7, 8-r h7t Ko^r/y >-8~W M T $ 7 ^MM (V S) zILiLLlLZ ±M 
=-^>VT% K Mk^fe No. 91] (Oil 

Htfeffll 76-1: N a -(4-(N-Boc-N-2-fc°=' D /U7 ^77 ^yl^^^/U)- N*-Boc- 
L-Jnv-^ (1* S)-V -(l-i-7^/i<)=tL^/]sT Si K(te^fe)XI-13)<P-£Efc 

l£8S0!l 68-1 Vntbtltzfc&yo 997. 9rag £ DMF 20ml AT ^ ^ 

2.0ml IrJjOtTfilT 1.5 B*MSl»bfc. KJ£*&T^ ««*«*U 
Lfc 0 ^HSr DMF20ml WSCI 469. 3mg. HOBt 245. Omg, HJStfiJ 

l-2X-mbinti<t&® 598.9mg^0^, ^i&T' 21 B#P^#Lfc 0 
mU^m^V. ^^^DP^AI^gU, lmol/1 4&&7kigf£, lmol/lTK^ 

it-r h v v&imm, Rx^maik^x^m^ti 0 mmm^m^mm-r v v 

X-m.m&, U »S^5*^7A^PTF^7-f- (50g, 

^ cr n *A-A/y * 7 — /L-30/1) iCio-CfflfSiU MtZnik&Vd 603.4mg<Sr6 
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MS (FAB, Pos. ) :m/z=7lO[M+l] + 

'H-NMR (500MHz, DMS0-d 6 ) : 5 =1. 22-1. 55 (2H, m), 1. 31, 1. 36andl. 38(18H, s), 1. 51 
(3H, d, J=7. 1Hz) , 1. 60-1. 72 (2H, m) , 2. 80-2. 92 (2H, m) , 4. 39-4. 60 (5H, m) , 5. 70 
(1H, quint-. , J=7. 1Hz) , 6. 78 (1H, t, J=5. 6Hz) , 7. 18-7. 37 (4H, m) , 7. 46-7. 57 (4H, m) , 
7. 78 (1H, td, J=7. 8, 1. 7Hz) , 7. 82 (1H, d, J=7. 8Hz) , 7. 85 (1H, d, J=8. 3Hz) , 8. 09 (1H, 
d, J=8. 1Hz) , 8. 34 (1H, d, J=7. 8Hz) , 8. 52 (1H, d, J=4. 8Hz) , 8. 61 (1H, d, J=7. 6Hz) . 

Hjifeffj) 76-2 : (2S) -2- (4- (N-2- b'jjj ;U7 5 / y ILM^S^ZA M 7 % I Z§Z 
(5, 6, 7, 8-7" h Z * KP^yyy-8-^;W)7$yfft (l , S)-l , -(l-^-7^/U) 
^f-Jf^T ^ K [Ibj^ No. 91] 

MMm 76-1 X^htttzit^-^O 408. 9mg %y * y —A- 4ml U 4mol/l 

mm/i^^-f-^ 4ml ^DxlT, ^lfi-e3.5^Jt^UfCo S^7t; 

ISKitt, — /V 4ml tC$g#?U 5,6,7,8-7^7^' 

P *y y >-8-^->- 124. 8mg ,&.t>\ fcmikisT; * h y * A 73. 2mg 

;L, ^50^^Px.TpH?r4-5#iatCpe^L > Mt* 12. 5 R$ffl$& bfc 0 s 

* y -/^/7k= 7/3/0. 5) j: o-c»k u mu<Dit^m 211. 5m g sr e 

MS (FAB, Pos. ) :m/z=641 [M+l] + 

^-NMR (500MHz, DMSO-dg) : 8 =1. 51 (3H, d, J=6. 8Hz) , 1. 68-2; 02 (7H, m) , 2. 22-2. 33 (1H 
, m) , 2. 77-2. 85 (2H, m) , 2. 90-3. 00 (1H, m) , 3. 01-3. 15 (1H, m) , 4. 31 (2H, s) , 4. 32 (2H, s 
) , 4. 38-4. 47 (1H, m) , 4. 57-4. 63 (1H, m) , 5. 70 (1H, quint. , J=6. 8Hz) , 7. 37-7. 41 (1H, m) , 
7. 43-7. 61 (5H, m) , 7. 63-7. 70 (2H, m) , 7. 68 (2H, d, J=7. 8Hz) , 7. 81 (1H, d, J=8. 1Hz) , 7. 
94 (1H, d, J=7. 8Hz) , 7. 97 (1H, t, J=7. 8Hz) , 7. 99 (2H, d, J=7. 8Hz) , 8. 10 (1H, d, J=8. 3Hz) 
, 8. 44 (1H, m) , 8. 64-8. 67 (2H, m) , 8. 90 (1H, d, J=7. 1Hz) , 9. 23 (2H, br) , 10. 07 (2H, br) . 

mmm 77 \ (2s) -2- (4- (n-2- j±t ^ y y ^vu) 1-7 mt % y-s- 

(5, 6, 7, 8-z" h7b Kp^/D >-8-^T ;V) T ^ J ^MW. 2-(3-^T >_KJj ^gvw 
T5 K 
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HjfeffJ 77-1: N"-(4-(N-Boc-N-2-fc:'=» V >VT_ $ 7 * gvU} T Z h£Mz N*-Boc- 

L-^/U^l^ 2- (3->< > K y /Up ^)VT X K XI-14) 

Hjffiftl 17-5 X^tbthtzib&yo 1. 006g £ DMF 20ml lC*gft? L v^^/^T 5: ^ 

2.0ml ^P^T^i&T-4^^bfc 0 £0&^T^ ^j&&W:feU R^j^U 

fc„ rtt^rDMF 20ml K*g#?U WSCI 499. 0m g> HOBt 255. 2mg, 

43-2 X^tbthtzitG-M 696. 7mg ^*D^L. ^UX 16 B^if # bfc e ^J»T&. 

mm^^i^ mmz?w*/i'j±imffiv. imoi/i mm^m. imoi/i7K@! 

^ u a ^/l^A/^ * ; — A-30/1) lUo TilS U MtZWk&Vo 860. 9mg £ & 
MS (FAB, Pos. ) : m/z=749 [M+l] + 

'H-NMRCSOOMHz.DMSO-de): 5=1. 25-1. 80 (4H, m), 1.33, 1. 37andl. 43 (18H, 2s), 2. 83- 
2. 92 (2H, m) , 2. 92-3. 02 (2H, m) , 3. 32-3. 52 (2H, m) , 4. 34-4. 52 (3H, m) , 4. 95-5. 08 (2 
H, m) , 6. 82 (1H, t, J=5. 6Hz) , 6. 98 (1H, td, J=7. 0, 1. 0Hz) , 7. 05 (1H, td, J=7. 0, 1. 0Hz) , 
7. 19 (1H, s) , 7. 20-7. 40 (3H, m) , 7. 34 (1H, d, J=8. 1Hz) , 7. 66-7. 64 (4H, m) , 7. 77 (1H, 
td, J=7. 6, 1. 7Hz) , 8. 09-8. 21 (2H, m) , 8. 24-8. 31 (1H, m) , 8. 52-8. 64 (2H, m) , 10. 83 (l 
H, d, J=l. 7Hz). 

mmm 77-2 : (2s) -2- (4- (n-2- t° ^ y >vt % j * ± -7 h << m t ^ j -5- 

(5, 6, 7, S-y- h^fc Kn^/y ;v) T ^ / ^MM. 2- (3-^T ^KU M ^^jv 

ZXil [^k^fe No. 921 (D^-tfL 

77-1 Xm>fttclt&l&l 469. 7mg S:^ ^ / — /U 4. 7ml {Z&ffi U 4mol/l 

j£^/voa-*^>- 4.7mi ^*p^r, m&x^&fmm&istc. &j&mT&. mm* 

XS^UfCo Ztl* * ? S -/^ 4ml fC&$?U 5,6 ) 7,8-7F7t K 
n^y y >-8-^-> 143. 9mg&U\ TK^b^T y * !7^^- hD !7i^ 78. 7mg £ 
Al*., »K55«Sran*.-CpHSr5f+aa^W»U 17 BSraJB^Lfc. 

#*T^ »$fc&e5fcU ? y-MZ.mmVtcmzAmberlite IRA-410& 

Jnx.T^3ft]U^JCji»U M^>!i*W7^^Dvh^77^- (I5g, 
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^ o p *A>ix/;>t * j -/u= 10/2) £ o -cms* u anao-fk-a* m. 8m g & e 

MS (FAB, Pos. ) : m/z=680 [M+l] * 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 50-1. 73 (4H, m) , 1. 73-1. 91 (4H, m) , 1. 97-2. 05 (1H, m) , 
2. 61-2. 78 (4H, m) , 2. 83-2. 94 (2H, m) , 3. 37-3. 52 (2H, m) , 3. 89 (2H, s) , 4. 20 (2H, s ) , 
4. 47-4. 53 (1H, m) , 6. 98 (1H, t, J=7. 0Hz) , 7. 05 (1H, t, J=7. 0Hz) , 7. 13-7. 22 (2H, m) , 7. 2 
4 -7. 28 (1H, m) , 7. 33 (1H, d, J=8. 1Hz) , 7. 43-7. 61 (7H, m) , 7. 76 (1H, td, J=7. 6, 1. 7Hz) , 
8. 08-8. 17 (1H, m) , 8. 20-8. 30 (2H, m) , 8. 34 (1H, d, J=4. 4Hz) , 8. 52 (1H, ddd, J=4. 9, 1. 7, 
1. 0Hz) , 8. 62-8. 72 (1H, m) , 10. 85 (1H, s) . 

mmm 78: N a -4-(N-2-t: 0 =t V )\>T K p 7;^=> 

■a* s)-r zik±z±M^±ikZJ i KRb^No. 9z~\<omm 

H3£0il 78-l :N a -Boc-N c -- h g T>V*r=-^ (!' S)-l' -i\-rv^-?V)^)VT $ K 
XXVI 1-8) <P^5fe 

miSO N'-Boc-N 0 -- h p 7/U^~ ^ 3. OOg ^nn^ '^luSflf U hV 
ffVT 5 > 3. 96ml Jfc£tf(S)-l- (1-^7^/10 ^ ^ 1. 69g ^1jQpLtc 0 - 

SttI^U 2-^ p a - l, 3-^^ f ;K / !) = ^ ^ n 7^ K(WT 
DMC)2. 38g <OV? uuj? >^ 20ml £ 60 ^WC«T Lfc 0 T^T^T^. SJfc 
f£&MKllSLT70#IW8K#iLfc, SJ»T*&, lmol/lffl^$8$K&flnx.-C* 

y-/P=25/l)tCj;oTimML, g#J^4.10g££l#.@{£t ttifc, 
MS (FAB, Pos. ) : m/z=473 [M+l] + 

HjfcffiJ 78-2: N a -4-(N-Boc-N-2-b°=» V ;VT $ 7 * J-M^l/V 4 V p-L- 

TfV*r~^ (l'S)-l , -'(l-t7^)jf^7$ K ab^-#> XXIX-13) tp-^fife 

Hffittl 78-1 "C# btltiik&® 1. 0009g £ p< * 7 — /M^fl? 4mol/l tf0£/i? 
^•^^^iDx.T^ia-C2^^Urc, Stf^T^ tt*&$£glU I^IL 
Tt&tC on^> 20ml 5r*Dx.T^ U h y *yU7 5^1. 25ml StFUIfetfij 
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1-2 T*# h tltzit&yo 721. 4mg &m sltK^ L fc c fC DMC439. lmg©^Dn 

* >^ 5ml £ 20 #W?i»T U *?&TT- 35 ftmWfr Lfc„ SJftH&TgL 
lmol/1 ^tK^^^P^-C^ u p ^yUAT'ttttl bfc 0 i&?0:fe&*Ti5fc^&, *£ 

y^-pj — iSOg, ^nn^/7thy= 2/l){Cl ^oTiftS^b, g#J^ 
745. 3mg LT^fco 
MS (FAB, Pos. ) : m/z=697 [M+l] + 

^jfe^ll 78-3: N 0 -4-(N-2-fc 0 =3 V /l-T ^ J * ^/^WWW /Wf-=- h a TA-=¥~ 
^ (S) -1- (l-T^^/l-) j: f-JlsT* K[-fb^No.93]Q^5K 

78-2 X*'&ibtltc{t&yo 204. lmg £p< * / — 1ml (d^? U 4mol/l 

mm**?y-^t vtc&, mzm.m-r^> ^ t \c x v mun^m 19a img 

MS (FAB, Pos: ) : m/z=597 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 6 =1. 51 (3H, d, J=6. 8Hz) , 1. 45-1. 60 (2H, m) , 1. 62-1. 81 
(2H, m) , 3. 09-3. 23 (2H, m) , 4. 30 (2H, s) , 4. 31 (2H, s) , 4. 51-4. 58 (1H, m) , 5. 70 (1H, 
quint. , J=6. 8Hz) , 7. 42-7. 58 (6H, m) , 7. 62 (2H, d, J=8. 1Hz) , 7. 82 (1H, d, J=7. 8Hz) , 
7. 90 (1H, td, J=7. 8, 2. 0Hz) , 7. 94 (1H, d, J=7. 8Hz) , 7. 96 (2H, d, J=8. 1Hz) , 8. 09 (1H, d, 
J=8. 5Hz) , 8. 49 (2H, brs) , 8. 66 (1H, ddd, J=4. 9, 1. 7, 1. 0Hz) , 8. 73 (1H, brs) , 9. 60-9. 7 
8(lH,br). 

Ulifeffl 79: (2R)-2-(4-(N-(^T ^ /U^ ±A£ T ^ J * ^VU)^^ W 

/^) T $ y-5-(5, 6, 7, b9t >-8-^ M T%S ^MM (1' S)-l* - 

(\-T7?-;V)^,vt ^ K0M5t[-fb^ No. 94] 

MMW 79-l:4-(N-Boc-(N-^ $ #V—>\>-2-4 >^>* T 5 J * ^vlQgc&#gg 
Ut&m VII-12)g>^5fc 

Tf?fl£<£>:/c2 ^ 5vt^&#&^ *5->V^7.7-)\> 10. Olg £ DMF 100ml izMffiV. 7 

*>\"< ^ k* v vj* 9. 70g &mz.xmi&x i. 5 mmmwvtzo s^it, ^ 
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y ^A-C<£j»Ufc^tCgEjKSr©*befe@fr'l2.91g^7t. r <D ? t><£> 7. 56g 
£^ * y 100ml td^fl? U t K7i?> 1 TkftJ^ 6. 25ml £j!jP;lT 60^^ 1. 5 

S^P^T ^ o u zJvW*T*tem U 0. 3mol/l h V * tfi&fn^ 

— tV 120ral RZf 2-4 * ^'/-/^/^7/l^t K 2. 35g *Mz.XmM.X 2 0 Pel 

S£#bfc 0 RfcfthT&ffimvx\,^Z>mfc&m i &l,ti 0 &Jif2^t3&@Lfct&t;:*§ 
^y-/V30ml £flP;tT*fe#U SflcSraiSU Lfco £<Z>@fc£3fcfc:iiBtbfc 
Hfr*r«N:T^ *y-/W86ml fcJMU MJ 1.42g«r2k?fr- 

bfc«^«EE«Stt, ftjR&m^MU&imtt 4. 32g £#7i 0 r. 5 *> 4. 28g Sr 
DMF65ml (C^?U, 5?-t-^/U$?*^UaK^— h 8.9ml ^D^lT^T* l.B#WSIE 

/to *S7K«£K^-hy *A-Cf|;jftgL «*KSr«*L, THF 43ml x ;**/-/U43ml 
RXf lmol/1 TKmfb-T" h y $J±7kmm 43ml ^*nx.T^T* 14 B*WSa* Ufc. R 
M7f, U 7K5ml $r*P^LTaES^< lmol/1 mWL7kmm&Uaz.X 

WMfto&Wk. ft&&ZZklz&Qm&<n<t&Qii4.87gt:&&.mftb bT#fc 0 

MS (FAB, Pos. ) :m/z=332[M+l]* 

jjjfcffll 79-2 : N"~ (4- (N- (4 $ V >?—/U-2-4 SU* T 5 J * -f7 h4 

AQ-N'-Boc-P-avl^^^ (l , S)-l , -(l-j-7^-/P)j:^yUy $ K(Jfr£& XI-15) 

TfjflSO (S) -1- (1-^- 7 x^;P7 5: ^ 414. 6mg £r DMFlOml KigA? U rfrJ&CD N 
a -Fmoc-N*-Boc-D-^-/U=^V 1. 0006g N WSCI 414. 6mg, HOBt 375. 5mg £r 

lmol/1 m^TKS^. lmol/1 TKm^ b y ^^TK^M, ^Ip^tKT^?^ b 

fc 0 j^***aaw-hy 9A-ei£«u i.38 g &# 
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ito ttl* DMF 27ml \Z.*m U v^^/UT ^ 1/ 2. 7ml &J0;tTiH&"C 40 #H3Jg 

w\,tz.m^^m^ m&m.mvit 0 ??s dmf 27mi i^8?u wsci&gag 

633. 5mg. HOBt 335. 9mg x 79-1 X^hthtzit^^O 734. 7mg ^r*P^.T^ig. 

tK, lmol/l tK»^ h y *-M<$g»u <S^*fok-C«c#bfco S««r^*fiilEift 

^77^- (55g, ^ n n ;}vW*/y *y -A-=25/l) |:ioti U SHE^fta* 
ft 906. 2mg Sr £: LT#7t„ 

MS (FAB, Pos. ) :m/z=699[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 35andl. 38 (9H, 2s), 1. 35-1. 60 (2H, m), 1. 50 (3H, d, J= 
6. 8Hz), 1.68-1.82(2H,m),2.90-3.00(2H,m),4. 30-4. 55 (5H,m), 5.70 (1H, quint, 
J= 6. 8Hz) , 6. 84 (1H, t, J=5. 6Hz) , 6. 95 (2H, brs) , 7. 19-7. 31 (2H, m) , 7. 44-7. 59 (3H, 
m) , 7. 60 (1H, d, J=7. 1Hz) , 7. 82 (1H, d, J=8. 1Hz) , 7. 84 (2H, d, J=8. 3Hz) , 7. 93 (1H, d, J=7 
. 6Hz) , 8. 09 (1H, d, J=7. 8Hz) , 8. 35 (1H, d, J=7. 8Hz) , 8. 55 (1H, d, 3=7. 8Hz) . 

mmm 79-3: (2r)-2-(4-(n-(^ ^ y^-/^-^^* ±m 7-;/^ ±m^cL 
4 mt% j -5-(5, 6, 7. h n Ko^y y >^3zd MT^y (r s) - 

1' - (l-r -7 $ K [Ibj^ No. 94] <£>£-j& 

MMM 79-3 X*mbtl<tzib'g-ys 504. 9mg £y * / — 2. 5ml U 4mol/l- 

mm/ittt-v-^mfc 2. 5mi stJox-tm-t? 1. 5 f^jg#Lfc„ s^it, ^ 

**;—Mzm&Ml,s Tl>"<— 74 h IRA-410-C^nLfc o 
Wm^m* V,**; —A> 50ml msiM U 5, 6, 7, 8~T h^K k a / y ^-8- 
^-^0. 1928g, &M0.5uiRXfii/7/&Vm<k1- h VVJ* 0. 0861g ^jDitiia 
T3 0K^U7c o 2&i&£W3rU iI^^DP*M»lf: 

0. 5mol/l 2K»^ h y A7K««E2it5«afPAI67K-ei5fc#U, W&Ji&*SS7k 

h^77^- (25g, ^ p P tfvl^/y * y ~^/7K=7/3/0. 5) U ^IBtfMb^ 
ft 312. 3mg Ltftt 
MS (FAB, Pos. ) : m/z=630 [M+l] + 
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'H-NMR (500MHz, DMSO-dg) : 6 =1. 48 (3H, d, J=6. 8Hz) , 1. 42-1. 70 (4H, m) , 1. 75-1. 90 (2 
H, m) , 1. 80-1. 93 (1H, m) , 1. 95-2. 05 (1H, m) , 2. 65-2. 75 (2H, m) , 2. 70-2. 80 (2H, m) , 3. 
66 (2H, s) ,3. 71 (2H, s), 3. 62-3. 70(1H, m), 4. 49-4. 55(lH,m),5. 69 (1H, quint, J= 
6. 8Hz) , 6. 81and6. 99 (2H, br) , 7. 15-7. 19 (1H, m) , 7. 40 (1H, d, J=8. 5Hz) , 7. 41 (1H, 
d, J= 8. 8Hz) , 7. 4 4-7. 55 (2H, m) , 7. 59 (1H, d, J-7. 3Hz) , 7. 79 (1H, d, J=8. 3Hz) , 7. 81 
(2H, d, J=8. 5Hz) , 7. 9 2 (1H, d, J=7. 6Hz) , 8. 09 (1H, d, J=8. 1Hz) , 8. 32-8. 36 (1H, m) , 
8. 38 and8. 45 (1H, d, J= 8. 1Hz) , 8. 56and8. 58 (1H, d, J=8. 1Hz) . 

MMM 80: N a -4-(N-2-(^ $ ? V—fV-Z-l /l>* f/»7-; / * ^M^OV^ >±z 
L-T;^-l/ (l'S)-l'-(l-j-7^)Ji^UT^ K[te^No.95]g>Mi£ 

80-1: N tt -(4-(N-Boc-N-(-^ ^ ^V— >\>-2-4 T ^ 7 * ^M^<1/ 
^/V-^-pmc-L-T/^^^ (V S)-l' -(l-Tzr^/^^L^/^T 5. K Offc-cH^ XXIX- 
14) (D-£& 

71-1 X^hfht^it^m 750. 5mg(0. 920mmol) 2r DMF 15ml W£fl?U & 

^>\sy % > i. 5mi -^n^xm^x 30 &mm.w \.tz.mmm^m^ &m$tm 

UfCo WBZ DMF 15ml iZ^ML, WSCI 269. Omg, HOBt 140. 4mg. Hi£#!l 

79-1 X'&bthtiit&Va 326. 4mg &1}\\Z-X^ffi.X 2 B P^il^Lfco RfcmT&, 
^£©3;U ? oo*;^^Dx.t, 0. 5mol/l 7KH!Kb"?~ h V V J^fcmWi. & 

fltzmm^^V *W.7A^pv hi/^^-C — (50g, ^□p$;^^/- 
yP=20/l) <fc oT^iSl U § &XDte&® 237. 4mg(28. 5%) & El£.l§# i: LT^fc 
MS (FAB, Pos. ) : m/z=907 [M+l] + 

jjjfcffil 80-2: N*-4-(N-2-(>r ^ y/-;W2->T/U^ T ^ 7 7 ^/l^V'/V 
/U-L-TA-=¥=^ (l'S)-l' -(1-^-7^/1^) 3i ^/UT$ K[fc^#>No.95]g>£-fifc 

80-1 T*# biXtLit&m 210. lmg £ ^ n a 4. 2ml Id^ft? U ^ * 

>*/Hfc^»0.45nl Sr»x., M"C 1 BPaUf^Lfco SJ&lt-T^ gffitfcBU 

<Dmfe£ > y * 7A^n-7h^77>f- (5g, ^ a n */U2*/y. ^ / — /u/tK 
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X/Utis^m& 99.6mg *&&m&b bT#fc„ 
MS (FAB, Pos. ) : m/z=541 [M+l] + 

l H-NMR (500MHz, DMSO-dg) : 5 =1. 41-1. 61 (2H, m) , 1. 51 (3H, d, J=6. 8Hz) , 1. 65-1. 82 (2H, 
m) , 2. 38 (12H, s) , 3. 02-3. 12 (2H, m) , 4. 34 (2H, s) , 4. 48 (2H, s) , 4. 52-4. 58 (1H, m) , 5. 71 

(1H, quint, J=6. 8Hz) , 6. 7-7. 4 (4H, br) , 7. 46-7. 58 (5H, m) , 7. 60 (1H, d, J= 8. 3 Hz) , 
7. 68 (2H, s) , 7. 83 (1H, d, J=8. 3Hz) , 7. 95 (1H, d, J=7. 1Hz) , 7. 98 (2H, d, J=8. 3Hz) , 8. 10 

(1H, d, J=8. 1Hz) , 8. 50 (1H, d, J=8. 1Hz) , 8. 70 (1H, d, J=7. 6Hz) . 

nnm si ; (2s)-2-(d-^ gyi^r ^ y Zn tkzZziL ±M z % i * j-m^i/ 
^i/.y>fi/y7-; h*ut&& no. 96] (Dmm. 

MMM 81-1 : * gvb 4-(N-Boc-N-(l-^ gvW $ £ /U-2->f AO ^ f;P7 $ 7~ 
> gyiQ &&&WtUb&to vi-9) 

miS<DT 5 y ^ f/i^ASR^ ^?v^^jv i. oog i: l-;* ^vt-2— T ^ ^Z- 
^Jfc/mj?* isTAf t K 0. 68g ^ / —A' 10ml t^^$-fr, OWt, h U 

T-t h v !>a i.95 g s^n^ — mmmt^ti* imhiu 

EET. U w^5rDMF30ml Id^bfCo ^ ^IC h yx^75 ^ 0.61g 

7^7i^^O-7F^77>f- (I00g x ? VUTfr/UA./* ? /—/U=S0/1) -C*StgU 

m&<ott&m l. 33g £rHfeifc#4fc £ LT»fc. 
MS (FAB, Pos. ) :m/z=360[M+l] + 

•H-NMR (500MHz, CDC1 3 ) : 8=1. 47, 1. 53 (9H, 2s) , 3. 49, 3. 61 (3H, 2s) , 3. 91 (1H, s) , 4. 
47 (2H, s) , 4. 50 (brs, 2H) , 6. 80 (1H, brs) , 6. 93 (1H, d, J=l. 2Hz) , 7. 22 (1H, brs) , 7. 
95 (1H, d, J=7. 8Hz) , 8. 02 (1H, s) . 
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HflEflll 81-2 : N-Boc-N- (1-y 5vW % ?V—)V-2—< M T $ 7 * fVjg&Sgll 
jj^tm VII-13)<D-^fife 

mmm 8i-i T^^fcte^^y * y — >\< iomi t::^$-fr x imoi/i im^cr 

*&J§g (CG 50) pH£<PttiS^£U lB#P^i§^<D& x yvxy^/ls* 

-x-mmzmisistzo %.fcm*mB=T-?mmm,mv. Rj&mtem&m&& 1. 39 g 

#fc 0 '>!l*^7^B-7f^77-f- (lOOg, ^ n o^/VA/y £V — 
=50/1) -tffiflKU *lE<Ofb£* 1. 33g, £t&ftm^£#fc 0 
MS (FAB, Pos. ) :m/z=346[M+l] + 

'H-NMR (500MHz, DMSO-dJ : 6 =1. 34, 1. 42 (9H, 2s) , 3. 56 (3H, s) , 4. 39-4. 48 (4H, brs 
) , 6. 80 (1H, d, J=L 2Hz) , 7. 08 (1H, brs) , 7. 24 (1H, brs) , 7. 89 (2H, s, J=8. 3Hz) . 

Hjfeffj 81-3 :N" (l-y fvW ^ £^y— A-2-^/uy ^yl^) 7^y^ ^/l^^-y^f 
^-N'-Boc-L-^/W— l-f7^^fl/y7$ Kab^XI-^O^-fife 

mmm 23-1 -e&btitzfc&va 1. so g & DMF30mi Migfl?$-er, ^ts^^a- 

T5>3.0ml*«TL7b o *<D« 2 B^fl^f #U SJ«?«*»ET«*gLT, 
^^UfCo ^tt$rDMF30ml (C^^b, WSCI 0. 73g N DMAP0. 46g £#P;t> H 

ifetfij 81-2 ■vmtbtitz.lt'S-yj 0. 87g $r*Px.^i 0 tfiT-lfe*©!, SJ&i££r 
«JET*JHI, <£@Lfc 0 ^tt&^n.oaivu-McjgAlU lmol/lMfc, aggzk, 
.^LT^fP^7KT*i5fe^Lrt^ x Mffi~Rg*lSU HiS^i/ !) =7^ u^r 

h^77-f- (120g, >7 cz d */UA/y * y -/U=20/l) -C'^L, 

¥0 0. 73 g ^m^mmm t uti&fc. 

MS (FAB, Pos. ) :m/z=699 [M+l] 

*H-NMR (500MHz, DMS0-d 6 ) : 8 =1. 36-1. 42 (9H, brs) , 1. 46-1. 51 (2H, brs) , 1. 71-1. 76 
(2 H, brs) , 2. 29 (2H, m) , 3. 57 (3H, brs) , 4. 36-4. 50 (5H, brs) , 4. 75 (2H, d, J=5. 8 
Hz) , 6. 82 (2H, brs) , 7. 09 (1H, brs) , 7. 22 (1H, brs) , 7. 46 (2H, s) , 7. 53 (3H, m) , 7. 85 (3H, 
m) , 7. 94 (1H, m) , 8. 05 (1H, in) , 8. 45 (1H, brs) , 8. 51 (1H, brs) . 
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81-4: (2S)-2-((l-y ^/U^( * fV* T^St gvj^ 

AT ^ y -5- (5, 6, 7, 8-7" h ^ t: Ko^r/y A~8-^ /V) T ^ J 1-7" 
y$ u^**5-\s^T ^ KDfb-^No.96]g>^j£ 
•m&m 81-3 X*mbtlti<k'£-Vo 0. 19g &y * S — /l< 4ml (Cli§fl?$i2\ mU^PX* 

ft>NI b^Jfcfi#£r4*£,?fc#t$3 £ bT 0. 20g #fc c r. tl b 5, 6, 7, 8 -<r Y 7 t*. K n 
*y y / > 0. 05g &y * y —A- 4ml fcL*gfl¥£iirfc„ ^*&T. h y =-+AS7 $ ^ 
0.08g£MTLfc o :^M^Di, P H^4ifi^i:bfCo , i^Ty*? 

mwLim-r y y ?a o.o7 g &sfc&nbfc. la-c-ntawifci, sjs*£&3£jet 

y-A-=5/l) TttMKU ^tb^r lmol/im^7KT*^SU. ^le^^mmm 

o. 07 g &&&m&t vxmtio 

MS (FAB, Pos. ) :m/z=630[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 73-1. 84 (3H, brs) , 1. 86-1. 91 (3H, brs) , 1. 98 (Iff, b 
rs) , 2. 29 (1H, brs) , 2. 79 (2H, m) , 2. 95 (1H, brs) , 3. 08 (1H, m) , 3. 97 (3H, s) , 4. 41 (3H, br 
s) , 4. 53-4. 60 (3H, brs) , 4. 76 (2H, d) , 7. 37 (1H, m) , 7. 46 (2H, d) , 7. 54 (2H, m) , 7. 67 (1H, 
d) , 7. 74 (2H, d) , 7. 76 (2H, d) , 7. 84 (1H, m) , 7. 94 (1H, m) , 8. 00 (2H, m) , 8. 07 (1H, m) , 8. 46 
(1H, m) , 8. 69-8. 74 (2H, m) , 9. 14 (1H, brs) , 10. 73 (1H, brs) . 

82: N°-(4-((N-(l-y ?vWf 5 gV= ±M 7 § 
UV-l-fl/Paff L-T;\ol?-ls (1' S)-l* -(1-^-7^-^) 3C^-/UT$ K 

jjkgmM 971 <DM& 
MMM 82-1 : N tt - (4- ( (N-Boc-N- (1-y ^/W ^ ^V— /U-2->f /uy ^ylQ T $ y ) 

ygvkl±Z£ ^v-i-^/^-^t$ y)- N c -Pmc-L-T/i^^wrs)-r-(i--7- 

7 gvv) ji^/UT ^ K (jki£M XXIX-15) (D-^fijc 

HJS^J 48-1 X'& btltcit&V!) 0. 3131g £ DMF7ml (^3? U V^rVT $ > 0. 
056g $r*P^.. 1. 5 R^ffifttt L,1t<Dibimm& Vfto DMF6ml ^»*$-&T 

MMM 74-3 X-'&btltcit&m 0. 167g £ HOBtO. 0778g *5j:TJ? WSCI 0. HOg 

&Jn*.T19B#|SJJ*#U 7KSrgSawbT»j«Ce*Ufc. ail^na^/VA^ 
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$&m&& U -> !> # 7^Dv^ 7 7^- (15g, , 5%^ * / — /IV* P n 

*^Jx)-cHHKf* r i Id J: <9 > m^<Oit^m 0. 3l37g Ltffc, 
MS (FAB, Pos. ) :m/z=971 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : S =1. 28 (6H, s) , 1. 38-1. 70 (4H, m) , 1. 43 (9H, s) , 1. 60 (3H, d, 
J=7. 1Hz) , 1. 78 (2H, t, J=6. 8Hz) , 2. 07 (3H, s) , 2. 49 (3H, s) , 2. 58 (2H, t, J=6. 8Hz) , 3. 1 
8-3. 30 (2H, ra) , 3. 54and3. 68 (3H, s) , 4. 39and4. 53 (2H, s) , 4. 74-4. 84 (1H, m) , 4. 96 (2H, 
s) , 5. 85 (1H, quint. , J=6. 8Hz) , 6. 03and6. 16 (1H, bs) , 6. 80 (1H, s) , 6. 83 (1H, s) , 7. 24 
(1H, d, J=8. 5Hz) , 7. 39 (1H, t, J=7. 8Hz) , 7. 44-7. 55 (5H, m) , 7. 59 (1H, d, J=7. 3Hz) , 7. 74 
(1H, d, J=8. 3Hz) , 7. 83 (1H, d, J=7. 3Hz) , 8. 01 (2H, bs) , 8. 23 (1H, d, J=6. 1Hz) . 

mmm 82-2 : n°- (4- ( (n- d-y gvwf ^ v^—/^-2-^ /u* t*/)*?- 

Klibj^Na 97] 

Hife^il 82-4 "CW & *bfcffr£* 0. 3099g 3r * p p 3. 2ml icffifl? b, ^ <D*g 

m*7k?fi Lt, TFA3. 2ml £rSS7J0 U 3. 5 l$ffl$# LtMS* bfc 0 S 

^T#. lraol/1 tit ^ n n *;l,A?r^D LT?^ L, 7k*B£#ftlbT^ p 
P*/UAT&#bfc<Z>^8£@*b7t„ #btLfc^?S^ lmol/l4S[ifetcSP»$* 

tC<fc 9 . flliao^ttOjlfflfettO. 2088g bT#fc 0 
MS (FAB, Pos. ) : m/z= [M+l] + 

'H-NMR (500MHz, DMS0-d 6 ) : 8 =1. 50-1. 62 (2H, m) , 1. 56 (3H, d, J=7. 1Hz) , 1. 62-1. 75 (l 
H, m) , 1. 76-1. 84 (1H, m) , 3. 08-3. 15 (2H, m) , 3. 89 (3H, s) , 4. 55-4. 68 (3H, m) , 4. 80 (2H, 
s) , 5. 78 (1H, quint. , J=7. 1Hz) , 7. 49-7. 73 (7H, m) , 7. 78 (1H, d, J=7. 3Hz) , 7. 84 (1H, d, J 
=8. 3Hz) , 7. 96 (1H, d, J=7. 8Hz) , 8. 14 (1H, d, J=8. 3Hz) , 8. 26 (1H, d, J=8. 3Hz) , 8. 30 (1H, 
d, J=8. 3Hz) , 8. 70 (1H, d, J=8. 1Hz) , 8. 79 (1H, d, J=7. 8Hz) . 
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HffiflU 83 : N"-(4-((-T ^ & V—i^-2r<i tV* ±M Z § Z ) * g^k) ± Z g ^ ^~ 
l-jfr/Uaftjz/w) L-T/i-^^ (l , S)-N-^^yu-N-(l > - (1-7-7 ?vu)j.^vu)t$ 
K lita-^O NO. 98](DM^ 

Hjfeff!l83-i: N a -Fmoc-N c -Pmc-L-T^=¥^^ (!' S)-N-> -(l-t7f ' 

3i ^/U) T $ K (jbj^ XXVI 1-9) tD^fife 
rfTlgO N a -Fmoc- ^-pmc-T/V^n ^ l. 000g £r DMF20ml U HOBtO. 224g 

£2J0x.T7k^U WSCIig^O.SlSg^D^LT, ^Tl5B#^^b/c c 

*^7A^o? F^77^^- (40g,2%^ yiV^ d n /JvPA) "OltM 

mmvfc&tto 0. 5749g bT#fc c 
MS (FAB, Pos. ) :m/z=830[M+l] + 

•H-NMR (500MHz, CDC1 3 ) ■: 8 =1. 26 (3H, s) , 1. 27 (3H, s) , 1. 38-1. 60 (4H, m) , 1; 62 (3H, d, 
J=7. 1Hz) , 1. 77 (2H, t, J=7. 1Hz) , 2. 04 (3H, s) , 2. 45 (3H, s) , 2. 49 (6H, s) , 2. 56 (2H, t, J= 
7. 1Hz) , 2. 95-3. 05 (1H, m) , 3. 16-3. 26 (1H, m) , 4. 21 (1H, t, 3=7. 1Hz) , 4. 37 (1H, dd, J=10. 
5, 7. 1Hz) , 4. 43 (1H, dd, J=10. 5, 7. 1Hz) , 4. 57 (1H, t, J=8. 3Hz) , 5. 87 (2H, bs) , 6. 09 (1H, 
d, J=8. 3Hz) , 6. 52 (1H, q, J=6. 6Hz) , 7. 31 (1H, t, J=7. 1Hz) , 7. 33 (1H, t, J=7. 1Hz) , 7. 38- 
7. 51 (6H, m) , 7. 54 (1H, d, J=7. 1Hz) , 7. 60 (2H, t, J=6. 8Hz) , 7. 76-7. 90 (5H, m) . 

mmm 83-2: n"-(4-((n-boc-n-(^ ^ yy—^-i-^/u* t-mt$ > * 'T-m-t 

7$ UI/-\-3>/Vv$=l;v)- Ff-Pmc-L-TVU^V (!' S)-N~^ gvWjV -(!-?- 7 
^yl^) zn^/W) TJL_K XXIX-16) cp-^^c 

83-1 •V&btllZlt'&Vo 0. 2356g £r DMF5ml i^MM U v^xf;l.7 ^ >- 0. 
042g^P^L-C, 1.5B#IBiaH^U7l:<0*>^jKe*Lyt. aaS^DMFSml . 
THJg^ll 17-4 X*'&hthtiik&m 0. 108g. HOBtO. 0581g RXf WSCI 0. 164g 

8awLTfi&?n£B»7k*-*- h y ^A*»»r&t5 imoi/i mm^mrnxm^. m^m 
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>r - (20 g , 5%y * y -;W* n o x**f 5 w £ lc J; <o > MU<Dik&%) o. 

1814g UT#fc 0 
MS (FAB, Pos. ) :m/z=971 [M+l] + 

^-NMR (500MHz, CDC1 3 ) : 5 =1. 27-andl. 28 (9H, s), 1. 40-1. 60 (4H, m), 1. 50 (9H, s), 1. 6 
7 (3H. d, J=6. 8Hz) , 1. 76 (2H, t, J=6. 6Hz) , 2. 04 (3H, s) , 2. 50 (6H, s) , 2. 56 (3H, s) , 2. 57 
(2H; t, J=6. 7Hz) , 3. 04-3. 26 (1H, m) , 3. 34-3. 42 (1H, m) , 4. 36 (2H, s) , 4. 96 (2H, s) , 5. 14 
(1H, t, J=6. 1Hz) , 6. 07and6. 31 (2H, bs) , 6. 54 (1H, q, J=7. 1Hz) , 6. 96 (2H, s) , 7. 33 (2H, d, 
J=6. 6Hz) , 7. 43-7. 60 (6H, m) , 7. 68 (2H, d, J=7. 3Hz) , 7. 83 (2H, d, J=8. 3Hz) , 7. 85 (2H, d, 
J=8. 1Hz) , 7. 88 (2H, d, J=7. 8Hz) , 8. 04 (2H, d, J=7. 3Hz) , 8. 35 (2H, d, J=8. 3Hz) . 

HlfeffJ 83-3 : N°- (4- ( (^ $ ^V— /^-2-^T T ^ J ) * ^vU) t7j?U 

ls-\-t>;\s7$=./V) L-T/l-^—^ (l'S)-N-y gvWKr -(\-j-7^-/U)^/V) 
TK K[fc-^N0.98]g>aiEfc 

83-1 X-'&btlfcik&im 0. 1814g &t n a jJvU-A l. 8ml (£$gfl?U TFA1. 
8ml ^ntti£T5I^FWtt, ^®*Lfc„ »«Et£ lmol/1 

^feZi/V -*>¥)\"fr7 p^t J.^^^^ — ( 2g , ^ nn^/WA/y — /W/32%A 
c0H=7/3/0. 5) $-frfc£>-Jb, lmol/1 ig^ 2ml KJgflf Ltmi U tMC 

0. 0566g f LT#fc 0 
MS (FAB, Pos. ) :m/z=605[M+l] + 

'H-NMR (500MHz, DMSO-de) : 5 =1. 50-1. 76 (4H, m) , 1. 61 (3H, d, J=7. 1Hz) , 2. 61 (3H, s) , 
3. 00-3. 15 (2H, m) , 4. 65 (2H, s) , 4. 82-4. 92 (1H, m) , 4. 85 (2H, s)., 6. 41 (1H, q, J=6. 8Hz) , 
7. 50-7. 62 (4H, m) , 7. 64-7. 75 (9H, m) , 7. 83 (1H, d, J=7. 3Hz) , 7. 91 (1H, d, J=8. 1Hz) , 7. 9 
4 (1H, d, J=8. 3Hz) , 7. 98 (1H, d, J=7. 8Hz) , 8. 30 (1H, dd, J=7. 1, 1. 2Hz) , 8. 33 (1H, d, J=7. 
6Hz),9.01(lH,d, J=7.3Hz). 
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84: N°-(4-(N-2-fc°^ y /UT gvj^t2 h ^ A^) -L-TVMf^ ^ (!' 

Hjjfeffl 84-1 : N tt - (4- ( (N-Boc-N-2- fa!) ;W7 ^/)^ ±2_tdM I^zEO] 
c-L-T/U=?~^ (l , S)-l , -(l-t7f;Wx^/U7$ ROffc^mX-17) 

HJS^ll 48-1 X~&btltlik&Vo 0. 200g £ DMF4ml U \s^- s J-)V7 5 ^ 0. 0 

54g ^Ss^PbT 2 ^Jt^bfciO^^*bT#^tL/c^TO^(C, 4 
3-2 X-'&btltLfc&m 0.0962g £ HOBtO. 0497g &1JQZ.X DMF5ml WSC 

i m&m. o. 07i g ^p^.t, i6^^bfc. &fcmiz.7i<.&ijQ*.xm&v, m 

Chem-Elut(CEl003)-e«iSbT, »£@3zLfc. Wfett/ta^** •> y # 
7A^nvh^77>f- (20g, 4%y ^ y ~ ^/^ »■ n ft/PA) Titans £ t Id «fc 

9, ^iE©<b-a-#»o.i504g^e#,^#»i: tr#fc. 

MS (FAB, Pos. ) :m/z=968[M+l] + 

'H-NMR (500MHz, CDClj) : 6 =1. 29 (6H, s) , 1. 44andl. 48 (9H, s) , 1. 40-1. 70 (4H, m) , 1. 
59 (3H, d, J=5. 4Hz) , 1. 78 (2H, t, J=6. 6Hz) , 2. 08 (3H, s) , 2. 50 (3H, s) , 2. 51 (3H, s) , 2. 
58 (3H, t, J=6. 3Hz) , 3. 20-3. 30 (2H, m) , 4. 38and4: 53 (2H, s) , 4. 78-4. 86 (1H, m) , 4. 99a 
nd5. 03 (2H, s) , 5. 80-5. 88 (1H, m) , 5. 92-6. 00and6. 10-6. 22 (2H, bs) , 7. 05-7. 20 (3H, m) , 
7. 34-7. 60 (8H, m) , 7. 73 (1H, d, J=8. 3Hz) , 7. 83 (1H, d, J=7. 8Hz) , 7. 94-8. 06 (2H, m) , 8. 
18-8.30(2H,m),8.49(lH, s). 

84-2 : N" - (4- (N-2- tr'ny/UT^/^ ±M, ± 7 Y 4 M -L-T 

jV s)-i' zilz±Z±M^±2kZ g VUb&to no. 99] <p&fge, 

84-1 Xmbfrtzit&M 0. 1448g a n*/W>. 1. 5ml K&MU 
^SttK^U TFA1.44ral ^r^inUT^JfiT 4 ^Jt#LfcO-t>^W*bfc. y 
* y — /W£*&S? UT-T ^^SEjfeflHII (Amberlite, IRA-410) T'^fO Lfc<0^>, ^og, 
MS*LT, lmol/1 ^^D^^g^bfc. y ^y-/^<t*^7KUfc^ 
I^iLTfttlfcil^lryy ^^7^^ dv h^7^^-(3g ^ 
p a */t^/y * 7 -/1VtK=7/3/0. 5) X-mm U ^htltzMmoK lmbl/1 
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mm&ix-rz ^ tizzy, m^it^mfomm. o. 098i g 

MS (FAB, Pos. ) :m/z=602[M+l] + 

l H-NMR (500MHz, DMSO-dg) : 8 =1. 50-1. 64 (2H, m) , 1. 56 (3H, d, J=6. 8Hz) , 1. 64-1. 76 (2 
H, m) , 1. 80-1. 90 (2H, m) , 3. 08-3. 20 (2H, m) , 4. 60-4. 68 (1H, m) , 4. 77 (2H, s) , 5. 778 (1H, 
quint. , J=7. 1Hz) , 7. 20-7. 40 (2H, bs) , 7. 48-7. 72 (9H, in) , 7. 81 (1H, d, J=7. 3Hz) , 7. 84 
(1H, d, J=8. 3Hz) , 7. 90-8. 00 (3H, m) , 8. 15 (1H, d, J=8. 1Hz) , 8. 26 (1H, d, J=8. 5Hz) , 8. 29 
(1H, d, J=8. 3Hz) , 8. 71 (1H, d, J=4. 2Hz) , 8. 73 (1H, d, J=8. 1Hz) , 8. 86 (1H, d, J=7. 6Hz) , 9. 
9l(2H,bs). 

85: N c -(4-(N-2-t: 0 =i V ;VT ^ J * ^;\s)-f7# U^-1-Z/Ut$~/]s)-L- 
7/^^y-H-(l-t7^)77 = ^ * No. 100]<DMa£ 

85-i:D-3-(l-^^ "?vu)7 *7 — * ^vl^;*7VK7>£Efe 
* ? y lml $:-\<?C\a$in U ^tefrh?-*-^? D7^K0. 09lg & 
'&*\Z.lN5-tz.. 10ft'&, mi£<Z)D-3-(l-^-^^)T7 = ^0.04569g5r^PLT, 

is? 21 ftmrnft vtz(DibWi.m^ \,it. y * / -a- i2mi &mu tt^gi 

v tJ±x*m,m u mmm^-r s riiat), m^it^ 40. 3mg %4s£,?&# ^ 
vxmit. 

MS (FAB, Pos. ) : m/z=230 [M+l] 4 

'H-NMR (500MHz, CDC1 3 ) : 8 =3. 14 (1H, dd, J=13. 9, 8. 8Hz) , 3. 69 (1H, dd, J=13. 9, 4. 9H 
z) , 3. 91 (1H, dd, J=8. 8, 4. 9Hz) , 7. 35 (1H, d, 6. 1Hz) , 7. 42 (1H, dd, 7. 1, 1. 0Hz) , 7. 48-7. 
57 (2H, m) , 7. 78 (1H, d, 8. 3Hz) , 7. 87 (1H, dd, J=8. 1, 1. 2Hz) , 8. 09 (1H, d, J=8. 5Hz) . 

MMM 85-2: N < *-Fmoc-N G -Pmc-L-T/l^ :a r^=- 1/-D-3- ~7 ^VW) 77^^ 
/UzLXT/l'Uk'g-m XXVII-10) £>-q JjK 

. rfilSO N^Fmoc-l^-pmc-T/U^r^^ 0. 1258g £: DMF2ml (C^flfU HOBtO. 0233g, 
WSCI mmm. 0. 0473g, StfUiSfflJ 85-l T'# Ibthtzit^ 0. 0377g £ DMF2ml 
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jS^^QD^Af^LT, lmol/1 4fclM8,fctfffi?D^»7K3fc?- h y 

-rz^kizx*), mn<D4t&® o. i497 g £r&£.@#.£ bT#fc. 

MS (FAB, Pos. ) : m/z=874 [M+l ] + 

'H-NMR (500MHz, DMSO-dg) : 6 =1. 25 (3H, s) , 1. 26 (3H, s) , 1. 28-1. 46 (3H, m) , 1. 54-1. 6 
6 (1H, m) , 1. 73 (2H, t, 6. 8Hz) , 2. 08 (3H, s) , 2. 56 (3H, s) , 2. 57 (2H, t, 6. 8Hz) , 2. 59 (3H, 
s) , 3. 02-3. 22 (2H, m) , 3. 41 (1H, dd, J=14. 2, 8. 8Hz) , 3. 63 (3H, s) , 3. 666 (1H, dd, J=14. 2, 
5. 6Hz) , 4. 09 (1H, t, J=7. 1Hz) , 4. 14-4. 20 (1H, m) , 4. 24-4. 33 (2H, m) , 4. 90-4. 96 (1H, m) , 
5. 75 (1H, d, J=7. 3Hz) , 6. 01 (1H, bs) , 7. 20-7. 30 (4H, m) , 7. 36 (2H, t, J=7. 6Hz) , 7. 44-7. 
53 (4H, m) , 7. 67-7. 69 (1H, m) , 7. 73 (2H, d, J=7. 6Hz) , 7. 80 (1H, d, J=7. 8Hz) , 8. 052 (1H, d, 
J=8.5Hz). 

HjfcffiJ 85-3: N°-(4-((N-Boc-N-2-t°=i V ;±T ^ J ) * f^t?^ 
tf—zis)- ^-Pmc-L-T/i^=¥=:^-D-3- (1-^:7^^)7^=-^ ±±Jk^Z^JkS^i 
&m XXIX-18) (D^tfL 

MMW 85-2 X-nbtltiikSV!) 0. 142g £ DMF5ml iZ.&ffi U A*T K^O.O 

36g SriJDLT 1. 5 B*mtJt#bfc«>'blffiBE«*U. . ^frfc^gfclliifc^J 43-2 
X^hf^tcit^^O 0. 0701g £ HOBtO. 0329g £r#Q;tT 5ml O DMF £i§T, WSCI 

0.0467g SrjfetWb-C 38 RSWHf#bfc. S^(CtK^^*P ttSi U ^ n cr * 

A«t, ^@*bT, a^^ri/y *^7A^ h^^ — (lOg, 
4%7« * J —M*? n n */P20 -ettfH-S CI <9 , WCfc<Dfc^® o. 1612g * & 

feSttfcbTftfc. 
MS (FAB, Pos. ) :m/z=1026[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 28 (6H, s) , 1. 38-1. 56 (3H, m) , 1. 43andl. 47 (9H, s) , 1. 6 
. 4-1. 76 (1H, m) , 1. 77 (2H, t, J=6. 8Hz) , 2. 08 (3H, s) , 2. 50-2. 62 (8H, m) , 3. 04-3. 22 (2H, 
m) , 3. 40 (1H, dd, J=13. 9, 9. 3Hz) , 3. 64-3. 72 (1H, ra) , 3. 65 (3H, s) , 4. 37and4. 51 (2H, s) , 
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4. 73 (1H, dd, J=13. 7, 8. 3Hz) , 4. 94-5. 04 (3H, m) , 6. 08 (2H, bs) , 6. 94-7. 02 (1H, m) , 7. 0 
5-7. 15 (2H, m) , 7. 20-7. 36 (6H, m) , 7. 42-7. 62 (7H, m) , 7. 69 (1H, d, J=8. 1Hz) , 7. 80 (1H, d, 
J=. 1Hz) , 8. 06 (1H, d, J=8. 5Hz) , 8. 20 (1H, d, J=7. 6Hz) , 8. 48 (1H, bs) . 

Hffigjl 85-4: N 0 -(4-(N-2-b°J ]) jVJ_ % ^f^t7^1/y-H/^-/W- 
L-7;^ry-D-3-(l-t7f/P)77^^ 2^kEiZilJkLi^t^ No. 100](ft^ 

A 

MMM 85-3 T-# btltzitG-V!) 0. 04066g & ^ D D 0. 4ml (C^fi? U h V 

y A>*amtt. 0.20ml <Sr*nx.T 8 B#^^#Ufc(D^^©*Ufc. ^Z-^i: 
2 lHl*^Lyb(Dib, v-y ^^V^^^^d-^ h^^^^ — (3g, ^DD*/U^ 

* y -^/tk=7/3/o. 5) T-misi u m.m->!J-m%ix*&m L-xmrnm^i-z ^tiz 
x 9 , ^(Dit^^mmm o. 0307 g &&mttt vxmz- 

MS (FAB, Pos. ) :m/z=660[M+l] + 

'H-NMR (500MHz, DMS0-d 6 ) : 8 =1. 33-1. 41 (2H, m) , 1. 45-1. 53 (1H, m) , 1. 60-1. 67 (1H, 
m) , 3. 02-3. 09 (2H, m) , 3. 35 (1H, dd, J=14. 2, 10Hz) , 3. 66-3. 70 (1H, m) , 3. 67 (3H, s) , 4. 4 
7 (2H, s) , 4. 56 (1H, dd, J=8. 3, 5. 9Hz) , 4. 67-4. 72 (1H, m) , 4. 77 (2H, s) , 7. 40 (1H, dd, J=8. 
3, 7. 1Hz) , 7. 46-7. 49 (2H, m) , 7. 52-7. 71 (7H, m) , 7. 77 (1H, d, J=7. 3Hz) , 7. 82 (1H, d, J=8. 
3Hz) , 8. 12 (1H, d, J=8. 3Hz) , 8. 22 (1H, dd, J=8. 3, 1Hz) , 8. 29 (1H, d, J=8. 5Hz) , 8. 66 (iH, 
d, J=8. 1Hz) , 8. 70 (1H, d, J=4. 9Hz) , 8. 80 (1H, d, J=8. 1Hz) , 9. 75 (2H, bs) . 

mmm 86 ; N a - (4- (n-2- t°3i);u7$/^ ^vu) -ry*u ^-i-p -L- 

T^^-j)-3-(l-i-y^) T ^-^ [fc-^No. 10l]g>$lBg 
HiS^J 85-3 X*mhtltz.ik&m 0. 0727g * / —JV 0. 5ml RXf THFlml i^WM 

zit, imoi/i fomt-r v v vj^jwm. o.osmi zmz-xmuT i mmmw^tc. 

^mm^<D<Dib^ MZ.mmVX; Amberlite CG-50 XXmVtc. 

U ^bb 0. 7ml izmM&ltX b V 7/V*v%m. 0. 7ml U 10 B# 

mmwvxmmm^ ltc. imoi/i mmzmisu vxi?? uu**^x 2 

7K®Sr^@*LT, Amberlite CG-50 T'&SLfc. ^mmikW^S V *7/l< 
*7^^nvf^77>f- (500mg, fun ^/I^A/^ ^ / —/Wt^=7/3/0. 5) "CiftM 
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1~£ r. t &c J; y> , mu<Dib&®> o. 0507 g *®m&mfcb Ltftfc. 

MS (FAB, Pos. ) :m/z=646[M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6-1. 32-1. 42 (2H, m) , 1. 43-1. 49 (1H, m) , 1. 59-1. 65 (1H, 
m) , 3. 00-3. 1 1 (2H, m) , 3. 26 H, dd, J=14. 2, 10. 3Hz ) , 3. 67-3. 72 (1H, m) , 4. 465 (2H, s) , 
4. 56-4. 67 (2H, m) , 4. 77 (2H, s) , 7. 40 (1H, dd, J=8. 1, 6. 8Hz) , 7. 46-7. 55 (3H, m) , 7. 58-7. 
64 (4H, m) , 7. 68 (1H, ddd, J=8. 3, 6. 8, 1. 2Hz) , 7. 75-7. 82 (3H, m) , 7. 90-7. 95 (2H, m) , 8. 1 
6 (1H, d, J=8. 3Hz) , 8. 22 (1H, dd, J=8. 5, 1. OHz) , 8. 28 (1H, d, J=8. 5Hz) , 8. 63 (1H, d, J=8. 
3Hz) , 8. 67 (1H, d, J=8. 5Hz) , 8. 70 (1H, d, j=4. 9Hz) , 9. 85 (2H, bs) . 

mi&&\ 87: (2S)-2-(8-2-t:°=» V AST % J * gvl^/Jj Is-Z-bA^iS—M j_ * 
y-5-(5,6,7,8-^ h^t: Kn^7 !j 7 $ / f $S (1* S)-l' z£k±Z 

3-A») au^-,VT ^ K Uk&m No. 102] <DW£ 

nmm 87-1:5-3— k-8-^ ±a^j_ v ^ut&m h-d^ek 

mig<^ V 1/ 5.002g tffiM£& 5.446g ZMffiM 50ral ^fl?£-gr, 

tk 6mi ^p^lt 8ox:^xmmvtz.. z.ziz.3?m 9. 753 g &&mz&tfxmn L 

3 0.9753g Sr^awLxt, 1 R£|HJJfc#Lfc. Krttffc&^iaUUftiP LTtKT*^ 

xm.mk, »3»e*bfeo s^>'y*^7A^Dyb^77^- (2io g ,3 

0%^ c a zjs /PA /35%-<^ifW35%-~v -CififS$[-r<5 ~ i: 9 , ^ISO^ 

^ 8. 2066g, *Wm&mW-b UT#fc. 
MS (FAB, Pos. ) : m/z=270 [M+l ] + 

'H-NMR (500MHz, CDCI3) : 6 =2. 78 (3H, s) , 7. 30 (1H, d, J=7. 6Hz) , 7. 48 (1H, dd, J=8. 5, 4. 
2Hz) , 8. 01 (1H, d, J=7. 6Hz) , 8. 38 (1H, dd, J=8. 5, 1. 7Hz) , 8. 91 (1H, dd, J=4. 2, 1. 7Hz) . 

Hjfeffj] 87-2:8-^/1^7 V > ^±z^JkM^Mij^sM U-2)<D&f& 
£$#H*IT. MMM 87-1 Xnbtltcit&lfo 4g 100ml \Z 
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2§ft?U -SSXli£.X*#iM^tz 0 r^td n-zf^/UV 3-t7J±/15%^*-V-^mm 21.1 
6ml %-50 < C^TT^TUT 20^it#Lfc o ^*T'#i&$-fr, tK^»LT 
<S«stt^$r^an*/bAX-ttttiUfc. Tk/liC lmol/1 m.m%l3\i?LXMtif£l£, @ 

mvozmm, ftm.mx~&.&, M^m^^>^t^x<o, mu<Dit&%> i.8869 g 

MS (FAB, Pos. ) : m/z=188 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =2. 78 (3H, d, J=0. 6Hz) , 7. 66 (1H, dd, J=8. 7, 4Hz) , 7. 71 (1H, 
dd, J=7. 5, 0. 6Hz) , 8. 18 (1H, d, 7. 5Hz) , 8. 99 (1H, dd, J=4. 1, 1. 8Hz) , 9. 34 (1H, dd, J=8. 7, 
1. 8Hz), 13. 24 (1H, bs). 

87-3: * 8-^ 5v^=fr 7 V /^tf^mtUk&tlto IH-3) <D<&& 

mMm 87-2 -e# btifrfc&m —a- 25mi u mmx* &m c 

t, is t%mmwi,ti<Dtbmmm4zVfr. n.htitzmm^yk^m^, imoi/i 

Og, ^ o a^y^)-efi3gii-^r £ «9 , «ffi£>te£4& 0. 7337g b 
MS (FAB, Pos. ) :m/z=202[M+l] + 

■H-NMR (500MHz, CDC1 3 ) : 8 =2. 87 (3H, s) , 3. 99 (3H, s) , 7. 52 (1H, dd, J=8. 8, 3. 9Hz) , 7. 
60 (1H, d, J=7. 6Hz) , 8. 20 (1H, d, J=7. 6Hz) , 8. 98 (1H, dd, J=3. 9, 1. 7Hz) , 9. 39 (1H, dd, J= 
8.8, 1. 7Hz). 

87-4: * ^/U 8-(N-Boc-N-2-b°=i ]} >VT $7)7 ffV*?; V ^-5-# 

>m ut&M VI-1 1) <D&i& 

mt&m 87-3 X'&bfttzit&m 0. 726g SrElg^^ 15ml Lfc 0 r £ 

N-^d^E-^^ >W 5 K0.676g*5«fcTJ ? Tyt*^^' V ^ c s by )V 0. 059g SrytJO 
X.T 70t-e3 mmmWl-tz.. ©S^TS^+iDHft^iia^lcU lmol/1 
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m^^LtCo wtbSrDMFlOml L, 2-fc°=i y ;VT $.1/1. 173g IkXf V 

^o. 5i g *du x.x-m.i&x 17 mmmw l?c„ &j&i&t&, i^mm* ? 

DMFlOml U hV ^JVT S > 1. 098g St;v?-t-^^^^*^ 

- k 2.49mi ^Dtti^f i mmmftLtc fcj&mT'&,mm*m4ki„i%m& 
— <6o g , mk^;w^**)-^=2/z) xnm. u m^it^m o. 7372 g zmm^mfc 

MS (FAB, Pos. ) :m/z=408[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 40andl. 43 (9H, 2s) , 4. 00and4. 01 (3H, 2s) , 4. 70and4. 
77 (2H, s) , 5. 22and5. 31 (2H, 2s) , 7. 15 (1H, t, J=6. 1Hz) , 7. 24and7. 36 (1H, d, J=7. 8Hz) , 
7. 47-7. 54(2H, m) , 7. 60and7. 73 (1H, d, J=7. 6Hz) , 7. 65and7. 66 (1H, t, J=7. 6Hz) , 8. 2 
9and8. 50 (1H, d, J=4. 2Hz) , 8. 88 (1H, d, J=3. 9Hz) , 9. 35and9. 38 (1H, d, J=8. 5Hz) . 

87-5: 8- (N-Boc-N-2- 1:" J V ;VT %J * ^M*; V ^-S-# /^>Wt«t 
&m VII-15) (D'atfL 

MMW 87-5 Xnbtltzit&ya 0. 7308g £r THF7ml RU* Z J —>\> 7ml \ZMU 
U lmol/1 Tkmit-T h V VJ*j£feWL 7ml St^TSC*^-? 19 l$|KHt# Lfc." S 

ft&m&mfflz&m'rz ^tiz.x'o muvit&yo o. 6i9 g &&m&m# t lt# 

MS (FAB, Pos. ) :m/z=394[M+l] + 

1 H-NMR(500MHz, CDC1 3 ) : 5 =1. 43andl. 53 (9H, 2s) , 4. 80and4. 91 (2H, s) , 5. 14and5. 25 
(2H, 2s) , 7. 22-7. 36 (2H, m) , 7. 47and7. 49 (1H, d, J=6. 3Hz) , 7. 56and7. 61 (1H, d, J= 
7. 8Hz) , 7. 83and7. 85 (1H, t, J=7. 8Hz) , 8. 06and8. 08 (1H, d, J=7. 6Hz) , 8. 58 (1H, d, J 
=4. 6Hz) , 8. 67 (1H, d, J=3. 9Hz) , 9. 02and9. 10 (1H, d, J=8. 1Hz) . 
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HflSfltf 87-6: N a (8-(N-Boc-N-2-t: 0 =i I) A-T ±A$ ^ J V ls-5-Jj/]si$— 

/U)-N -Boc-L-*vl^?-> (l'S)-l'-(l-t7f^)xf;U7$ K(Jfr£&XI-17) 

MMM 68-1 X*'&btltzlbG-®>& DMFlOml Id^fl? U S^^vWT 5 V 1ml ^r*P 
x.tifit*3.5^»Uc, R^|*T*.*jK«r«*ua**DIIF10Ba 
L WSCI tfUfttt 0. 237g, HOBtO. 166g ,&.tK|IJ£0!l 87-5 X^htltzit^^O 0.356* * 

(45g x i7 D n */VA/y * / — A-30/1) -Cffl U mti<Dit^m 0. 660g Srgfcfefefe 
MS (FAB, Pos. ) : m/z=761 [M+l] + 

Htf&ffll 87-7 : (2S) -2- (8-2- fc° g y ;U7 $7^ ^VU=fr y y >--5-7J /Wzft'~/W) T ^ 
y -5- (5, 6,7,8-t- F7bKP^!J >-8->T AO T ^ J (V S)-l' z<lz±Z 

^/W) jc^/ut $ K No. 1023 <Z>-^fi£ 

^JS^J 87-6 -C# htlitit^m 0. 651g £y * y — 13ml te*g$| L, 4mol/l Ufe 
/v?*-*^ 13ml SriD^T^fi-e 2 B#^Jf #Lfc 0 U ^ 

^y-/Wd^ft|L^T^— h IRA-410 T'^fP bfc 0 Ufc^ 
l-^?SSr y * / — /Miitfi? U 5, 6, 7, 8-7" h7t Kndf-yy >-8-^-> 0. 151g ,5. 
tfv-T y h V $ A 0. 108g, ^ 10 «SriOx.-CM"C 16 RfrlRHfttt 

(i7 n p tfvu^/y * y -/u/tK=7/3/0. 5) T-ffiSg U ^T^S-rs iirlci^ 

lEo^^o^^o. i5i2 g '&&n&mi*k tt#fc„ 

MS (FAB, Pos. ) : m/z=692 [M+l ] + 

X H-NMR (500MHz, DMSO-dg) : 6 =1. 55 (3H, d, J=7. 1Hz) , 1. 64-2. 05 (7H, m) , 2. 28-2. 36 
(1H, m) , 2. 76-2. 84 (2H, m) , 2. 90-3. 04 (1H, m) , 4. 36-4. 50 (1H, m) , 4. 43 (2H, s) , 4. 60 
-4. 70 (1H, m) , 4. 86 (2H, s) , 5. 77 (1H, quint, J=7. 1Hz) , 7. 37-7. 40 (1H, m) , 7. 46-7. 63 
(6H, m) , 7. 68-7. 73 (2H, m) , 7. 92-7. 97 (2H, m) , 8. 03 (1H, d, J=7. 6Hz) , 8. 14 (1H, d, J= 
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8. 5Hz) , 8. 47 (1H, d, J=4. 4Hz) , 8. 66 (1H, d, J=4. 9Hz) , 8. 77 (1H, dt, J=8. 5, 1. 5Hz) , 8. 
89-8. 94 (2H, m) , 9. 04 (1H, dd, J=4. 2, 1. 5Hz) . 



mmm 88 : n°- (4- ( w ^ — ^-2-^ /u* t ^ ; > * ±m i--?*^^- 

l-jj/Vtf—sV) L-7/W^=y N-^f;Wl-f7^^f;U7^ VUt^m No. 10 

H^ffjJ 88-1 rN^-Fmoc-If-Pmc-L-T^^r^ >- N-^ ^/V-l-T^f/V? f;U7 ^ K 
(jbj^ XXVH-lDO-^fife 

TffBgcD N a -Fmoc-N G -pmc-T/U'=¥=>' l.Og £• DMF20ml {£*gfl?U WSCI 
0. 43g, HOBtO. 31g x N-^ J-fr-l-r^^jV* f-;VT 5^0. 34g 1 B PalJt 

#b7i 0 SJ&^T^, ^&W*U lmol/1 mm*DV7L, f^^-OV 

^--r^^^sijbfco #e>*Lfc@#££<bK: imoi/i ^.mti-hv 

7kTii&2fc^U B#J#>£6£,@#£ b"C 1.03g#fc o 
MS (FAB, Pos. ) :m/z=816[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 22andl. 23 (2s, 6H) , 1. 41-1. 79 (6H, m) , 2. 00and2. 01 
(2s, 3H) , 2. 45and2. 46 (2s, 6H) , 2. 50-2. 60 (2H, m) , 2. 95-3. 10 (4H, m) , 3. 32 (3H, s) , 
4. 03- 20 (3H, m) , 7. 24-8. 06 (15H, m) . 

88-2 : : N"- (4- ( (N-Boc-N- (^ $ ? A,* ^-jU) 7^yf/W) 
t7 £ U V-l-^/^^^/W-f^-Pmc-L-T^^r^^ ^vU-l-7":7^-/l^ ^;U7 
$ K {V^tM XXIX-19) (D^i& 

88-1 "&&btltii\&to 428mg $r DMF8. 5ml ld*gft?U ^^7 5^ 
0.85ml ^*qx./c 0 1 mmRJ&&. 5ifcWt*mffil^ '&htltt&M* DMF6.2ml (C 
*gfl?U MM&l 17-4 T-#^tty u c{b-a"#; 200mg % WSCI151mg JkXJ DMAP96mg %*P^L 
fc 0 M-C 15. 5 B#WKJS&fL SJfc$0t£r»«U lmol/1 J^^D*^ ^ a u TivU 

U nbtltinm&i<'V *^7A^nv h^^7^--(15g, ;7 dot^/I^/^ 
* / -A-10/1) £ V) ft§!£ U Wf&<Dik&!fo 530mg bT#7c„ 
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MS (FAB, Pos. ) : m/z=957 [M+l] + 

mmm 88-3 ; n°- (4- ( u $ —^-2-^ gvu) z ^ s 1 * ±M -r?*^ 

103 ] 

88-2 -e#f>tLfc 530mg a a tf/UA 5. 3ml U h V V iVUrn 

mm 5.3ml SrAOxfCo 15.5 B#P B 1SJ&t£> S^*RSr««l» ^dd*;^»U 
'febtlti&m&i/}) JjSfjUjj^J*? u^r V ?=7 7 4 — (15g, ^ no^V^^y 

-^/tk=7/3/o. 5) m i <o mm u &&*Q.si-<5 rtiaij mu<ofc&® io8m g % 

MS (FAB, Pos. ) : m/z=687 [M+l] + 

'H-NMR (500MHz, DMSO-tQ : 8 =1. 50-1. 90 (4H, m) , 3. 14 (3H, s) , 3. 10-3. 25 (2H, m) , 4. 
94-5. 50 (6H, m) , 7. 20-8. 20 (16H, m) , 8. 29-8. 33 (1H, m) , 8. 92-9. 00 (1H, m) . 

89: (2S)-2-(4-(2-t: a V vvU) T $ / ^ gV^tZ g l^-l-TJA^-A') T 
;y-5-(5,6,7,8-7h7t KojFV V ^-8-^/U)T^ lz±Z±Zk2L± 
JVT $ K [jbj^ No. 1041 CDmgt 

Hifeffl 89-i:4-(2-f!J v^Tj /^W7» U^-l-ft ab£>4£) 
VII-16)(D^5fe 

HJS#J 17-2 X-'&btliZlt&yo 1.6728g 2: DMF33ml Kl?£fl?U y 17 A 

1. 66g RXf 2-T =• / fc° y v>> 0. 68g IrJOxttST' 15 mmMW Lfc c S/»T 
*§j&£r©5k U * n u /Jvl^tc^fi? bfc 0 lmol/1 JfimTki&M&t^fn^i&Tk 

DMF44ml t£*gfl?L, h- y J^A-T § ^ 1. 58ml "&&*J-t-'7?*fl' 9 J% Astf* 
- h 2.60ml ^W^X^UxemmmWLtzo »SJ*T«.»ilES:«*Ui«l^ 
A'fc** L, 0. 5mol/l ^m,^fP^7Kt?Sfe^bfc 0 MtK^H^ h y 

»jB£S:9* u^io # btitLmmz* ? y -a- 6mi u imoi/i 

hy?i*7k*«6ml &2JP;tfc„ 1 HffiS^^ SJ£*£**SLfc&**,>--A'K: 

mbs#u j^tmmm cgso -e^faufc. wib^wsiju u-c 
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# htlttmm* > V •*> 7A^n7h^7^- (15g, ^ n d * ^ / 

-/U=5/l)^J; 9*jfISU mm<Dfc&!®} 159mg £&fe3te^f£#<i; Lt#fc 0 
MS (FAB, Pos. ) : m/z=379 [M+l] * 

Hifeffil 89-2: (2S)-2-(4-(2-fc° ]) i?M 7^^ ±lk±Z± ^>-l-jJ^=-M 
TK y-5-(5,6, 7,8-^ h ^ b K g =fr 7 j) >-8-^ M T ^ J \-±7±J\^ 

"Fast ^ K Uk&Vd No. 104] <d£-j& 

MMM 23-1 -C'&hlntLik'&m 240g £ DMF2. 4ml I^L.^f^T^y 
0.24ml %*P^T^fiT* 2 NM!8J*#Lfc. S*S*n^, «JEtt« 
L,DMF1.6ml Lfc 0 ^^\Z.mM®\ 89-1 ."CWfe*tfcfb-fr* 159mg, WSCI *g 

121mg 2fct* DMAP77rag ^^D^T^T 1 H WKJfcS-frfc.. EUtMt:9M^ 

^7^iM37 h^77>f- (20g, i7 d n ftjui*/* * J —;v=2Q/l) lc<fc <0 b 
fc 0 wtLSr^ * 7 — 4. 5ml icmm^. 4mol/l ^^/v^^^gifc 4. 5mi 

^l/co i i^iwr^, Kfcfti&mifc\ss &t>titLmm&** 2.2ml izmm 

U b U x^;U7 5: > 0. 12ml x 5, 6, 7, 8-x h7t KD^yD ^-8-5}-^ 40mg, St 
& 0.55ml, i/TS*Vm4t7kmi- h V V J* 39mg *MZ.tL 0 .3 H WS^Sfc, SJtS 
*R*r*|gU mbtitimm&^V *^7A^ h^:7>f-(80g, ^nn 

*/w*/y /u=2o/i)i;i£ 9*flRu- Wfcfr/tBW&fc&ittfc&a-rs^i 

teJ:.0*e©*b^©lttfe*2O. 7mg $re&@ft:£ UT#fc„ 
MS (FAB, Pos. ) : m/z=663 [M+l] + 

'H-NMR (500MHz, DMS0-<U : 8 =1. 70-2. 02 (7H, m) , 2. 28-2. 34 (1H, m) , 2. 76-2. 83 (2H, 
m) , 2. 93-3. 03 (1H, m) , 3. 04-3. 16 (1H, m) , 4. 57-4. 64 (1H, m) , 4. 82 (2H, t, J=5. 5Hz) , 5, 
15 (2H, d, J=4. 9Hz) , 6. 93 (1H, t, J=6. 7Hz) , 7. 20 (1H, d, J=8. 8Hz) , 7. 38 (1H, dd, J=4. 7, 2 
. 9Hz) , 7. 48 (1H, dd, J=7. 1, 8. 1Hz) , 7. 52-7. 70 (8H, m) , 7. 87 (1H, d, J=7. 6Hz) , 7. 92-8. 0 
2 (3H, m) , 8. 10 (1H, d, J=6. 8Hz) , 8. 17 (1H, d, J=8. 3Hz) , 9. 13 (2H, brs) 

mMM 90: (2S)-2-(4-(N~2-t°:n V ;VT 3-;V)-r? ? l^-l-#/U*?~/U) 
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7^/-5-((8S)-5,6,7,8-rh7l: Kp»/ y >8->f/U)7$/f$8 lz±Z± 
)V* *f-}VT $ K Ut^-m No. 105] OiSljt 
HSfeffj 90-1 : (S)-8-T ^-5,6,7,8tF7I: KaJLZl >^>bM 
Jornal of Medicinal Chemistry, vol 20, No. 10, ppl351-1354(1977) MfE<£ £ 
S^Sfct^J* Lfc 5, 6, 7, 8-T" h^t Kn^/y ^-8-^— /U 16. 586g 
160ml M*gfl?U > 31.7ml £}ffiTL7i„ ifiCILT 1 SStJ^U 

TK^T-CTK^b-T- h V t&Tkmmzmz-X P H=10 t Lfc 0 ? np^At*il±l U 

DMF300ml tZlgffiVtlo ; * K7>y ?A 14. 5g £rAn;tT^&-C 

6.5 f$raj£#Lfc. SJ£*&T&, 8£$r0£U ^nn^Atc^Ufcm^ 

S: ^ ^ y fS^f B f ^ r i la ») ^Hfegft 9.884g £#fc„ 

2. 98g * J —>V 29ml U t 1 TKfO^J 2. 55ml &Mz.X^UX 2 

&7k«fc»'7- b P ^ATMEJftU^fflESre*^. z\<r>mSL** 9 J—iV 8ml fcigs 
»L f D-S^ie 1.58g ^nX.X9 od^^ 160ml £>&D;LT?fi£® U 6-fe@#£r 
(RS)-8-T 5: y-5, 6, 7, 8-T h 9 t Ko y V • D-jg^lfcS&i: l,Xmtc 0 Z.<D ? 
h lg £r**y-/W>>ib 3 g|?¥&A£r?T? :i:f:i V mU<Dik<&<®> 126. 8mg £6 

[al^+26.5 0 

Hifegjj 90-2 : (2S) -2- (4- (N-Boc-N-2- LZlif f2k± Z * ^ 
±#=^) T % J -5- ( (8S) -5, 6, 7, 8-7- h7tKn^r>y >-8-W /l^) T 5 / 

i-7- z fy>2i gvkZ ^ k cifrj^ xiii-16) (D&m. 

mmrn 53-2 Xnbtlltik&Vn 34mg £ ^ * y — 0. 7ml lZ.fgffi U 90-1 
Xnbfrtzik&Vo 24mg, SlFSfe 0. 15ml, >T J # ^mitT^m^ h V V A lOmg **D^. 

D-7h^77^-(1.5 g) ^DO * A-i»/y * J -/u=10/l) ic J; o xmm U ^|2<D 
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MS (FAB, Pos. ) : m/z=777 [M+l] + 

l H-NMR (500MHz, CDCI3) : 5 =1. 45andl. 49 (9H, 2s) , 1. 70-2. 12 (6H, m) , 2. 14-2. 25 (1 
H, m) , 2. 33-2. 43 (1H, m) , 2. 70-2. 81 (2H, ra) , 3. 17-3. 24 (1H, m) , 3. 46-3. 53 (1H, m) , 4. 
19-4. 57 (3H, m) , 4. 77-5. 08 (5H, m) , 7. 09-7. 18 (3H, m) , 7. 38-7. 63 (10H, m) , 7. 79 (1H, 
d, J=8. 3Hz) , 7. 86 (1H, d, J=8. 3Hz) , 7. 99 (1H, d, J=8. 3Hz) , 8. 08-8. 19 (2H, m) , 8. 32 
(1H, brd, J=12. 3Hz) , 8. 51 (1H, s) . 

MMM 90-3: (2S)-2-(4-(N-2-fc°=» ]) jfVT ^ J * ±A&±2-* L^ZlZ^ikjj— 
A^ZXZ ~5-((8S)-5, 6, 7, 8-^ hybKo^yD ^-8-4 MZli tf^ 1~± 
Z ^/^T I K [Ibj^Na 105] 

0£«!l 90-2 -enbtltilik&Vo 14. 2mg y — /U 0. 3ml idlgft? U 4mol/l ±& 

@!/v?^-dr^->^0 0.3ml SrJp^.*:. 3.5 R#WSi&«L KJSi£&*liU 
fc»aE*^ y # y/W* 7^^Dvh^77^-(0.5g,^C3D */l/i>/^ ^ y — /W/ 

tK=7/3/o. 5) (c «k 9 *& §g bfc&, ^l^t5 r K ±- 9 9eo^(OttlMt 

8. lmg Srfi&Sffci: VXmtio 
MS (FAB, Pos. ) :m/z=677[M+l] + 

"H-NMR (500MHz, DMSO-dg) : 6.-1. 60-1. 95 (6H, m) , 1. 95-2. 03 (1H, ra) , 2. 28-2. 37 (1H, 
m) , 2. 81 (2H, t, J=6. 1Hz) , 2. 96-3. 06 (1H, m) , 3. 07-3. 16 (1H, m) , 4. 60-4. 67 (1H, m) , 4. 
76-4. 88 (5H, ra) , 7. 39 (1H, dd, J=7. 8, 4. 9Hz) , 7. 47-7. 73 (9H, m) , 7. 81 (1H, d, J=7. 6Hz) , 
7. 88 (1H, d, J=8. 1Hz) , 7. 93 (1H, dt, J=l. 8, 5. 9Hz) , 7, 95 (1H, d, J=8. 5Hz) , 7. 97 (1H, d, J 
=9. 5Hz) , 8. 11 (1H, d, J=9. 5Hz) , 8. 26-8. 33 (3H, m) , 8. 49 (1H, d, J=3. 7H) , 8. 71 (1H, d, 
J=4. 6Hz) , 8. 74 (1H, t, J=5. 6Hz) , 8. 87 (1H, d, J=7. 8Hz) , 9. 14 (2H, br) , 9. 84 (2H, , br) . 

Hjfcffl 91: (2S)-2-(4-((N-^T ^ ^'/-/U-W/U^ fMT ^ J * f^)^>/>f 
±T ^ I -5-(5, 6, 7, 8-7" h7b KP»/y >--8->< MT % J ^^-Wk jV SK - 

ji = ±Z±/}d^X^kZl K lit&toUo. 106] OHil 

HMffil 91-1: N -(4-(N-Boc-(N-^ ^ P^—tV-l-J gvWj 7$;)> 
N -Boc-L-^-^-^^ (l'S)-r-(l-j-7^/U)3i^>WT$ K(Jfr£4fr XI- 18) 
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HJ£0!l 68-1 X°mbthtz4k£-V0 500mg £ DMFlOml \Z.mMU v^^A-T 5 ^ 1ml 

DMFl5ml (CpLjIi 81-2 T*#^ttfc^^ 312. 4mg, WSCI 4£®?:& 246mg Jk 
tfH0Btl74mg ZMZ-X^UX 15 B#P^jf #Lfc 0 5^7t,»giL,ill 
Sr^no figfl? U f&fQmMfcmi- by* i*7k*£f£, tSfP^Tk^gfe^ Lfc e 

?7 7j-a5g,m&^Mxmmis,mu<Dit<stm 490. 4mg zm&i&mmttb 

MS (FAB, Pos. ) :m/z=699[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 6 =1. 32 (9H, s) , 1. 45 (9H, s) , 1. 40-1. 72 (6H, m) , 1. 83-1. 91 
(1H, m) , 2. 95-3. 06 (1H, m) , 3. 34-3. 42 (1H, m) , 4. 39 (2H, s) , 4. 49 (2H, s) , 5. 88-5. 93 
(1H, m) , 7. 23 (1H, d, J=7. 5Hz) , 7. 42-7. 56 (4H, m) , 7. 75-7. 82 (3H, m) , 7. 87 (1H, d, J= 
7. 9Hz) , 8. 02 (2H, s) , 8. 08 (1H, d, J=8. 4Hz) . 

MMM 91-2 : (2S)-2-(4-((N-^ ^ ^V— A-2-^f )\»* ±M T ^ 7 * ±A£ ^<l/ 
AT %. / -5-(5, 6, 7, 8-^ Y=7M K o =fr / U >-8-^C A) T 5 / jV S)- 

1' - (!-•?- 7 fvU)ji^vUT$ K [{b^4^No. 106] (O^fife 

HIS^J 91-1 X'&tbtltcit&VO 478mg Sr.* * J —A 4. 8ml Iditfl? U 4mol/l 
/v^^l^ 4. 8ml $rJDx.TS£T* 2 Bf H5if # Lfc U^M^Wmk, 4 *l/?m 
ailiT^fP U **J—>\> 10ml L^io w r iZ 5, 6, 7, 8-r h7t K 

a *V V >-8-*> 151mg, m 2. 5ml RXfil/T S VMikftM'f' h y V ±» 129mg 

MS (FAB, Pos. ) :m/z=630[M+l] + 

'H-NMR (500MHz, DMSO-de) : 5 =1. 51 (3H, d, J=6. 8Hz) , 1. 70-1. 91 (6H, m) , 1. 91-2. 01 
(1H, m) , 2. 22-2. 34 (1H, m) , 2. 76-2. 84 (2H, m) , 2. 88-3. 0.0 (1H, m) , 3. 02-3. 14 (1H, m) , 
4. 35-4. 45 (1H, m) , 4. 42 (2H, s) , 4. 45-4. 64 (1H, m) , 4. 59 (2H, s) , 5. 71 (1H, quint. , J 
=6. 8Hz) , 7. 35-7. 40 (1H, m) , 7. 46-7. 58 (4H, m) , 7. 67 (1H, d, J=7. 8Hz) , 7. 71 (2H, d, J 
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=8. 3Hz) , 7. 77 (2H, s) , 7. 82 (1H, d, J=8. 3Hz) , 7. 94 (1H, d, J=8. 1Hz) , 7. 99 (2H, d, J=8. 3H 
z) , 8. 10 (1H, d, J=8. 5Hz) , 8. 42-8. 48 (1H, m) , 8. 62-8. 67 (1H, m) , 8. 83-8. 92 (1H, m) , 
9. 12 (2H, brs) , 10. 70 (2H, br) . 



92: (2S)-2-(4-((N-l-p« ^vW 5 &*S—t\r-2r<< /^^ f/^T 


$ y y ^-/u) 


-O i/^ /WT 5 y -5-(5, 6, 7, 8-r- h^tKci^yy ^-8-^T /P) T 




a* s)-i* -(x-r-y^M^^-jvr 5 k No. 107] comm. 

92-1 : N - (4- ( (N-l-y ^vl~f 5 ^ :/— f /^y T 5 


y y fvu)- 


N -Boc-L-^-^=^>- (l'S)-l'-(l-^-7^yu)^^/uT5: KWk^4* 


XI-19) (D-^ 


68-1 X~mbtltiik&yd 646. 7mg £ DMF12. 9ml (C^?L, £ 
^ 1.29ml ^D^l n Ml'tm#rWtfc„ S^^EE^, * 





#btbfc&#:^^ia« DMFl2.5ml MMM 81-2 "C# tltzit^m 

367. 5mg, WSCI 306. Omg, HOBt 215.7 mg £#D;t^fi^T 1 0^Jt#bfc o 

o n TtvV- A/y * y — yP=20/l) tCTffiM L^fB<£>{b^ 758. 6mg £ G £: L 
MS (FAB, Pos. ) :m/z=713[M+l] + 

'H-NMR (500MHz, DMSO-d,,) : 6 =1. 32 (9H, s) , 1. 45 (9H, s) , 1. 40-1. 60 (2H, m) , 1. 66 (3H, 
d, J=6. 8Hz) , 1. 62-1. 72 (1H, m) , 1. 82-1. 91 (1H, m) , 2. 93-3. 01 (2H, m) , 3. 61 (3H, s) , 
4. 46 (2H, s) , 4. 49-4. 65 (3H, m) , 4. 91 (1H, m) , 5. 91 (1H, quint. , J=6. 8Hz) , 6. 80 (1H, s) , 

6. 93 (1H, s) , 7. 18-7. 29 (4H, m) , 7. 43-7. 57 (4H, m) , 7. 69-7. 76 (2H, m) , 7. 78 (1H, d, J= 

7. 3Hz) , 7. 86 (1H, d, J=8. 1Hz) , 8. 08 (1H, d, J=8. 3Hz) . 

mmm 92-2 ; (2s)-2-(4-( (N-i-y gvw $ ^-y— /w-2-^ /uy r^^f 

?V) y J jVT $ y -5- (5, 6, 7, 8-r h^t K a =fr y U /U) T 5 y 

(l'S)-l , -(l-j-^^)Jc^/WT$ K PffrS^ No. 107] (D-g-ffiL 

92-1 X~%htltLik£>® 758. 6mg £ry * y — )\s 15. 2ml U 4mol/l 
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&mm. nm&.mzi£mbtiti®.ft&WTf* ? ; — >v i6.4mi 

5, 6, 7, 8-r h^fc Ka^r/!)^ 187. 9mg, ->T 7 TR^flS* h V ? A 

133. 7mg, 2fctf h y x^/UT 5: ^ 0. 445ml ^MjS^T^O^, ffl^MT pH=4~5 £ L 

3 0p B m^ufCo £0»Tt&, ^ee^u^ nrnz^ytisf^xyj^vog, ?u 

n 7jvl^/p< * J -/lV7k = 7/3/0. 5) ^-CfitiUL*:^ i&^MSSr-TS ^ t iz. X K) 

%m<Dit&!fo<Dmfc.m. 357. 6m g *&&mwt vxntz 0 

MS (FAB, Pos. ) :m/z=644[M+l] + 

'H-NMR (500MHz, DMSO-de) : 6 =1. 51 (3H, d, J=6. 8Hz) , 1. 70-2. 01 (7H, m) , 2. 22-2. 33 
(1H, m) , 2. 75-2. 82 (2H, m) , 2. 87-2. 29 (1H, m) , 3. 02-3. 14 (1H, m) , 3. 98 (3H, s) , 4. 35- 
4. 45 (1H, m) , 4. 42 (2H, s) , 4. 53-4. 68 (1H, m) , 4. 61 (2H, s) , 5. 71 (1H, quint. , J=6. 8 
Hz) , 7. 35-7. 40 (1H, m) , 7. 46-7. 58 (4H, m) , 7. 67 (1H, d, J=7. 8Hz) , 7. 73 (2H, d, J=8. 1Hz) , 
7. 77 (2H, s) , 7. 81 (1H, d, J=8. 1Hz) , 7. 94 (1H, dd, J=7. 8, 1. OHz) , 7. 98 (2H, d, J=8. 3Hz) , 
8. 1 1 (1H, d, J=8. 3Hz) , 8. 42-8. 47 (1H, m) , 8. 67 (1H, d, J=7. 6Hz) , 8. 88 (1H, d, J=5. 6Hz) , 
9. 20 (2H, brs) , 10. 29 (1H, br) , 10. 79 (1H, br) . 

Mlfcffl 93: (2S)-2-(4-(2-fc°3 V >VT %J * J-M^lsSJ /W5-(-Y ^ 
;V-2-4 >^>T* y^mm {l'S)-\'-{\-r-y^-;V)^/UT 5 KRb^No. 108] 

HMfiJ 93-1 : N " - (4- (N-Boc-N-2- b'jjj/^;/^ 5vlQ ^< ^ W tV) -Q- * 

;\s-L-?;\s* $ (X s)-r -d-ryf-M^suT 5 K xxxvh-2) <d& 
A 

mmm 55-1 x-mbtitiik&vo 3. 0726 g st&tm 9 ; —a- 30 mi \z.w& u r 
<ommiz 4moi/i msst/i?**-9-> 15 mi mux 4 mmmw^o 
«KSr«ffie*u, ^ hthtzmmtmrnm 1-2 xnhtitzit^ 2. 2554 g 

RXf DMAP 1. 1681 g n n $M 30 ml Jdlgfl? Lfc„ ^<D^^(C DCC 2. 0902 
g <D? n o 10 ml «Mfc£:*$>o < *9*n^L. 16 B#|HMfc# Lfc, it^^l 

£5i®U lmol/m^^D^T^tt(CLfcm. * o n dvl^Jftffl U & 
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mvtz a »3KSr«ffi.e*b, mm&i/v xv^x^j***^ v y^y^— (157.8 

MS (FAB, Pos. ) : m/z=639 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 45 (9H, brs) , 1. 66 (3H, d, J=6. 8Hz) , 2. 02-2. 08 (1H, m) 
2. 10-2. 18 (1H, m) , 2. 31-2. 37 (1H, m) , 2. 55-2. 60 (1H, m) , 3. 62 (3H, s) , 4. 49 (2H, brs) , 
4. 60 (2H, m) , 4. 63-4. 67 (1H, m) , 5. 93 (1H, quint, J=6. 8Hz) , 6. 90 (1H, d, J=8. 3Hz) , 
7. 17-7. 19 (1H, m) , 7. 31 (1H, d, J=7. 3Hz) , 7. 35 (1H, d, J=7. 6Hz) , 7. 46-7. 56 (4H, m) , 
7. 64-7. 67 (1H, dt, J=l. 7, 6. 0Hz) , 7. 76 (2H, d, J=8. 3Hz) , 7. 80 (1H, d, J=8. 3Hz) , 7. 8 
8 (1H, d, J=8. 1Hz) , 8. 09 (1H, d, J=8. 6Hz) , 8. 53 (1H, d, J=4. 2Hz) . . 

m mm 93-2 ; (2s) -2- (4- (n-boc-n-2- e v ;±r ^ 1 * t-m ^s^Zd. § 

7)-5-fc KP^'>^m^(l'S)-l'-(l-^7^)ji^/UT$ Y<AK&m XXXVIII- 

MMM 93-1 X'ftbtltiit&M 3.4477g, h V 821.4 mg, 

2kXR£Lfc5) JVis V J* 1. 2154 g £ THF30 ml b*-? J —A> 40 ml O&g-JgjKfcffiftF 
U MT? 2 NfWHK^ Lfc 0 RJSi&TSK lmol/1 ^ ^ >flWc»tt«r'iD*.. fflFlfe^ 

^>f-(170g, ttKai^^fciOfliaiU &lE<7>fl^#J2.6203g3:Sfe@ft:£: b 

MS (FAB, Pos. ) : m/z=61 1 [M+l ] * 
'H-NMR (500MHz, CDC1 3 ) : 5 =1. 45 (9H, br) , 1. 52-1. 61 (2H, m) , 1. 65 (3H, d, J=7. 3Hz) , 
1. 69-1. 87 (1H, m) , 1. 88-1. 95 (1H, m) , 3. 55-3. 59 (1H, m) , 3. 63-3. 67 (1H, m) , 4. 49 
(2H, br) , 4. 59 (2H, br) , 4. 78 (1H, q, J=7. 1Hz) , 5. 93 (1H, quint. , J=7. 3Hz) , 6. 95 (1H, 
d, J=8. 1Hz) , 7. 17-7. 19 (1H, m) , 7. 30 (1H, d, J=7. 8Hz) , 7. 34 (1H, d, J=7. 8Hz) , 7. 45- 
7. 56 (4H, m) , 7. 66 (1H, dt, J=7. 6, 1. 7Hz) , 7. 74-7. 76 (2H, m) , 7. 80 (1H, d, J=8. 1Hz) , 
7. 88 (1H, d, J=7. 8Hz) , 8. 10 (1H, d, J=8. 5Hz) , 8. 53 (1H, d, J=4. 2Hz) . 
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mt&m 93-3: (2S) -2- (4- (N-Boc-N-2- b° 3 V )VT ^ J * ±Mr5^0L<J^zld. 

* fry—;i>-2-4MT 5 yffi(l'S) -1'- (1-1-7 gvj^£cgvWT_§ Kjjbj^ 
XIH-17)(P-g-j£ 

Hffiffll 93-2 -C# t>tltz.it&® O. 700g £ ^ a a /frA'A 10ml U 7 h 7 ^ 

~ £ A n 7 >f K 31. 9mg, 2, 2, 6, 6-x h 9 * fcV< y it/V*-* 

> K 17. 9rag RX? N-^ o n * > W ^ K 195mg $rJDt, 0. 5mol/l ^tKH-T" h 
V V J*7k1gm 10ml RTfi 0. 05mol/l j^$tf7 y *? AtK^ 10ml £*P;t, ^i&T* 5 H# 

mm u < bfc„ ki^ts. ^« u & * a n t^/ua t?tttti u ^raji t 

# bttfca?£5:^ * / — A* 14ml U 2-7 5/^5: >v 0. 5 ffi.mm. 

0. 17g i: ^- U-^i 7— >>— ^ 3A ?r*P^ x h y x.f-A'T 5 ^-CKJSifc pH £r 8 <h 
U — Gfe*f#LfcL 0 @^rCpH£6~7 t U ^T/^ftJ^^t h y ?A 
0. 22g SrilsiP L4 0 NlWfe bfc 0 y^xy^/isf—X^mft&Zmi^ WcSETWk 
Slb^iSSr^y Xtfjvjj^J*? n-v h^77>f- (70g x 9xixii£t\,J*/*9 
/U=10/l) T«t, mm<Dit&%>* 0. 15g LT#fc„ 
MS (FAB, Pos. ) : m/z=676 [M+l] * 

'H-NMR (500MHz, DMSO-de) : 8 =1. 31andl. 38 (9H, 2s), 1. 51 (3H, d, J=6. 8Hz), 1. 69-1. 7 
8 (2H, m) , 1. 69-1. 78 (2H, m) , 3. 15-3. 30 (2H, m) , 4. 41 (1H, brs) , 4. 50 (2H, brs) , 4. 55 
(2H, brs) , 5. 71 (1H, m) , 6. 84 (1H, s) , 7. 23 (1H, m) , 7. 28-7. 36 (4H, brs) , 7. 45 (1H, m) 
, 7. 49-7. 55 (3H, m) , 7. 76-7. 82 (2H, m) , 7. 93 (1H, m) , 8. 10 (1H, m) , 8. 32 (1H, brs) , 8. 
53(lH,brs),8.66(lH,brs). 

$m.m 93-4: (2S)-2-(4-(2^fc°=» V >VT % / * ±A^S^Ld. j^lid. a ¥jZrZ 
>V-2-s< /V)T^ J f $»(!' S)-l' - (l-t7f ;l/)xf;l>7 $ KPffro^ No. 108]O 

MM®! 93-3 Xm^fltzit^ 0. 18g (0. 27mmol) £ * * J —J\> 4. 0ml izfeffi £ 

mu*T*4moi/imm/i?**v^mm 4.0*1 ^tu *<&*£2i$w8t#L;fc. 
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* j -/W7k= 7/3/o. 5) x*mm u imoi/i mm^mmv. mf£.<o<t&&<Di& 

l^£0. 09g £.&Sit&?a^fc1^£ LT#fd 0 
MS (FAB, Pos. ) : m/z=576 [M+l] + 

'H-NMR (500MHz, DMSO-d^) : 8 =1. 51 (3H, d, m, J=6. 8Hz) , 1. 61 (1H, m) , 1. 75-1. 82 (2H, 
m) , 3. 24 (2H, d) , 4. 30 (4H, brs) , 4. 57 (2H, m) , 5. 71 (1H, m) , 6. 93 (2H, s) , 7. 46 (2H, m) , 

7. 49-7. 59 (4H, brs) , 7. 65 (2H, d, J=8. 5Hz) , 7. 80 (1H, d, J=8. 1Hz) , 7. 90-7. 94 (2H, m) 

8. 00 (2H, d, J=8. 3Hz) , 8. 10 (2H, m, J=8. 3Hz) , 8. 61 (1H, d, J=7. 8Hz) , 8. 66 (1H, m) , 8. 8 
6 (2H, d, J=7. 7Hz) , 9. 91 (2H, brs) . 



94 : (2S) -2- (4-2- t^U JVT $ / ^ ^/U) ^< is V 4 ;W5- ( fcf V i? >-2->< 

;u)7 / ^Md's)-!' - q-t7f/u)xf ^7 ^ FUt&bNo. 109] <pmm: 

MMM 94-1 : (2S) -2- (4- (N-Boc-N-2- J V ;VT $ J * 5v^) ^ > ^ /U-5- ( fc:° 
V ^W^7;;fii(l'S)-l'-(l-f7f^xf;V7; KMfrg'teXIII- 
18)<^fi£ 

HJ£#) 93-2 -T?mbtltl4k&® 180mg % ;7 n n 4ml L,rh7 

A-T >^=- V M ? n =7 J Y 8. 2mg, 2, 2, 6, 6-7" h 7 * ^/W-fc 0 ^ V V'tVOr* is 
K 4. 6mg RTJ N-^ uvx? v- W ^ K 51mg *MtL, 0. 5mol/l ^®?tK^^~ b V 17 
AtK^ 4ml 0. 05mol/l V V ^7k*&?& 4ml ZtiilZ., ^jg.T* 5 B#ftg$t L 

tzmm** * J — A 4ml U 2-T 5 y fc° y 0. 03g ^Mx.. Y V 

./*3*f h y ? A 0. 05g SrMl UM-C— |feS#Lfe. Kj&iR&*BET 
^^U.^^^riyy ijtffriJ? J*? n-r hi/^^-f— (15g, * pp*/1/V>^/ 
-/u=20/l)-e«j»b, m^<0\\L^m 0. 04g tT#fc, 
MS (FAB, Pos. ) :m/z=687 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 6 =1. 31, 1. 38 (9H, 2s) , 1. 51 (3H, d, J=6. 8Hz) , 1. 56 (2H, 1, 
75 (2H, m) , 3. 18 (2H, m) , 4. 40 (1H, brs) , 4. 48 (2H, brs) , 4. 56 (2H, brs) , 5. 69 (1H, m) , 6 
. 42 (1H, s) , 6. 51 (1H, m) , 7. 23 (1H, m) , 7. 26-7. 35 (4H, m) , 7. 46 (1H, m) , 7. 54 (3H, m) , 7, 9 
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1 (2H, in) , 8. 09 (1H, d, J=7. 5Hz) , 8. 39 (1H, d, J=7. 5Hz) , 8. 51 (2H, brs) , 8. 65 (1H, brs) . 

mi&m 94-2: (2s) -2- (4-2- e° g v ^7 * ±M^s>^d ±=§d£. v ^^-2- 

dMZA /ty»(i's)-i'- jt±2L Wx^t^ KHfrfrfeNb. 109] 
Hffiftl 0. 03g * y 0. 5ml \zmm^. ^ifi^-e 4mol/l ^m/v 5 ^*^^^ 

tto.5mi«r»Tu ^<D^2mmmwvr^o sj^m^mmvnm^>v 

*7A^nvF^77^- (7g % ?uu&/UJ*/* — /U=5/l) TitMbfc 

imoi/i mm^mm u igm.^it^ns^msstA 0. 03 g Sr^ntfeia^k^ £ 

MS (FAB, Pos. ) :ra/z=576[M+l] + 

'H-NMR (500MHz, DMSO-de) : 6 =1. 51 (3H, d, J=6. 8Hz) , 1. 56 (1H, m) , 1. 61 (1H, m) , 
1. 67-1. 85 (2H, m) , 4. 30 (4H, brs) , 4. 60 (1H, m ) , 5. 70 (1H, m) , 6. 84 (1H, s) , 7. 05 
(1H, brs) , 7. 46 (2H, brs) , 7. 50-7. 68 (5H, m) , 7. 80 (2H, d, J=8. 3Hz) , 7. 91 (5H, m) , 
8. 10 (1H, d, J=8. 5Hz) , 8. 60 (1H, d, J=7. 1Hz) , 8. 66 (1H, d, J=7. 5Hz) , 8. 82 (1H, brs) . 

mmm 95 : (s) -2- (4- ( Qtd % y^—^-2-^ *v* ±m 7$/^ ±m ^ > ^Zd 

MZAZ -5- (4, s-s? b Kp^L§ mt%; ^mk (!' S) -1' - 

-7 ^>VT $ K Ut^m No. 1 10] Ojjia 

mmm 95-1 : (s)-s-7 ^/w ^ k-2-boc-t ^ / vih-d 

mjRO^u=^>'4Sija6 13. 35g £tK 135ml »CS§8J?U lOOlCtt^f aHR«H^T, 

*tt»i*«rJ0it 270ml {cfc3*-C*iRU h y *A 13. 2g, h 

*f:7*/W 5: K 19. lg SriP^., m&T 2 B*|BHW* Ufc. SJt£«Si££r 2 < Cf;i# 

80ml /W80ml ^e>*5^^^*D^T^U ^-7Vl-T-7kJI£gfc 

wtL^r DMFlOOml L % h D oi^/WT 5: > 23. 7ml x *S-t-Z? i 5-fl'*/33— 

— h 18. 8ml $r^JDx.^io t?&T> — m&Jfc'&. SJ&f&£^£U ^DD*Mf 
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@* Lfc 0 m btiizmt* is v # vsis* 7A^7h07^- (2oo gf ^ o a * 

* 7 — /U=10/l) jC«fc 9 *#§$! U mm<D{k&yo 26. 93g i: U 

MS (FAB, Pos. ) :m/z=363 [M+l] + 

mt&M 95-2 : (S) -5-7 * $ K-2-Boc-T ^ / Q' S) -1' - 7 ±M 

E^vkZ ^ K IX-5) <D£-fifc 

HJStfll 95-1 X^btltlit^-^f 19. 4g £ DMF194ml iC&ffi U (S)-l-(l-^7^ 
/U)ai^7WT ^ >- 9. 17g x WSCI 15. 4g, HOBtlO. 9g &l}Uz.tz 0 1 g^S^. 

^j£f££|g*iU ^bttfc^Sr^ dp^/^t^L, ^fP^^" h V V J±i& 

^20.96g^#fc o 
MS (FAB, Pos. ) : m/z=516 [M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 8 =1. 44 (9H, s), 1. 50-1. 70(4H,m), 1. 71 (3H, d, J=6Hz), 3. 66 
-3. 71 (1H, m) , 3. 81-3. 90 (1H, m) , 4. 37-4. 43 (1H, m) , 5. 29 (1H, d, J=8. 3Hz) , 5. 85 (1H, 
dq, J=6. 8, 7. 1Hz) , 7. 32 (1H, t, j=7. 1Hz) , 7. 41 (2H, t, J=7. 3Hz) , 7. 52 (1H, d, J=7. 3Hz 
) , 7. 56-7. 62 (2H, m) , 7. 63-7. 70 (2H, m) , 7. 71 (1H, d, J=7. 8Hz) , 7. 74 (1H, d, J=8. 3Hz) 
7.96(lH,d, J=8.5Hz). 

Hjfegjl 95-3 : (S)-2- (4- ( (N-Boc-N-^T $ gj/^JklZld 7$ 7^ ^/U) 

(J£&& XI-20) <D&f& 

95-2 bthtzit&Vo 19. 3g * y — 100ml iC&ft U, S^aMM*-^ 
100ml Xt5»ifilft 20ml St^P^T 45 < CT' 4 B$|IQ£E# Lfc 0 Kj&i&T^, ^Sr@* 
U DMF200ml \tmffi bfc„ w C {dHJ&tfiJ 79-1 T*# hfltzit^ 

13. 64g, WSCI ISifetg 18. 8g, DMAP9. 40g RXf H0Bt7. 60g ZtiUZ-X^UX* 24 B#F^}f # 
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=20/1) x-m m u mfctoib&Qo 26. 24 g & <t ur#fc„ 

MS (FAB, Pos. ) :ra/z=729[M+l]* 

'H-NMR (500MHz, CDC1 3 ) : 8=1. 50-1. 82 (16H, m) , 3. 69-3. 74 (1H, m) , 3. 93-4. 02 (1H, m) 
4. 01 (2H, s) , 4. 50 (2H, s) . 5. 00-5. 07 (1H, m) , 5. 83-5. 90 (1H, m) , 6. 94 (1H, d, J=8. 3Hz 
) , 6. 98 (2H, s) , 7. 12 (1H, d, J=8. 3Hz) , 7. 24 (1H, d, J=8. 5Hz) , 7. 37-7. 43 (2H, m) , 7. 52 
-7. 58 (3H, m) , 7. 64-7. 69 (2H, m) , 7. 72 (1H, d, J=8. 1Hz) , 7. 75 (1H, d, J=8. 3Hz) , 7. 79 
(2H, d, J=8. 3Hz) , 7. 98 (1H, d, J=8. 3Hz) , 8. 02 (1H, s) . 

mmm 95-4: (s)-2-(4-((n-boc-iw $ y*s— tv-z-^^* ^-m t ^ / * ^;v) 

XII-3)(D-^J5fe 

Hjffiffll 95-3 X-&bth1Z4t&yd 26. 13g £ 40%^ f-fVT — 

—;wfa=i/z/Q. 5)T-mm-rz>zkiz£<9mm<Di\:&® 12. 6g *b&m&b ut# 

MS (FAB, Pos. ) : m/z=599 [M+l] + • 

'H-NMR (500MHz, DMSO-de) : 6 =1. 40 (9H, brs) , 1. 30-1. 45 (2H, m) , 1. 51 (3H, s, J=6. 8Hz 
) , 1. 62-1. 78 (2H, m) , 2. 45-2. 55 (2H, m) , 4. 33 (2H, brs) , 4. 43 (2H, s) , 4. 40-4. 52 (1H, 
m) , 5. 71 (1H, quint. , J=6. 8Hz) , 6. 34 (1H, s) , 7. 05 (1H, s) , 7. 20-7. 32 (2H, m) , 7. 47- 
7. 57 (4H, m) , 7. 82 (1H, d, J=8. 1Hz) , 7. 84 (2H, d, J=8. 1Hz) , 7. 94 (1H, d, J=7. 6Hz) , 8. 1 
0 (1H, d, J=8. 1Hz) , 8. 48 (1H, d, J=7. 8Hz) , 8. 64 (1H, d, J=7. 8Hz) , 11. 8-12. 0 (1H, br) . 

95-5: (S)-2-(4-((N-^f 5 ^9—fV-2-^)V^ f/U)7$ 7 * ^tV)^^-/ 
4MT^ >-5-(4,5-v ? b KP^f ^yy—/U-2-yfMTK S^Mm (l'S)-r-(l- 
•7- ~7 <f-?V) ^ ^/^T 5 K Ut-km No. 1 10] (Din$L 
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mmm 95-4 x-nt>thti<t&m 212. im g , 2-0, 5-^ / v m-a, 

t Kn^> y*S—fr&i£&mm&. 91. l mg, RTfi/sC Vfxx \fjVT ^>0. 061 ml 
£ DMF1 ml \z.m&U 80«CT 24 B#|HHfc#b;fco K^TflL ■ J^fclflEEW* U 

y — /w/tK=7/3/o. 5) tcj: t> MM Lfc„ y. * y — ^cftft U 4moi/i m.Wt- 
^^^b.l3mlSrJD^TM-e7B#ma£#U^: 0 KlSi&T*§L &8££r*ftE@ 

MS (FAB, Pos. ) : m/z=577 [M+l] + 

*H-NMR (500MHz, DMSO-d,,) : 8 =L 47-1. 56 (2H, m) , 1. 52 (3H, d, J=6. 8Hz) , 1. 68-1. 76 
(2H, m) , 3. 1 1 (2H, dd, J=7. 1, 12. 7Hz) , 4. 26 (4H, br) , 4. 56 (1H, dd, J=8. 1,13. 9Hz) , 5. 71 
(1H, dd, J=6. 8, 14. 4Hz) , 7. 50-7. 57 (6H, m) , 7. 62 (2H, d, J=8. 1Hz) , 7. 84 (1H, d, J=7. 3H 
z ) , 7. 94-7. 97 (3H, m) , 8. 11 (1H, d, J=7. 3Hz) , 8. 30-8. 32 (iH, m) , 8. 55 (1H, d, J=8. 8) , 
8. 78(lH,d,J=7.6Hz). 

mmm 96: (s)-2-(4-((N-^r $ gVr: tkzZzdJlz* ±M Z % I * ±M^k^L 

t $ Kiibj^ no. i\\\<pmm. 

MMM 95-4 X-mbfrtzlkG-V!! 202. 7 mg x 2~zf o ■=£■ fc° y 5 57. 0 mg v RXfi 
^VT'o t°/UT 5: > 0. 061 ml 3r DMF2. 4 ml l^ffi U SO'CT' 45 f^fflmW Ufc c 

7 7 ^-(18 g, ^nn^/l/V^^;-/^9/ 1) {C«t DMMbfCo Z.tL&* $ J 
—>\> 1. 2 ml K:$gjS? U 4mol/l ttlft-^*"^^ 1. 2 ml &JD 

MS (FAB, Pos. ) : m/z=577 [M+l] + 

^-NMR (500MHz, DMSO-cU : 8 =1. 51 (3H, d, J=6. 8Hz) , 1. 53-1. 62 (2H, m) , 1. 71-1. 7 
9 (2H, m) , 4. 38 (2H, brs) , 4. 51 (2H, brs) , 4. 54-4. 59 (1H, m) , 5. 67-5. 72 (1H, quint. , J= 
6. 8Hz) , 6. 69 (1H, t, J=4. 9Hz) , 7. 46 (1H, d, J=8. 1Hz) , 7. 49-7. 55 (3H, m) , 7. 67 (2H, d, 
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J=8. 3Hz) , 7. 71 (2H, s) , 7. 81 (1H, d, J=8. 1Hz) , 7. 92-7. 96 (1H, m) , 7. 96 (2H, d, J= 8. 5H 
z) , 8. 09 (1H, dd, J=2. 2, 8. 2Hz) , 8. 36 (2H, d, J=5. 1Hz) , 8. 54 (1H, d, J=8. 1Hz) , 8. 74 (1H 
,d,J=7.8Hz). 

Hffigil 97: (S)-2-(4-((N-^ 5 jf*/—>V-2->( IV* ±A£ 7^/^ ±M^Zd 
M 7 $ J -5- (3, 4, 5, 6-7" h z * K p fc J V $ S?>-2-^ MH^ ° ^ (1* S) - 
l'-(l-j-7^)3i^T$ K[Jfr£-<feNo. 112]OMit 

mmm 96 -c# btiizit&yo 97. 3 mg ^sifh 8 mi \z.mm u mmm 0. 9 mi 

Z.tz 0 ^Z^lW/t^WJ*-* — #V67.2 mg 7 ml ^AD^L, 2.9 

kg/cm 2 OTK^it ATT* 2 UHSff**^ te^£l&#^!&<H&£@3: UT h/^ 

> ^ 7 -/U/7K=7/3/0. 5) <fc 9 fftBl U MfBO^^om^m 82. 7 mg £ 

MS (FAB, Pos. ) : m/z=581 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 42-1. 60 (2H, m) , 1. 52 (3H, d, J=6. 8Hz) , 1. 68-1. 8 

5 (4H, m) , 3. 01-3. 1 1 (2H, m) , 3. 18-3. 25 (4H, m) , 4. 32 (2H, s) , 4. 41 (2H, s) , 4. 52-4. 5 
8 (IK, m) , 5. 72 (1H, quint. , J=6. 8Hz) , 7. 46-7. 60 (6H, m) , 7. 65 (2H, d, J=8. 3Hz) , 7. 7 

6 (1H, brs) , 7. 82 (1H, d, J=8. 1Hz) , 7. 95 (1H, d, J=7. 3Hz) , 7. 98 (2H, d, J=8. 3Hz) , 8. 10 
(1H, d, J=8. 1Hz) , 8. 58 (1H, d, J=8. 1Hz) , 8. 80 (1H, d, J=7. 8Hz) . 

HjfeffO 98: (S)-2-(4-(N-2-t°=» V frT f-M^^S 4 M 7% J -5- (4, 5- 

2^ Ko>f $ ^y-;^>f /u)7 $ y f ig» (l's)-i' zll=±Z±MzE g^kZl 

K[fe^feNo.ll3]<OjgiS 

Mt&M 98-1 : (S) -2-<4- (N-Boc-N-2- b° => V AST gvU) ^< is M7 % J - 

S-7ks&m&. (l > S)-l'-(l-^-7^/V)^^^T$ h* XU-4)(D&J& 

mM&\ 95-1 X^bthtLik-kfy) 9. 2827 g £r DMF93 ml to£fl?U (1S)-1-(1-J- 
^/U) ^^/UT ^ > 4. 940 g, WSCI m&m. 7. 4057 g, H0Bt5. 336 g £r>!J0x."C 
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Vtl 0 80 ml \ZMM U * * J —)V 80 ml Xtf««£iR 8 

ml SrUDx-T 45^ T? 2 B*m8t#Ufc. * o o */u£K:« 

*su imoi/i tk^-^ hv tJ**mm-vm&^tzo mm~n?*>"}j±x&mi; 

fct*fc*»E«r«BE«* U »&*Lfc»aE«: DMF llOml td^LIUfi^J 1-2 T*#«b 
tltcikG-® 9. 6129 g N WSCI 7. 4937 g, HOBt 5. 2943 g ZMtLXmffi. 

^V!)*^*7A^-7 hi/^^^— (294 g, ? nn*/l-A/SKxf/v 

=2/ i) tc: J: t> mmvtio ftbtitdk&mz. 4Q%* ^ * y 100 

V tt yjlsjb 7A^Dvh^77>f- (572 g, ^ ci n tf^A/^ ^ / — /U/tK=7/ 3/ 

0. 5 hju^hmku mu<Dit^m 6. 8058 g^efe@^ttr#fc„ 

MS (FAB, Pos. ) :m/z=610[M+l] + 

'H-NMR (500MHz, CDC1 3 ) : 5 =1. 34-1. 42 (2H, m) , 1. 35 (9H, br) , 1. 51 (3H, d, J=7. 1Hz) , 

1. 65-1. 73 (2H, m) , 3. 16-3. 44 (2H, m) , 4. 40 (1H, brs) , 4. 49-4. 56 (4H, m) , 5. 68-5. 72 
(1H, quint. , J=7. 1Hz) , 7. 20-7. 34 (4H, m) , 7. 42-7. 57 (4H, m) , 7. 76-7. 80 (1H, m) , 

7. 82 (1H, d, J=7. 8Hz) , 7. 86 (2H, d, J=8. 3Hz) , 7. 94 (1H, d, J=7. 6Hz) , 8. 10 (1H, d, J=8. 1 
Hz),8.52(lH,d, J=4.9Hz). 

HifeffiJ 98-2 : (S) -2- (4- (N-2- fc° a V fVJ_ x. J * ^/U) ^ V_ 4 /!>) T ^ J -5 - 

±T ^ h'Ut^^D No. 113] <D&& 
MMm 98-1 Xmhtltz-ik-km 279. 0 mg % 2- (3, 5-v?p« f-lWy *S V >\»)-A, 5-v^ 

t kp-t ^ yy—^Mit^mmm. m. 1 mg, ^u^^ yzfu \?,vt 5^0. 127 

ml £DMF1.4 nrl»c:*#U 80^-^3. 5 B*MSH^b^ S^7«, i&&&«&Ee 
*U W&k&^V *^*7A^ d-t ^^77^- (9g, ^ p n*A-J»/p< ^y — 
/U=10/1)^J; OflrfilUfe.mSr^on*/^ 5 ml l-igfifU /V0.5 
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mi Rzf* i/ji<wt o. 256 mi ^mxxmux 24 mmmw ufco Kfoit&T&. mm 

Sr^cflE©* U l%m&^ V t> ffrti 7i^nvf^77>f- (8g, ? n n 

y * y — ^/7k=7/3/0. 5) t) MM U MU<D<k&y!l<D* is/UfflA 218. 9 mg 

MS (FAB, Pos. ) : m/z=578 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 42-1. 57 (2H, m) , 1. 52 (3H, d, J=6. 8Hz) , 1. 64-1. 78 
(2H, m) , 2. 32 (9H, s) , 3. 10 (2H, q, J=6. 8Hz) , 3. 56 (4H, brs) , 4. 31 (2H, brs) , 4. 33 (2H, br 
s) , 4. 55 (1H, dd, J=8. 5, 14. 2Hz) , 5. 72 (1H, quint. , J=6. 8Hz) , 7. 45-7. 57 (6H, m) , 7. 62 
(2H, d, J=8. 5Hz) , 7. 84 (1H, d, J=8. 1Hz) , 7. 91 (1H, dt, J=l. 7, 7. 8Hz) , 7. 94 (1H, d, J=2. 4 
4Hz) , 7. 97 (1H, d, J=8. 3Hz) , 8. 10 (1H, d, J=7. 1Hz) , 8. 22 (1H, q, J=5. 4Hz) , 8. 52 (1H, J=8 
. 1Hz) , 8. 66-8. 68 (1H, m) , 8. 70 (1H, d, J=7. 8Hz) , 9. 56 (2H, brs) 

gjfejgj 99 : (S) -2- (4- (N-2- =» V M T ^ J * gvU) ^W^-i" As)T ^ y-5~(f D 

No. 114]g>jg3£ 

mmm 98-2 xm btiizit&yo 311. 0 mgx 2-y o t° y 97. 1 m g> 

^ y7°n tW7 $ V 0. 106 ml £r DMF1. 6 ml iZ.&MV 80°CX 23 B#flS»f #Lfc 0 

^77^-(18g,:5'on */l^/y * y -/U=13/l) MM bfc, 
r it^y * y —A- 2. 8 ml W^fl? U 4mol/l W&rVit^l' 2. 8 ml St^P^lT^ 

276. 3 mg LT#fc 0 
MS (FAB, Pos. ) : m/z=588 [M+l ] + 

'H-NMR (500MHz, DMSO-cU : 8 =1. 51 (3H, d, J=6. 8Hz) , 1. 54-1. 65 (2H, m) , 1. 72-1. 81 
(2H, m) , 3. 30-3. 38 (2H, m) , 4. 31 (4H, brs) , 4. 55-4. 59 (1H, m) , 5. 67-5. 73 (1H, quint. , 
J=6. 8Hz) , 6. 79 (1H, brs) , 7. 44-7. 56 (6H, m) , 7. 64 (2H, d, J=8. 5Hz) , 7. 81 (1H, d, J= 
8. 1Hz) , 7. 90-7. 94 (2H, m) , 7. 97 (2H, d, J=8. 1Hz) , 8. 09 (1H, d, J=7. 6Hz) , 8. 45 (1H, d, 
J=4. 2Hz) , 8. 55 (1H, d, J=8. 1Hz) , 8. 66 (1H, dd, J=L 0, 3. 9Hz) , 8. 77 (1H, d, J=7. 6Hz) , 
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9.80-9.86(2H,br). 

MMffl 100: (S)-2-(4-(N-2-h°J V ;VT $7^ ^-M^^Sj MT % SS- 
(3, 4, 5, 6-7" b Z t Kg g [j ^ v^-2-^f AO T ^ 7 (1* S)-l' 

/W) ;VT $ K [ffrj^ No. 115] <DMl& 

mmm 99 -e&tbntiit&m 202. 0 m g £gfc& 10 mi icmm u Mmm 1. 8 mi £ 

APxfc„ -t^^ 10V* 7 — 109.2 mg <Dgt^gglig?l£ 10 ml ItlJQz. 

2.85 kg /cm 2 07K^ATT*2^^bfc 0 SM7f .fetl^^.M^ 
JEES*Ufc. h^^>"C*»bfc«l«aE«r'>y # ^ A-# 7 n h^^^^e 
— (6 g , ^00 * y -/WtK=7/3/o. 5) lc J: 5 mm U MiStfHb^^ 

ifctft 189. 5mg 2r i: UT#fc 0 

MS (FAB, Pos. ) :m/z=592[M+ir 

J H-NMR (500MHz, DMSO-dg) : 8 =1. 40-1. 60 (2H, m) , 1. 52 (3H, d, J=6. 8Hz) , 1. 65-1. 84(4 
H, m) , 3. 00-3. 10 (2H, m) , 3. 18-3. 22 (4H, m) , 4. 30 (2H, s) , 4. 31 (2H, s) , 4. 53-4. 58 (1H, 
m ) , 5. 72 (1H, quint. , J=6. 8Hz) , 7. 44-7. 57 (6H, m) , 7. 64 (2H, d, J=8. 3Hz) , 7. 79 (1H, 
br s) (1H, brs) , 7. 82 (1H, d, J=8. 3Hz) , 7. 90 (1H, td, J=7. 8, 1. 7Hz) , 7. 94 (1H, d, J= 
7. 6Hz) , 7. 99 (2H, d, J=8. 3Hz) , 8. 11 (1H, d, J=8. 1Hz) , 8. 59 (1H, d, J=8. 1Hz) , 8. 66 (1H, d 
dd, J=4 . 9, 1. 7, 1. 0Hz) , 8. 82 (1H, d, J=7. 8Hz) , 9. 70-9. 90 (2H, br) . 

mmm 101 : no. n6] ~ is^tm no. 130] comm. 

(S) -2- (4- (2- b° a V JVT $ / * gvwj ^< ^ AO -5- (2- fc° =a U AT ^ 7 ) 
&g r-q-J-^AOJE^TS K No. 116] O^fifc 

i' -^--r-y^-M^jvy ? ^ 26. 4m g fcffl^Trafcoafls&mvKE^frfrife 

<^m^m 46. 6mg £ LT#fc„ 
MS (FAB, Pos. ) :y&/z=601 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 50 (1. 5H, d, J=6. 8Hz) , 1. 51 (1. 5H, d, J=6. 8Hz) , (1. 6 
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8-1. 94 (4H, m) , 2. 92-3. 04 (2H, m) , 4. 24-4. 36 (6H, m) , 4. 52-4. 60 (1H, m) , 5. 62-5. 72 (1 
H, m), 7. 44-7. 68 (10H, m) , 7. 80-7. 84 (1H, m) , 7. 88-8. 02 (5H, m) , 8. 06-8. 12 (1H, m) , 8. 
60-8. 70 (3H, m) , 8. 83 (0. 5H, d, J=7. 8Hz) , 8. 88 (0. 5H, d, J=7. 6Hz) , 9. 40 (2H, bs) , 9. 96 
(2H, bs). 

(S) -2- (4- (2- =» V AS7_ 5 J £ ^<l/V4 M -5- (2- fc° a V >VT ^ J ) 
m rKfW$ K [-fb^ No. 1171 (P-^fifc 

n- Y'fisA'T ^ ^ 28. 6mg *m\ s Xn^<F>Wfe*'ft^W^<T>\\&m<F>mg& 
58.0mg Srefegfri: LT#fc 0 

MS (FAB, Pos. ) :^/j?=615[M+l] + 

^-NMR (500MHz, DMSO-dg) : 8 =0. 85 (3H, t, J=& 8Hz) , 1. 16-1. 32 (18H, m) , 1. 32-1. 44 
(2H, m) , 1. 68-1. 88 (4H, m) , 2. 94-3. 08 (4H, m) , 4. 28-4. 38 (6H, m) , 4. 40-4. 48 (1H, m) , 7. 
44-7. 50 (2H, m) , 7. 58-7. 62 (2H, m) , 7. 66 (2H, d, J=8. 3Hz) , 7. 90-7. 96 (2H, m) , 7. 980 
(2H, d, J=8. 3Hz) , 8. 14 (1H, t, J=5. 6Hz) , 8. 60-8. 70 (3H, m) , 9. 36-9. 44 (2H, bs) , 9. 90- 
10.02(2H,bs). 

(S) -2- (4- (2- kbU ,vt 5 I * > ;V) -5- (2- b'j!) ;±T % J ) 

m 3,5-v? h ]) 7;^n^f;wxy^7$ K Cte^ No. 118] (D^Bfe 
.3, 5-v? h y ^ ^vW<^i^T ^ Is 37. 5rag £/El^TP4ll<DiiifE£:fT^ 

mu<Di\:^m<Dmm 57. 8m g % efeafft vxntz. 0 

MS (FAB, Pos. ) :/7/z=673[M+l] + 

•H-NMR (500MHz, DMSO-de) : 6 =1. 70-1. 96 (4H, m) , 2. 96-3. 06 (2H, m) , 4. 30-4. 36 (6H, 
m) , 4. 40-4. 58 (3H, m) , 7. 42-7. 50 (2H, m) , 7. 56-7. 60 (2H, m) , 7. 678 (2H, d, J=8. 3Hz) , 
7. 90-7. 96 (2H, m) , 7. 96-8. 06 (5H, m) , 8. 63 (1H, d, J=4. 9Hz) , 8. 66 (1H, d, J=4. 9Hz) , 8. 
80 (1H, d, J=7. 6Hz) , 8. 94 (1H, t, J=6. 1Hz) , 9. 30-9. 40 (2H, bs) , 9. 88-10. 00 (2H, bs) . 

(S) -2- (4- (2- gjjj ;±T $ J * gvU) ^S^JLL M ~5~ (2- \f =» V /VT % 7 ) 
m Ko7W;U7^ K Uk&W No. 119] <D&B$i 
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(+)-^h KB7 t'xf/wr 5: ^ 44. lmg £JB l^TRfll^lft^fT V^£fE£><fc-£ 
^<Dm^65.9mg trfifeS^^ LT#fCo 
MS (FAB, Pos. ) :/z^=715[M+l] + 

l H-NMR (500MHz, DMSO-dg) : 8 =0. 70-1. 90 (24H, ra) , 2. 18-2. 30 (1H, m) , 2. 66-2. 84 (4H, 
m) , 2. 86-3. 04 (2H, m) , 3. 06-3. 14 (1H, m) , 4. 24-4. 36 (6H, m) , 4. 50-4. 56 (1H, ra) , 6. 77 
(0. 5H, s) , 6. 86 (0. 5H, s) , 6. 90-6. 98 (1H, m) , 7. 10-7. 18 (1H, m) , 7. 44-7. 52 (2H, m) , 7. 5 
6-7. 70 (4H, m) , 7. 82-8. 04 (5H, m) , 8. 58-8. 70 (3H, m) , 9. 36-9. 50 (2H, bs) , 9. 90-10. 08 
(2H,bs). 

(S) -2- (4- (2- fc° g V AjZ §_Z> ±M ^OLd. M -5- (2- fc° =» V fVT % J ) 
m 2, 3-v^ p P^y^r ^ K [j^a^No. 120] <£>-^/& 

2, 3-v^ n-n^y^T;; > 27. Orag *m^Xmm<D&ft%ft^m&<Dit-&(fo 
<om.mm. 53. Orag 2r m&ffi&k LT#fc 0 

MS (FAB, Pos. ) :i»/z=606, 608, 610[M+l] + 

'H-NMR (500MHz, DMSO-de) : 6 =1. 76-1. 98 (4H, m) , 2. 98-3. 06 (2H, m) , 4. 30-4. 36 (6H, 
m) , 4. 38 (2H, d, J=5. 9Hz) , 4. 51-4. 61 (1H, m) , 7. 34-7. 36 (2H, m) , 7. 43-7. 50 (2H, m) , 

7. 53-7. 62 (3H, m) , 7. 68 (2H, d, J=8. 3Hz) , 7. 90-7. 98 (2H, m) , 8. 01 (2H, d, J=8. 3Hz) , 8. 

63-8. 67 (2H, m) , 8. 77 (1H, d, J=8. 1Hz) , 8. 81 (1H, t, J=5. 9Hz) , 9. 40 (1H, bs) , 9. 97 (1H, 

bs). 

(S) -2- (4- (2- 3 V ;VT 5 7 * *?>,\,) -<^y^ ,V) -5- (2- fc° =i V >VT $ J ) 
m 2-*?=5->VT^ K C-fb^No. 121] (D-^fife 

2-^-^^/i^t ^ v 20. omg *m^xmm<D&fc&ft\<^U(D^m<Dmm& 

45. lmg fc&feHffci: LT^fco 
MS (FAB, Pos. ) ^=559 [M+l] + 

'H-NMR (500MHz, DMSO-cy : 8 =0. 82 (1. 5H, d, J=8. 1Hz) , 0. 83 (1. 5H, d, J=8. 1Hz) , 1. 02 
(3H, t, J=6. 8Hz) , 1. 10-1. 30 (8H, m) , 1. 30-1. 44 (2H, ra) , 1. 68-1. 86 (4H, m) , 2. 94-3. 06 
(2H, m) , 3. 64-3. 78 (1H, m) , 4. 24-4. 38 (6H, m) , 4. 40-4. 48 (1H, m) , 7. 44-7. 54 (2H, m) , 
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7. 58-7. 66 (2H, m) , 7. 673 (2H, d, J=8. 3Hz) , 7. 90-8. 02 (5H, m) , 8. 56-8. 62 (1H, m) , 8. 62- 

8. 68 (2H, m) , 9. 40-9. 50 (2H, bs) , 9. 96-10. 06 (2H, bs) . 

(S) -2- (4- (2- g =i V )VT * fvu) ^ > Vj± /u) -5- (2- b'jjJ ;VT ^ 7 ) fl 
@g 3-(3-^ ^ K y ^^-/n fcVl^T $ K No. 122] (D^fifc 

3- (3— T ^ K y /W)-2-7°o tVl^T ^ is 27. Omg ^^V^Tl^^(D^^frV^IBC0 
4k&Vd<Dm.mm. 57. Omg ItifCo 

MS (FAB, Pos. ) :^=604[M+1] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 03andl. 07 (3H, d, J=6. 6Hz) , 1. 50-1. 82 (4H, ra) , 2. 64 
-3. 10 (4H, m) ,. 4. 04 (1H, quint, J=6. 6Hz) , 4. 20-4. 40 (6H, m) , 4. 32-4. 54 (1H, m) , 6. 82- 
7. 36 (4H, m) , 7. 40-7! 50 (2H, m) , 7. 50-7. 70 (5H, m) , 7. 89-8. 20 (5H, m) , 8. 54-8. 67 (3H, 
ra),9.34-0.52(2H,bs),9:90-10. 10(2H,brs). - 

(S) -2- (4- (2- b:° =» y >VT % / * CZ> Ld. M Z§Z (2- t° V JVT ^ 7 ) 
%g 2,2-^7^^^^/^$ K ffc^No. 123] O^fifc 

2, 2-v?7;n=yU3i^/UT 5 ^ 30. 5mg ^^^TlRl^^^m^lH<D'fb-a'^ 
(Dmmm. 55. Omg £ fife@^<i: L-C#fco 

MS (FAB, Pos. ) :m/z=627 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 6 =1. 48-1. 72 (4H, m) , 2. 80-2. 92 (2H, m) , 3. 62-3. 70 (1H, 
m) , 3. 76-3. 84 (1H, m) , 4. 20 (1H, t, J=7. 8Hz) , 4. 24-4. 34 (6H, m) , 4. 36-4. 40 (1H, m) , 
7. 14-7. 20 (2H, m) , 7. 22-7. 30 (8H, m) , 7. 46-7. 50 (2H, m) , 7. 58 (1H, d, J=7. 8Hz) , 7. 61 
(iH, d, J=7. 8Hz) , 7. 66 (2H, d, J=8. 3Hz) , 7. 90-7. 98 (4H, m) , 8. 13 (1H, t, J=5. 4Hz) , 8. 
52 (1H, d, J=8. 3Hz) . 8. 62-8. 64 (1H, m) , 8. 66-8. 68 (1H, m) , 9. 30-9. 40 (2H, bs) , 9. 92- 
10.02(2H, bs). 

(S) -2- (4- (2- =i y /UT 7-M > M -5- (2- fc° =» V >VT ^ / 

m t-t-^^/lsj/t u^*i//l>T 5. K No. 124] (D-^fife 

4- t-y^/V^^ n^dr^ur 5 V 24. Omg ^JS^TI^Oj&ft^V^fEOft; 
-g^O^ig 49. 8rag 3r£fe@#£: LT#fc 0 
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MS (FAB, Pos. ) :/pA=555 [M+l]* 

1 H-NMR(500MHz, DMSO-de) : 8 =0. 80 (3H, s) , 0. 82 (6H, s) , 0. 88-1. 34 (4H, m) < 1. 36- 
1. 50 (1H, m) , 1. 66-1. 86 (8H, m) , 2. 94-3. 04 (2H, m) , 3. 38-3. 48 (1H, m) , 4. 26-4. 36 
(6H, m) , 4. 46-4. 56 (0. 5H, m) , 4. 58-4. 62 (0. 5H, m) , 7. 44-7. 50 (2H, m) , 7. 58-7. 64 
(2H, m) , 7. 66 (2H, d, J=8. 3Hz) , 7. 90-8. 00 (4. 5H, m) , 8. 06 (0. 5H, d, J=7. 8Hz) , 8. 57 
(0. 5H, d, J=8. 1Hz) , 8. 60-8. 70 (2. 5H, m) , 9. 36-9. 46 (2H, bs) , 9. 94-10. 00 (2H, bs) . 

(S) -2- (4- (2- fc" =» y >VT_ % / * ?~AA M -5- (2- fc° J V ±T % S \ 

Wt 2, 4-S?g o § K Dfl^foNo. 125] <D&f& 

2, p o-O^/UJ S ^ 27. 2mg &m^Xft&<D»1!lF&n\ f *m i &<D4k&b 

60. lmg UX#fc 0 
MS (FAB, Pos. ) :^t/z=606, 608, 610 [M+l] + 

'H-NMR (500MHz, DMSO-de) : 8 =1. 72-1. 96 (4H, m) , 2. 96-3. 06 (2H, m) , 4. 26-4. 38 (8H, 
m) , 4. 50-4. 58 (1H, m) , 7. 38-7. 44 (2H, m) , 7. 46-7. 52 (2H, m) , 7. 58-7. 66 (3H, m) , 7. 68 
(2H, d, J=8. 3Hz) , 7. 92-7. 98 (2H, m) , 8. 00 (2H, d, J=8. 3Hz) , & 64-8. 68 (2H, m) , 8. 76- 
8. 82 (2H, m) , 9. 40-9. 50 (2H, bs) , 9. 98-10. 08 (2H, bs) . 

(S) -2- (4- (2- g =» V ;±T f-JV) <^^/_± M -5- (2- b^P >VT % / ) 

m ^Xk Ky/U7$ K [Jfc^te No. 126] <D&f& 

-O'Xt K y yUT 5 V 28. 3mg ^^V^TI^HIco^SrfirV^IS^k^^m^ 
m. 56. 8mg £ t LT#fc 0 

MS (FAB, Pos. ) :jb/*=613[M+1] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 70-1. 96 (4H, m) , 2. 94-3. 06 (2H, m) , 4. 26-4. 36 (6H, 
m) , 4. 64-4. 70 (1H, m) , 6. 11 (1H, d, 8. 5Hz) , 7. 20-7. 28 (2H, m) , 7. 30-7. 40 (6H, m) , 7. 40- 
7. 50 (3H, m) , 7. 53 (1H, d, J=7. 3Hz) , 7. 58 (2H, t, J=8. 1Hz) , 7. 667 (2H, d, J=8. 3Hz) , 7. 88 
-7. 96 (2H, m) , 7. 98 (2H, d, J=8. 3Hz) , 8. 62 (1H, d, J=4. 2Hz) , 8. 66 (1H, d, J=4. 4Hz) , 8. 71 
(1H, d, J=8. 3Hz) , 8. 81 (1H, d, J=8. 5Hz) , 9. 36-9. 42 (2H, bs) , 9. 88-9. 96 (2H, bs) . 
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(S) -2- (4- (2- fa!) ;±T X > * d^Z^i M ~5- (2- g U /P7 $ J ) 
|fe 3-^pd^;V7; K [jfr^ No. 127] <D&f£ 

3-? a a-O-^UT 5 > 21. 9rag SrfflV^TIPJtttOtftf^^ff V^SBO^to^ 
lgt&54.9mg *&&mW-b Ltftfc, 

MS (FAB, Pos. ) :iz?/z=571, 573 [M+l]* 

'H-NMR (500MHz, DMSO-de) : 5 =1. 70-1. 96 (4H, m) , 2. 96-3. 06 (2H, m) , 4. 24-4. 38 (8H, 
m) , 4. 48-4. 54 (1H, m) , 7. 23 (1H, d, J=7. 8Hz) , 7. 26-7. 36 (3H, m) , 7. 44-7. 52 (2H, m) , 7. 
58-7. 66 (2H, m) , 7. 68 (2H, d, J=8. 3Hz) , 7. 90-8. 00 (2H, m) , 8. 00 (2H, d, J=8. 3Hz) , 8. 62- 
8. 68 (2H, ra) , 8. 84-8. 90 (2H, m) , 9. 38-9. 50 (2H, bs) , 9. 96-10. 06 (2H, bs) . 

(S) -2- (4- (2- b° =» V >VT ±M spy 4 M -5- (2- M =» V ;±T ^ J ) 

m 2-(4-pt x~)V)^>VT ^ K Uk&M No. 128] 

2-(4-^ ^«>7i^)i^7^ ^23.3mg £/B^TI^#<Dtftf£&fTVvB|fB 
<D<t&to<Dmft&.46. 7mg *&&mftb UT#fc e 

MS (FAB, Pos. ) =58 1 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 5 =1. 66-1. 84 (4H, m) , 2. 649 (2H, t, J=7. 3Hz) , 2. 90-3. 02 
(2H, m) , 3. 18-3. 30 (2H, m) , 3. 68 (3H, s) , 4. 22-4. 38 (6H, m) , 4. 40-4. 46 (1H, ra) , 6. 804 
(2H, d, J=8. 5Hz) ,7.11 (2H, d, J=8. 5Hz) , 7. 44-7. 50 (2H, m) , 7. 58-7. 64 (2H, m) , 7. 68 (2 
H, d, J=8. 3Hz) , 7. 90-7. 96 (2H, m) , 7. 99 (2H, d,. J=8. 3Hz) , 8. 21 (1H, t, J=5. 6Hz) , 8. 60- 
8. 68 (3H, ra) , 9. 36-9. 46 (2H, bs) , 9. 96-10. 06 (2H, bs) . 

(s) -2- (4- ^ t-m s<>y^ >V) -5- (2- g a V ±T 

m (4-(4-*3-/\s7 = =./\s)jr3r^)7^~/UT$ K [Jb^ No. 129] <D<£r$L 
(4- U-j ^-jvy x. =./V) ir* v-) •? =. ~;\sT 5: > 38. Omg &m V Wfik<D$kfc * 

n^^mu(D{t^<Dmmm. 58. o mg *&&mfct bx#yt 0 

MS (FAB, Pos. ) :m/z =629 [M+l] + 

'H-NMR (500MHz, DMSO-dg) : 8=1. 76-1. 98 (4H, m) , 2. 30 (3H, s) , 2. 96-3. 06 (2H, m) , 
4. 26-4. 38 (6H, m) , 4. 38-4. 48 (1H, m) , 6. 94-6. 98 (2H, m) , 7. 04-7. 08 (2H, m) , 7. 20- 
7. 26 (2H, ra) , 7. 38-7. 40 (2H, m) , 7. 44-7. 50 (2H, m) , 7. 58-7. 64 (2H, m) t 7. 66-7. 72 
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(2H, m) , T. 90-8. 00 (4H, m) , 8. 62-8. 68 (2H, m) , 8. 80 (0. 5H, d, J=7. 8Hz) , 8. 96 (0. 5H, 
d, J=7. 6Hz) , 9. 38-9. 48 (2H, bs) , 9. 96-10. 06 (2H, bs) . 

(S)-2-(4-(2-fc°=t y/UT 5 J ^^/W^V^^/W-5-(2-fc°=t !);U7^y)^$ 
m l-(l,2,3,4-^ hyU Kp±Z±MZJ K [jbj^Na 130] 
1- (1,2, 3, 4-7- h7t Ka^-^^/U)T$^22.8mg^ffiV^T^^f^$rtrV^ 

mofc^ottj&tt 52. 2m g £ t-c#t a 

MS (FAB, Pos. ) :/b/z=577[M+1] + 

'H-NMR (500MHz, DMSO-dg) : 8 =1. 64-1. 94 (8H, m) , 2. 64-2. 80 (2H, m) , 2. 92-3. 06 (2H, 
m) , 4. 24-4. 36 (6H, m) , 4. 46-4. 56 (1H, m) , 4. 92-5. 00 (1H, m) , 7. 06-7. 22 (4H, in) , 7. 44- 
7. 52 (2H, m) , 7. 56-7. 82 (4H, m) , 7. 88-8. 02 (4H, m) , 8. 43 (0. 5H, d, J=8. 8Hz) , 8. 50 (0. 5 
H, d, J=8. 5Hz) , 8. 58-8. 70 (2H, m) , 9. 34-9. 52 (2H, bs) , 9. 88-10. 10 (2H, bs) . 

mmm 1 ] 

96 "K-vi 9*94 9-^u-vk. m*<Dmm<D&m%>mtki>iz hiv-i iiib 

MT-4 $BJ& (3. OxlOVwell, M0I (Multiplicity of infection) :0. 01) ^ffiiVkW. 

&\zm*.iz. m.m.tf*4 9— x*z7°c, 5 sffitgmvti^ mtk^ 

/ y V A) m (Pawels et al. , J. Virol. Methods. , 20, 309-321, 1988) T*^#i" £ 

jNajsafc&ajjebfc. * /^m&tt hiv «^£5*ffljfei^$£r 5o%p£§-?-5 

(EC M :50% Effective Concentration) £• [ n M] b „ ^:<Ojg^:%TI5^ 

1 iC^r-To 
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41 
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49 
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96 
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107 


0.035 t 
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110 
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61 
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[Wl«2] 

8 aSfi&O C. B-17 SCID-^^^ (Hf x B*^UT) {CTM0-1 (7y h^^^ IL- 
2Rj3^/*n-tvwfctft:) & lmg/E £Jgi!2rt (ip)&-§- LT, NK jjTOSrtemL*:, 
2 0t, 1.5X10 6 ^@<Dt hPBMC^t hrIL-4 (0.2/ig/En) £ ^iCjjM^fit L . 
fc 0 HB, (0. lml/2mMME/E) , 5 V (0.1ml) (=r^ 

ha— /U) SripS^-Ufe. lBt, HIV-l(NL4-3) (0. 2ml/ 1 X10 4 IClVjml) 
£ iptt^LTfr-f/l^JgBfe*^ ^r<^> 1, 2, 3, 4 0^ld % R*©fcl!M* No. 86 

(fcSV^ttaCflc) £ipl£-£Lfc e «SSfe4 0^fcrIL-4 (0.2 M g) £ip&-§-L 
tz 0 J&&12 B'&i^ Jhmbm&VG&m&l&n^. HIV-l P 24ft&ELISA*y h 

^2lc^$tt£J;5K:, I»CJ;oT, P 24 i^/MMfcWKimTirfcO* 
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■(b^-^INo.86 
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<5 
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NL4-3 


4bdftNo.86 


<5 


<5 



i*mm 3] 

mutt? 4 si'^mnm&mm^^xtii&Lti,, imb^icr^ 

^Oft^^LTl 0 2 0,4 0MKtert«:4- 50mg/kg) U 50 
•[*3] 
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41 
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49 
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292rog (DfeMZmtLo 

*fc, SiJtCB^t Ko3r v^d fcVl^/?vMz/Ha— 2910 £ 8%, 0^^a=f 

— /w6ooo i.6%, ^thh^BmmmTki^mmvx ioo%£ l/ct^^-=— « 
?rrabfc 0 ^<DT^y—^~ hm&ftKtt&i,tzm.mmm\ztt\.x 5%<om& 
x- y ^ =2-fi-zm^xmmi,tio **£2<>#<£j»u T>y<-=*-b&& 

10%, B^^^hy^A-^3%, umm\&-f>*vh, sit ko^d 

tVHsrA-n-* O.OSX^B^ttftMcfci&BLT 100%£: Lfc»i&=« — hi^ilL 
fc 0 ro^=-h^^jmi:^*fbT10%<DfiJ^T% W=-^-S:fflV^ 

B*IW£SS«:*SttUi-1\ B « 2 ifcf»-C 30 ^rtl:±i© 80%£Lk&i§fcbi-.5teSr 
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A 1 — (CH 2 )— W-x-CH-y-D (]) 
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A 2 



n 1 tt 0 <b 3 <DW&. n 2 fl 0 frh 4 (©Safest". 

A\A 2 tt^il^Jx&lLti^ h Bl, £33?% 1 6 OT/^/l-I, 

A 3 — B'-N— I A 3 — C-N— I ' 0) 

2 £tf 5 5 ti*h 12 MO^^JbtCg^bTV^T'bctV^il^L 

< te&m&fDm.m^mmMtitt&mm** 1 3 m<D^uj%?-z 1 

R 2 

— C— . 00 

• R 3 • 

r\ r 2 , r 3 ttti^ftmsuz&mm*. mm&. 1 *>e> 6 om&lt^t^j:^ 
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3-£tpr. 5 5 a>b 15 M^>g^LTV^T'bJ:^mm^ : L< tt#a^<0«3R 
58r#Si3it *fcf*B&* % flKH, -til, «x 1 3^t? r £<D£>5 

d fiTie^(iii) izm-rgmmz^-to 

— N — N — N Ov) 

R*Wak*K-?\ * (i-G 1 ' -G 2 ' -W 2 ' -G 3 ' £^-f 0 

G\ C'tt-fix-eixasttc^k^, l a><b 10 0>B!fe$jh,TV*Tfc 
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— N — fnO 
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